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[ff^Kflii -mil) 
liti] 

r' 

(1) 

l.'^yy [b] ^xz:;ua. SiSSr^^'l.^ttS)'^ 

Vf-r V a^ssr^-ts ^ 1 1. J> i> t- >; h 

[1, 2-a] e'J5->-;l^«. ffiji«S::rri.C:i:t 

x^r:;PS. S-NR3 CO-, S-NR< £ 

-NR5 SO2 -.a-S02 NR6 a-CONR 
' S-C (=CHR8 ) ttzii. ffi-CR9 = 
CRio- (St*, R3 , R« . R5 , R6 , ^^t^R 

if.-)vmi:&m\^. R9 &tXR'«{4, -^■i^-e■^^^!ldtt 

9 &lXRi«*^'-^tC'5r-5TJ^fi!t-ri.S?:Sift-ri>. ) ^ 

HR11-CHR12-, ^7t{i3l-CRi3=CRi^- (C 
Ri5 = cRi6) y- (i^-c. ^fj', Ri'i:R'2{4-^ 
lc=3r-9-Cl^fi&-r^^SrEi*t, R>^ R'«, R'^, m 
Ri6{4-en-fil*tliLT*^M^. ^^^^r>mi'. ^ 



?:^r-rs::i:*>J>sr;i'3^>';*;w^-;i^, -con 
i.5-Th7V>;yi^, ajsss:W-ri.^tt$)-i>i. 

2. 4-i/*;i-=»fV^TVUi/'>'-5-'f 'Jt-;U«. S 

f^a^^t I. ^ t i J) s 4 -^^^ y - 2 - y 

i>5-:t^y-4-rh7yu;i^a, gmasr^-ri.^ 
fctfcSB- (5-;t^y) - [1. 2. 4] ^r^-^-v-' 

Tyy>-'-;l^. S}^aS:^-ri.;i:iJ>l.2- (3. 

- [1. 2. 4] i^^K^i/TV^i-iV 

a. a^a^w-ri.^i:ti)i.5- (3-jr^y) - 

[1.2. 4 ] >j-de-9-i^'7VU ^'-,1^^ ^^{iffiiS 

lr^t«..rfctl>i.3- (5-jj-^y) -Av-^^^^r 

imms} 5^(1) ^OR^ 

imm4 ] ^ ( 1 ) 4'<oA*<{i«ia2:^rtsi i: t 

^) 1. 7 X ^/^ax-S) mHim i 1 4 m^-rnj)^ 1 ji 

mx'h'o. 2-x^:i;pf-ryy;pat- (gi). - 

(G2 )„ -QTmtiimbt<^ms.x'hm^ 

$>!. it*« 1 ^ 1 5 OV^-fil** 1 

im^m I 5^ ( 1 ) •4'c7)mai>'n*>'o-c'j>i.it«3@ 

*i-NR3 CO--C'^)0s G2 *U t/c{42JiU:<^SiS 
aSr^-f I. i i: tJ)!. 7 x-;l«t:'J)l>^« 1 'Srv^ L 

[ii^Ji9 ] 5^ ( 1) (fiOGz 1 tfzii2a±.<7)m. 
^a&^r-rsc:i:ts>i.7i-/i^a-c$>o, d tQt 

imi^miO] |fjR3Sl^:V^L9(OV^-m*»l«t;:fB 

[fta^ 1 1 ] rnstm 1 ^:v^ L 9cov^■f^^*» 1 fltte 
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[il*)ai4 3 ii*JSl=5r>'^t9W^m*n«l::fB 

[0001] 
[0002] 

LXn^ab'jxy (LTs) . VuVi^f^^^V 
A2(TXA2 ) , Jll/jN^KvStt^ta^ (PAF) . \^X^ 

roxtj'^/^yi-'y (PG) ^co^^^-fi:^!!^® 
^>ifeffitt^r -f x-^-c;) 1 o-C-ibl>n-f 3 h Uxy^ 

tlXi^t (Proc. Natl. Acad. Sci. U 
SA. 80:1712-1716, 1983), tti. 
A^r^Ko^f nhUxy (LTs ) {ir^^h'ySlOft 
ai{cJ;-?TS±$ixl.2JaEtt^T-fX-:5'--C'S>0. o 
nhijxyCiCLTC, ) . a-^3h'jxyD4(LT 
D4 ) , &t^n>f aMIx^E, (LTE4 ) ifi^^ti 
TV^I) (Science, 220: 568-575, 1 
983) , 

[0003] :iti(>u^ a h Uxy^iaco^Sf*: ( i^-feT" 
^'-) tig^L, n^^hUx^fceutr-S^aiStt 
(^^fWSfiilg) *^#<fgS$iiTv^l, (Chi 
mi a 46 : 30 4-3 1 1. 199 2. ^y^J. M 
ed. Chem. 1996, 39 (14) 2629-2 

6 5 4 ) . . n-f 3 h y Jiy^^i¥mM<7)4 -t 

^y-8- (4- (4-7x-;P'/b^v) '^yV^/U 
75/) -2- (ThyV'-)U-5-^ )U) -4H-1 

-oVf^y- 'ss^'W Ku— h (r7y;w;^;^h : 

Drugs of the Future 1988, 
13. 317-320) lzr>\.^X(r)m^^MW^^tl 
-:>-^$i^ m^(^m^. 1 64 (4) : 22 5-24 
7. 1 99 3 1 2^ (2) : 116 (22 

2) -1 18 (224) . 1 9 94 : SIX, BSflSglg. 
9(S-1) :71-107, 199 3^:i:'] , Ztlh 



[ 0 0 0 4 ] , mmmm. nm. mmmai. 

miz}5\,^xmw^j:mii^rzLx^^i. immmit 
mm--:>x'h^fmmmx'it. mi^^tifzm^ {imi>z 
nti I g EtjimimmmmcoF c u-krif-i.zm^i 

[000 5] :i(7)-»(7)mmmtim^tbx. 

Vr^-^i, • ^n^^^U^^-h (DSCG) [The 
Merck Index, ||9^S 2585(197 
6) ] &t/9-^f-;w-3- ( 1 H-rb5V-;l'-5 
-^;U) -4H-h°'J K [ 1 , 2-a] =>''>--4 
->J-y • C^So^J^h ■ ;<7U'>A) (^^ 

^5 4- 36294) ^*-'»J^>tiTV^|., UTU)V^'- 

b. i(7)mmfz^j:\mm!iT]y)v^-mtiz^m^ 
m^^L^j:\>^fcMznmm^mm:i:(7)^w^mm 

Eli, 2 6^ (7) 137(2143)-139(21 
4 5). 1994; mmM. 2 6# ( 7 ) 2 5 1 ( 2 
257) -2 55(2261). 19 94 ; Pr 
ogress in Medicine. 13^(1 
0). 137 (2247)-147 (2257). 19 

93] , LA^t^A^^j. zti(><^mmtm^9^izm 

[0006] 

mmizms.^iix\<^^j:\mAtLx. ru/i^-m^ 
^■.immtmm^n (i^^stt^rvx-^-) 

tf^~mizmmx'hhzbtiimif^fii. ^-^x. ixru 
fi^-mim\'^xTU)u^-m.%<^'f^'^^m^'€ 3 ^ 

mix 0 . «ISOSi;TP;P='f-f^ffl?:l3IiSfC^»tS 

iz-^mx'hh^tmmti^. ttz. zcoxoiz-m 
mmi^thM^-ffymmiik^-mLt^zx-ox. w. 
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[ 0 0 0 7 ] i: 0 ^mm^j:imRt//xiii'm} 

[0008] 

^mi.-thfi.t>\,zwmm%^w^fiS^. TiEose-c-a 

[0 0 0 9] -f^ri?^*M4, HK^ ( 1 ) : 

[^1:2] 



r^c=c-A-(GJ)^-(G\-Q 

(1) 

(iiRi i:R2 ifi-mz^j:->xmmhmt:sML; Ml 

t hhKyY [ b ] mmMi^thzb 

H [1. 2-a] f M^a^r^S-t-Sifc 

x^r:/l/a, a-NR3 CO-, S-NR^ 
S-NR5 SO2 -.a-SOa NR6 g-CON 
Ri m-C (=CHR8 ) tfzU. a-CR9 
= CR»«- (ZZX\ 5<i+, R9 , R' . RK R« . 



ajfUif^-JUmiMML. R« ai^Ri»{4, -eii-eiTiJti 
R9 &t;^R'«*>-^tC^oT?g^-t'S>3S$:S*'tl.. ) 

-CHRII-CHR12-, i/^{4S-CRi3 = CRi<- 
(CR«5 = CRi6) y- {:lZX\ ^ff. R^fcRi^Ji 
-^(C^oTJ^fi^t-S^^SttL, Ri^ R'«. Ri5^ 
iil/'R'eiim-ft^^ifC^K^E^^. VNP^'yH^. 

:iti>hlTV-JUm. Ri3tRi«t/c(iR'5i;Ri6;f,i 

^gift-tl.. ) ^SiftL : m&t/n{4. ^ix^tVIMUz 
S$-*-fl.c:ti>$>I.T;Pn=^S/;^;u#-;wS, -co 

NH- (5-xh7yu;i^) a, mmm^^th^ibh 

1. 2. s-huryj/ps. amss-fl^sifctfc 
1. 2 . 4 - v''^^ y f-ry V'Jy-5—( u T-;t^» , 
ffi^a^^r-r ^ i 1 1 $) 1. 4 -^^ V - 2 - ^^=Jr y f- 
ry u i^'y - 5 - ^ u T-;i^, a^s ; 1 1 
$>S5-3^^y-4—f^7yu;^s, a«i«$r^i. 
iti,j>i.3- (5-^^y) - [1, 2, 4] jj-^-ff 
i/'ry sj^a^wt-^^ttj)i.2- 
(3, -[1, 2, 4] jj-^^fv-'ryy 

- [ 1 . 2 . 4 ] t^vi^TYv 'j~jum. tfdiwm 
X'hh, 

( 1 ) 4'c7)Ri t^ymw.=f-x'hi.}mt-^m^fit> 

)\^x^h^±M'^-^m^iih<r)^ : jii ( 1 ) ^(^p^ 

ifwmm^^'Thz.bijhhy x-)v^x'hh±wt^ 

mi.X^^flt><^^ : jS: ( 1 ) 4'OAT-*$^ll)S*^'7x 
-;l^rj>Os 2-x^r:;U^ry'J;l^t- (Qi). 

-(G2 )„ -Q-c^$ni.st**^:?iest'«)S±fe 

^l:^^WX'e*i4><^ffi ; ( 1 ) tfOQji^S-rb^y 



(5) 
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vA^Th^±mit^m^tiii>co& : ^ ( 1 ) 4»io 

(1) tf^OmRU'n^n-CcfeO, d A>'-NR3 CO- 
TS)'), G2 *niii;t{i2flgaJ:cos^s$:qr-r^^ 

t) ?> !> 7 X l.±iB^l:-&!|liai/-etL<?><7)ig ; 

Ml/{c, 5^ ( 1 ) +(002 *nfflt/i{42lWJiC0Bm 
a^^r-r«.^i:tJ>l>7x-;l'aTJ)0. G' .bQi:*^" 

[0011] ^wmm(mmi,zi.ti\i. ±ie<i:^%x 
m^comm/xumm-.m/iz. 

[ 0 0 1 2 1 ^^i, tmm^m\.znt LV'>!B«{::i: J: 

0, ±.wt^xmtityom:mimti.x-^^t 

o>f 3 h uxy^ty^hx:? 5 ytD^^m^lzmStlT 
{jD'f 3 h 'jxyav'/XJitx^ s 7U 

)i^^-mB.(r>ihmm/xiimijmx%'yx . ±ie 

^^tsmmimizm^i-ixmi:'^ti:^ m/iz. 

±mTi^)u^-^^mimRr//xii^mm<mm<r) 

[00 13] 

mmmmm\:^mt:MmLxi5*). r~y^u7>u^)u 

lX\^i, ttz. r^nyyE^j tv^dffl^lS, niz 



[ 0 0 1 4 ] Ri ii^tL^tmi.LXA(.mS^ 

{4RitR2 ti^-'mz^j:r>xmm-miMm-^, r 
^mi< ii^mmrfu^jm . <t o if 1 1 < itsm 
\<^hzkt^x'^h, mmzii. mm. x 

mmtLxii. mm. ^^\:>yyw.^. 7xx;i^, ^ 
^yKy'jiimt^(>mim^imxii2mi^xt, m 

x::.;l^t tT{4^'n;P7x-yU«, >'Noyy'<.yi;;W 

I., 

[ 0 0 1 5 ] R' &1>'R2 *Wi^:7^T;^=^^;^ai: t 
Xii. if* L<{4^^3*»/?>5<?)>'^'nT;i^^;i/», 
C^J;i{fv-^D7*otVPa. >':7n7"^;PS. &tX>-:?n 
^yi-)um^m\'^iz btf^X'^ h . ±iSi^^' uriv^jv 

^mfhZ.hif'Xth. R' i:R2 i:*^-i^tc^r-?TJg 

^•ri.^i:LT{i, 5^l^t8HS, »4t<(46X(i 

'<^y^ym.t:L\t^^u^y^yim^m^^h^}:. 

ifiX%h. R' SI/R2 (rmh'^h^)i\.X\t. Ri 

*m;ii^T'$> "5 , R2 ^^-r c: fc 1, r;l^ 

[00 16] A{4S«iaS:*-ri.CfctftS7xr:;U 

■t«.^fct$>i.7U;L'a, aj^a^*-ri..itt^i.^ 

x:i;PS. aJ^a$r*-ri.C:i:iJ>i.^yV77-;l' 
a«iSSrqrtl.ii:tS>l.<yy [b] f-xn;U 

a. m^^^^^h^t\>hh'<,yv^^-^V')im. 
a^«^*i-^^tij)S<yy^7v'u;i-«. ams 

^WtSCi:tS)l)f'JH [1. 2-a] tUSv-'-ZU 
a$rW-ri> ^ h t 2 H - ^ np(ri;l^^S>*-r-& . 

wm>^\.x\t\mx\i2>m}±. n^\.<.\tim<r»\ 

1 i: t S) 7 X :::;PST'^> I. i: *<if t V \ 

[ 0 0 1 7 ] G' \m%mFt. i]}Vif^~)Vm. X^x;l. 
a. S-NR3 CO-. S-NR4-. a-NR5 SO 

2 S-SO2 NR6 a-C0NR7 S- 
(C=CHR8 i/diS-CRS =CRi«-^Sl» 



(6) 
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h, mUt. ^f-^l^. xf-;l^. rnhVl^, >f vr 

{iHi^D^S^^LTV^T^,J;v^, R3 . R* . 
R5 . R6 si^RT 

[0 0181 R8 Ji. i^ry*. ^fe 

l.ru-;l^. i^ttR9 Rt>'R»«*«-*ltc^:o-cm 

jS^T't^l.. R3 Zitt/Ri»*^'-i^tc=5:-?Tm-ri.»i t 

t ^' o^r ^' ys^^ fflv ^ I, ^ t *-'-c# I. . r 'J 

'}-)vmi.<r)WimtLx\t. mt\i. i^^^vm-^ 
^m\^hz}iifx:%h, R9 'mR>'^t^imw^x;hh 

[00 19] G2 {±ama^*-rs^fci$>i>7x-;u 

-CHR11-CHR12-, ^y::{ia-CRi3 = CRi*- 
(CR»6=CRi6) y-$-Ei»i-|.. ±ia7x:i;PS=5r 



mi,z^j:^xmm-mtLxii. mm. mmt^^ 

[0 0 20] ±iE«^»tJ3V^T, R'^ Ri*, R•^ & 

0fRi5{i-enW!fcit-c*fgSi^. Aoyy/s^^. s 

■tlZth$>hTV-)Um. Ri3i:Ri4t*i-^i-;5:o 
tfdiR'^ tR^^ bti^-m^z^j:'yXm!S.tmt:M. 

a«iaS:*-rs c: i: t> fel. t;p^;u«-cJ>I. c: i: ti'nt 

t < . Ri 5. RIA'R' « (i:7KS)Ii^-e$> 1) i i: t 
\<\ Ri3fcRi«i;*i-^t^-5T. ^/i<4R'5i;Ri6i: 

IS. i^^uKyj^ym. i^^a'OT^fg. i/^n^^^r 

Xli'^^x:i^^-tym^j:^imfhZbi)^X't 

\X'h^. 

[ 0 0 2 1 ] ^ ( 1 ) ttJV^t: mat^n{±, 0 tfzii. 1 

1 at//X{i:G2 {i#M-^^^-r. Qfi^J^yP^^^i^/l- 
-CONH- (5-Th9V';;l^) S^at?:* 

bijh^l, 2, 3-hV7YV)\^. mi^mi:^i-^ 

m:m^^izbi,h?>4-t^v-2-i- 

hZb{,hh5-^^V-4-ThyYV)im. wim 
^^■rhZbi>$)l3- (5-7j-#y) - [1. 2, 
4 ] :^^^'J7YV 'J-f\^m. M«liSS:#tl. i fc t J> 
-1.2- (3, - [1, 2, 4] Jt-dr-ti^' 

^V) -[1. 2, 4l7f^^i^7YVi^~/\^. ttz 

nmmm^^^zbhhhs- (5-:t^y) -^v 

[ 0 0 2 2 ] ^ ( 1 ) (Dit-^iZ}5\,^X R' &t^R3 Ji 
*^i!f^-C2t!>S^:i:3&«}f*Lv\ A{47x-;l^t'*>l. 
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tm- (G>)m- (G2 ) n-Qttl^MmWX1^^l 

ZtfimtLW mtin<7)t^. G' *i«-NR3 CO 
-X'hlZiitimtL<. ninffib^. G2 *i7x- 
;l/S'CS>l.c:fc3!/''ISF*Uu. G2 ijiy 

7x-yU«±(c(ilfflt7)MMSX«i:2fflJ.:JLhcOSft 

lI^O/ND^yJIi^ ; x^;ua. TDhVU 

2-7;i^:tnxh^f^';i^. 2. 2. 2-h 

7'f-;pf-7ra, Ky-Jjui-^M. 2-tFo 
T;p=3f /p^^r^coigllJl^ Lxn htih r)V^)V 

[0 0 2 3] R2 tLXlii^^^fi-)^. ^ vr\3\^ 
JW t e rt-yi-)W X{ii^:?n7^at;l^*«»iJ 

ti<\ A*<ffii«S:*-ri.7x:i;U«-C'J>l.#^. 

mmtixi±7-/mm'ftimtL^\ arx/g^ ti^^ti 
-f<is«ia&^"-ti>7x-;i'S2:^-rj^^, -e^i.-enco 
y 3.-m}i<r)wmim^^^^i>^xni>iih^-^ 

[0024] :^^m<7)Kft tvML^t LT. 5 - ( 3 

- (2 - (4-v^'n7'^;U-2-f-rVy;l') xf-:i 
;P) 7x:i;l/) - lH-ThyY-)U ; 5- (3- (2 

- (4— < yratf;l^-2-^Tr'J;l-) x^zi;i/) 7 
x-;P) -lH-rh7y-;i^; 5- (3- (2- (4 
-v'^oroe;l'-2-f-TyU;U) x^r^yW) 7x- 
;P) -IH-'rhyY-JU; 5-(3-(2-(4-n 
-7'ohvl^-2-f-ryy;l') x^-;l^) 7x-;l^) - 
IH-f h^y--'^: 5- (3- (2- (4->':J'ny 
f-;p-2-f-ry'J;P) xf-r.;i.) -2-7;w^n7x 

-IH-Th^y-zl-: 5-(3-(2-(4- 
i^^nri-)P-2-^TYU)U) -6-7JU 
>ro7x::^;l^) -lH—fb7y-;W: 5- (3- (2 

- (4— fyrotr;!'- 2- f-ryj /I') xf-r:;p-) - 

2-7;p7j-o7x:i;U) -1H-Th9y-^1^: 5- 
(3- (2- (4-i/^'ny^;U-2-^ry'J;P) x 
^-^W) -2-^^;l/7xr:;l/) -IH-f b^y- 
)U; 5- (3- (2-^'oo-2- (4-x^^Drf-;l. 
-2-f-ry'J;i') Xf-r.;i.) 7x-;l') -IH-irh 



^y-^U; 5- (4- (2- {4->'^'Dy^;U-2- 
^ryU^P) xf-:i;W) -2-f-xr:;W) - IH-rh 
7y-yU; 5- (5- (2- (4-i^^'Dy^;U-2- 
^ryj/P) X^::i7l.) -3-l^Ui-» -IH-rh 
yY-)U; 5- (5- (2- (4 -x^'Dyf-;^-2- 
f•ry•J;^) xf--;i.) -2-<yyjr=¥-9-yu;i^) - 

1H-Th7y-;1'; 5- (5- (2- (4-v^'py 

f-;i^-2-f-ryy;p) xf--;i^) -2-<yy [b] 

f-xr.;i/) -1H-Th5y-;P: 5- (6- (2- 

(4-iy^ay'^)U-2-^TYVJU) xf--yl/) -2 
-::t^y-2H-'<yyf7:/-3-^;U) -IH-x 
h7y-;P; Jtff3- (3- (2- (4->-^'ny^;l^ 
-2-f-Ty'J;l') x^r:;W) 7x:::;U) -4H- 

[ 1 . 2. 4 ] -^^f -^f vTy-;i'- 5 -icy^<Mc^ 

[0025] tfz. ^ hf^ZHttt. LVMb-^t LT. ^ 
( 1 ) 4'«0m&tXn*<l-CS)'). AmfGi *<7x-;U 

aT'$>l.'fl:^!flI, ^J;t(i\ N- (4- (IH-xb^y 
-;u-5-^;l^) 7x-;l'-3- (2- (4-v^5'D7' 
^;^_2_^ryi;/U) xf--;k) <yxrs H ; N- 
(3- (l\{-'rhyV-)V-5-^)V) 7x-;l'-3 

- (2- (4-s/:?oyf-;u-2-^ryy;i') x^ri 

IV) KyXT^Y ; N- (2-^h^v— 4- (IH- 
TYyV-)i-5-^)i') yj,=.)V) -3- (2- (4 
-i^^U'f^)V-2-^TY^})V) X^-JV) KyX7 
: N- (2-^^;l/-4- ( 1H-Th7y-;P- 
5-^)V) yau~)V) -3- (2- (4-i/^07'f-;l^ 
-2-^TyU;l') xf-:^;l^) KyXTii F ; N- (2 
-7;Pjj-n-4- ( IH— fh7y-;l'-5— 7 

-3- (2- (4->'^Dy^;I^-2-f-Ty 
yyW) X^-;P) KyXT^Y ; N- (3- (2- (4 
-i^:7n7'f-;l/-2-^ryy;U) xf-:::;!/) 7x- 
/l') - 3- {\Y{-fVyV-)V-5-^)V)KyX7 
S H : N- (3- (2 - (4-^-:?'oyf-;l/-2-f-r 
yj;!^) Xf-ri;U) -6-7;l/:t07x-;l.) -4- 
( lH—fh7y-;i^-5— KyXr^Y : N- 
(3- (2- (4->'^'nyf-;U-2-f-Ty'J;U) X 
f--;U) -6-7;W;tn7xr:;l^) -2-7;l^:to-4 

- ( l\i-TYyY-iV-5-^ }V) KyXr^'f ; N 

- (3- (2- (4-^/^oy^;i/-2-^ryu;i') 

X^x;U) 7x~;l/) -3-^f-;P-4- (IH-rh 

yY-iV-5-^jV) KyX7^¥ \ N- (3- (2- 
( 4 -i^^ nyf-;l/- 2 -f-7y U/P) xf-ri/P) 7x 
-3-;>< h^>'-4- ( 1 H-r h9y-;P-5 
-'f/W) '^yXrSh* ; N- (3- (2- (4-te r 
t-7'f-;L'-2-^ryU;l') X^rL;U) 7x-;L') - 
2-7;P:tD-4- (l\{-TVyY-lV-5-^)V) 
KyXTS. H : N- (3- (2- (4-i^^'ny-?-;l/- 
2-^Ty'J;l')x^:i;U) 7x-;l') -2-:?od- 
4- ( iH-Th5y-;w-5— f/P) KyX7^\' : 



(8) 
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N- (3- (2- (4-i^^'o:^f-;l<'-2-f-rVU 
;W)Xf-rL;P) 7x-;l^) -2-y<i-ll-4- ( 1 H- 
TVyV-)V-5--i)V) KyXTS. K ; N- (3- 

(2- {4-i^^ari-)i-2-i-TYViu) j^i-- 

)U) 7x~;U) -2-^hdfi^-4- ( IH— fh9V 

-;t^-5->f;u) <yxr5 H ; N- (3- ( 2 - (4 
-S/^'n7'f-;l^-2-^rV'J;p) x^-;p) 7x- 

-2-;<f-;l/^5j— 4- ( IH-f h^y'-^W-S 
-> f;l')^yXT5h': N- (3- (2- (4->'^n 
7'^;l/-2-f-TyU;t^) x^x;u) 7x:::;l/) -2- 
7Sy-4- ( 1 H— fh7r-;U-5-'f;l') ^yx 
75 H ; N- (3- (2- ( 4-i^:?or^;U- 2 
TVU/t-) x^r^yp) 7x-;W) -4- (lH-rh7 
'/-;P-5— -2-t'-;KyXrS F : N- 
(3- (2- (4-v^n7"^;U-2-^TV'J;l^) X 
f^-jU) 7x-;P) -4- ( iH-rh^y-ziz-S- 
(3 - (2 - (4-i^^nr^;U-2-^7yU>'W) x 
-?-x;p) 7x:::;W) -2-t Ka^v'-4- ( IH-f 
h7V'-;P-5--<;P) <yX75H ; N- (3- (2 

- (4-i^^oy^;^-2-f-7yU;l') x^r:;p) 7 
x:::;!^) -2, 6->''7;W;rn-4- ( 1 H-xh^y 

5 -> f ;k) ^yxTS F ; &VN - ( 3 - ( 2 - 
(4-v'^'nyf-/l^-2-f-7y'J;W) xf--;l^) 7x 
x;U) -2. 6-^f-;l/-4- (1H-Th^y-;U- 

yrof;U», t e r t -yf-;l^«^{caJ^L 
[ 0 0 2 6 ] $ ^>IC. ISim^Sig^tg^^b^t tT . 

mm. N- (3- (2- (4-i/^pyf-;w-2-^ 

7yi;/L') xf-x;i^) -6-7;Uji-n7x^^l') -2- 
^on_4_ (1 H-T-h9y-;U-5-^/W) '^yx 
75h' ; N- (3 - (2 - {A-i^^uy^Jl'-2-i- 
7yU;P) xf-z:;U) -6-7;l'^o7x-yt/) -2- 
hh'odfi/-4- ( IH— fb7y-;l^-5-^;l') 
yX75H : N- (3- (2- (4-i^i?nyf-;l^-2 
-f-7y!;;l') xf-ri/i/) -6-7;pjfo7x-;P) - 
2-^i-)l-4- (lH-ThyY-)U-5--()l-) K 
yX7$H : N- (3- (2- (4-v'^'nyf-;U-2 
-f-7y'J;l') Xf-x;|^) -6-7;P^n7x-;U) - 
2-J<i->l'i-^-4- ( lH-rh7y-;l/-5--f 
)U) KyXTS. K ; N- (3 - (2- (4-i^^'Dyf- 
yp-2-^7yU/l^) x^xyk) - 6-7;t^:t07xX 
/P) -2-j>{f-;PX;P7-f-;i.-4- ( IH-rh^y 
_,^_5_^;l,) /«;.yX75 H : N- ( 3- (2- (4 
-i/^c?y^;l'-2-f-7y'J;U) xf-x;l/) -6-7 
;l/jro7xX;p) -2-^f-;U75y-4- ( IH-r 
y'yV-)V-5-A)V) KyXT^ h' : N- (3- (2 

- (4-i^^Dyf-;i'-2-f-7y';;p) - 



6-7;UjrD7xX;|/) -2-75^-4- (IH-r 
VyV~)V-5-^)V) KyXT^ H ; N- (3- (2 

- (4 -v-^oy^;!/- 2 -^7y U;l^) xf-x;U) - 

6-7;l'>rn7x:::;U) -2-yf-;U7Sy-4- (1 
H— rh9y-;^-5— f;U) <yX7$H ; N- (3 

- (2 - (4-i^i?ay^;l^-2-f-7y'J;l') xf-- 

- 6-7;U;tn7x-;l^) -2. 6-i^':J'on-4 

- (lH-Th7y-;U-5— f;l^XyX7SH; N 

- (3 - (2- (4-J^:;^nyf-;W-2-f-7y'J;U) 
xf-x;U) 7x:::;l/) - 2-7)1-^0- 6 -\l¥\:i^>' 
-4 - ( 1 H-rh^y-Zl—S-^yW) ^yX7$ 

H ; N- (3- (2- (4-i^^oy^;l^-2-f-7y 
UjU) :ii^~JU) yju~fV) -2-y)V:^U-(>-yli- 
iVT^Z-A- (iH-Th7y-;i'-5-^;i/) Ky 
X7$K ; N- (3- (2- (4 ->':?^y^;^-2- 
^7y'J^^) x^x;P) 7xx;W) -2-757-6- 
7;l^:ta-4- (lH-irh7y-;U-5--^;W) 
X75H ; N- (3- (2- {4-U-7\n'f^>V-2- 
^rV^))V) :ii'f-~)V) 7xx;l/) -2-y^;U75y 
-b-y)Vtu-4- {in-7-hvV-)V-5-4 
)V) KyXT^ H ; N- (3- ( 2- (4-i^^nyf- 
;P-2-^7y'J;W) x^x;p) 7x::i/l') -2-7;P 
:to-6-;'<f-;p;^;l^7>fx;i/-4- (IH-rh^y 
-yl^-S-'fyp) '<;yX75K ; N- (3 - (2 - (4 
-j^^'nyf-;l/-2-f-7y';;l') x^x;i/) 7x- 

-2-7;l/:tn-6-hKn^i/;<^yU-4- (1 
H-rb7y-;U-5-^;l/) ^yX75 H ; N- (3 

- (2- ( 4 -v'^oy'f-yP- 2 -f-7y U/l') xf-:i 
fU) 7x-;P) -2- (2-7;P:toxhdfi^) -4- 

{lH-'rhyY-)U-5--iJU) <yX7SK; N- 
(3 - (2 - (4->'^'nyf-;^-2-^7y'J;t^) x 
f-x;l/) 7x-;P) - 2- (2. 2. 2-hVyfl^t 

n) xhdfs^) -4- ( iH—fh^y-yi^-s— f 

'<.yX75 K : N- ( 3- ( 2- (4-i^^Dyf- 
;t'-2-f-7yU;i') x^x;i^) 7x-;u) - 2-;<i- 
)VX)Vy 4 -)V- 4 - ( 1 H -X h yV-)V- 5-4 
)V) KyXr^Y -.n- (3- (2- (4-i^:5'oyf- 
;l/-2-f-7y'J;U) x^zi;l^) 7x:::>'l') -2-n- 
yf-;U7Sy-4- ( in-fVyY-)i-5-4)V) 
KyX7$. H ; N- ( 3- (2- (4->'^'n7"^;U- 
2-f-7yy;P) xf■rl;^) 7xx;p) - 2- (2-h 
nndfi^x^;U) ^^-4- ( 1 H-rh^y-;!^- 5 
<yX75 K ; N- (3- (2- (4->-^n 
y-?-yl/^2-^7yu;W) xf-x;^) 7xX/U) - 2- 
Xf-x;W-4- (IH-ThyY-fU-S-^JU) <y 
X7$H ; N- (3- (2- (4-i^^ayf-/U-2- 

^7y';;i') xf-x;u) 7x-;p) -2- ( i-ro'^ 

x;l^) -4- ( lH-Th7y-;l'-5— Y;i^)<yx 
75H :aiXN- (3 - (2- (4-i^^'ny^;U-2 

-f-7y';/i') xf-x;u) 7x-/i/) -2- (2-rD 
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^=.ju) -4- ( iH— fh5y-;w-5--^;u) 

[ 0 0 2 7 1 3^: ( 1 ) Tm^tLi:^mc^it-^mii. a 



[0028] *l|BBc7)-fE-^{4, mm. li)T<7) [X^ 

#1,, 5»: ( 1 ) T«$iil.-fl:-&%{4. [xdf- Ai ] 
TFctX 0 iz. :s^^-)Vi-r^/-)\M ( 2 ) fc^ ( 3 ) 

m , SIX n (ifiEi: nMX'h 0 > L{44f J 7 ;U^nx;W 



R* 



(2) 



L-A-(G1)„-(G2vQ 

(3) 



YVcsc-A-(GV(G2)„-Q 



(1) 



[00291 [X=^c— A 1 ] \,zm-2-3L^-)V^TY 
-;K 2 ) {4i^»co:^r^T'M3i^|g-C^ I. . 2 -xf-r^ 
;w^ry-;i- ( 2 ) fc-fb-^ti ( 3 ) t ^ . -eiiif^sifciR 

<m<niimi,z%->x. mK<D^-mmm^. mutTV 

0'C~jiiSEc7)3|jjS<oliffl<?)aiKT-C;<^ x7*Uy/$ 

■frs ^ fc J: 0 . 5t ( 1 ) <r>^^^^m.-fh z t m 

% i> . Rmi. h U 7 X -;l^:^X7 ^ y&lX3 '^'fbll- 
^c7)#^£T^/d4^^T-C'ff-5-Ct<J:<, ^^y'J^M. 
[2] T-br-h. Th7^:^ ( M;7xX;P;fs:^7 -f 
» i^=jV^h. [0] t/^{4h'X ( hU7xX/U^;?>7 
^y) nvV^J^ [2] x^'n^'f H^Miift. iiftL 
<{40. l~10%t;WgjKi04»LTtj:i^. ^ 
S-g3R*^{4r/Wd-i/S?(^^gtt^«c05i8i[T'ClT 3 C 



[00301^(1) ■rs^$i^l.'fl:^^;:^5V^T. Q*« 

E^S^fl-tl. i i: t !> r;l/3 ^ 

•^t:{4. i^'fl:-^^Kttt^^{4T;P;!? UjUP^K^^jSi^W-f 

^ w t J: 0 . nmM.f}iv^-ymL\^^Mzmk-t 
'?:(7)mmzmm<yi^)\^m. tfzii2- (ho^t^jui^ 

xh^i^^^;l.S^i:C0ffiaS3&WSt 

mmm^m.mx'hiit-^^wktizti^x'^ 

7;^^Dpe*T'0'C3!)>i^?gilo»jS<oaS£O^H, » 
4 L < {4mia*>^>vi^c03l!j;SSJg<?)SgH-C'Si;$rff d i 

ti,zj:-oxmm^yi^)\^m^4-^ v^i^^yj/i^m^ 
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[0031] aT<o cxdf-A2 ] wi, mmBizM 



s 
1 

Y ^ . YVco^ 

(4) ^ 



(10) <» 



(8) 



CD 



[00321 2 -f-rV-zUXX-r/l^ ( 7 ) {i. 2 - 
^NQ^V^hy^ (5) [^fim'jim'ibli}\ 

coimizi Kiit^m ( 4 ) *^4>^tcSjst'^ . mm 

T5 ¥<t-m • ^itit^^)^- h ( 6 ) ] 

h^b^zl-iXm^-thiltti^X'^h. x;(.T/H*: 

( 7 ) wmtnmitnmxTiva-jv^ ( s ) t^«i-f 

'^'&T)i'0-ivimm>x\ -2o~5o*c<o^. Iff 
( 8 ) {i 1 mmm^T)Vi'^ Ktcij-ft-ti.^co:^ 

^^l:*^^?gJ««f-C\ -7 8X:-^5SE<0g|!;4[<^lffl. » 
^>:l4;^7-i^ (Swe r n) i?<l:lf$:'<T^*\ hypxy 

L<iimsr-mmA<^im<r)mj^zw&zM^'7 



[0033] 2 -xf-:x;t.f-Ty-;U ( 2 ) t4T;l^T t 

Hi* ( 9 ) t-t^'m-Hmx'^m-h^ thx'^t. u f- 

i7):TCvSttx-r/l'^?§li4'-C' h 'J ;>< 'J /Pi^'rr^ 

:?yt3t{i:v^TV^^yS:-l 0 O'C 2 Or. Ut 

t<{4- 5 Q'CmX'^mthZt^Zi.->X'J7'r^9 

-ttsmm^z 2 -^7^/-)va)w^)Vt^ y (9) ^nt 

L < (4 - 5 0 rOT^OfflJ^THni. . AT' 0 'C-^iSt 
.1 J: oTSSfiL^Ifr-C'fcl. 2 -Xf-:::;l^f- 

TV-yu ( 2 ) ^#1. tt/^X't h , 
[ 0 0 3 4 ] m i: tt . 2 -x^ - ;P^T V-^L- 
(2) S:<J:i7)J;otC-g-fi£L-CtJ;l\ «SiJO:^{C 

fi!v\ 2-^7V-;l^;^;PA;i^TtK (9) la^k^ 

Hi. mmikMmm f u 7 x -y^T^x 7 ymco u y 

MSii: - 2 0'CMSi«O»;^<7)^H. jff^ t < t4 O'Cg 
~EfflT{c^§-fr^::ttiO, 1. i-i^VDt- 

2- (2-^Ty'J;l')x^pyi<c(10) SritSClfc 
*<t*#S. ov^t\ -fb-^ifij (10) Srrh^t K079 
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$filL<{i-7 8~0'Ci^KHi7)igST(:, 1. 8-3 
0'CmT<0<RiaTtc*lS®l^ri:'<^)«i£Ki^J41^JS^li 
[0 0 3 5] [Adf-Al] {Cffl»,^A>itMb-&!t^ (3) 



TE [;^='f-A3 ] fci^^i-J; die, ^-^^ ( 1 1 ) 

I, (X^-Acf, A, G' > G2 , Q, m. n. Jtl/L 



L-A-(G^)„-(G2vR" 



L-A-(GlW(G^)n-Q 



(11) 

[00 36] TE [;5.^-A3A] IC{4. r^df-A 

-^ft ( 11 a ) Q*>'4 b=Jf >"<y vVl^XJi: 

Lt:^tSTh9yU;H|-CS>S^t^ (3b) , JttX 
L*i3'^SJIi^-ej>5'fb^ (3c) t:^^-th-Hm: 



(3) 

[^k6i 



3A] 



CN 



(11a) 





[0037] <y V-h (1 1 a ) (i-eixift^ 
y--h«J;H*:(l la) *^<i>Th7y-;W+: ( 3 a ) ^ 

(11a) $-T;l/S-'^Ari^'h'^;t:{i:Ty^-'>Ar 

l.c:i:{3j:')rh7V-;t# (3a) -k^hHtii^X'^ 
h. ±lER^B^;fflv^^^,^IST;^5r.'>AT>''^'X«ry 
^-•^ATi^'HJi. i;^<^):«rSK:$!v\ -^^'J•>Arx 



lis 




1 ,N..R" 



N 



N— N 



Ob) 

K$rtg'lbT;US-'>A, XJitSitry^-'^A. eUv 
[0 038] xh^y-;l^ (3 a) (i. }X(0;i7-yTy 

mtL\^. %^ff)mx<^m^mmT<r>tii^x' 

hh. rh7V-;M*:(3a) ^N, N-S/^ 

^;l'*;PAr5K=5ri:'<0^?gttfiitt^ji4'T. 
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ia*>^5 8o*ccoKHioagt'3sQ:a-r'S.c: ttio-cfi^a 

y^-l,zX->X^m-hZtti-T^i>, it-^ (3) O 

oT. -fk^ (3b) <0|ISiI^Sr3'>«JI^fc:|g«rr 

tZbizX'O^t-^m {3c) $r#l.^i:*^'T#l.. 

-fL-^il^ ( 3 b ) Sr 3 '>'(l:^-Mai/^3 ^it:^ V 

mict^ i b izx *)it^ (3c) imm-i> ^ t *«t 

[0039] Tieo [X^-A4 ] -fH-^I^J ( 1 



2)i}^hG^ Jr^^-li-I.ClfctCi-^T'fk^ife (3d) 

A*i7x:::;l^TS)l>^l:^ ( 1 2 a ) *>ii>. Q*%a 
afcL-C4-^h^$/<y>^;PSX{±2- (hU^^;l' 

T$>l.^l:-^!t?!I ( 3 d ) ^-^figtl-^air^t/:: [x^f- 
A. Gi . G2 . n. Q^WSfiHilfBfclRl 

[00401 
[^1:7] 



I^A-R20 L-A-G^g2)„-Q 

(12) (3« 
[0041] [^bs] 



Rl8 




(12a) 

[0042] R2»*>'*;l/5yl/S*^c{4T-fef-;P*-CJ>l) 

'^yXT^urfc Kii^*X{ir-ir h 7 X y y^f*c ( i 

2a.) Qi *^'S-CR9 =CRio-fJ)l.'fk-^ll 
(3e) (R9 aVR'OWetlsia-C'J)!., ) Sr-^^ 
■fl>lC{±s Wi 1 1 i gRjSXfiHo r ne r-Wad 
s w o r t h - E mm o n s J: -7T'<.>'XT;Pt 
k Hi^^*JC{±T-tr h7xy yfjim (12a) 

Tb9yy;i-aic^t. fii-a«fcLT4-^h=^f>"< 

y>'>»X{i2- ( M;;<f-;Px»;;P) xhdfv^f-;!/ 
«^i:*S:«A-t*i.tfJ:v\ Gi ifim- {C = 0) -tfz 

am- (c=cHR8 ) -x'hi^ ( 3 e ) coit-^m 
hi>^-^ (12a) *»'?>-&fi^-c# «. ( R« amitm 



Rl8 




[0043] R2«*^'N-;«< h^f i/-N-^^;U*;PA't 

>{i\^x'h^^-^ (12a) (im-rsov-f ^l^:? 
1- (4-p<hdf'<y>^;i^) -lH-T^9V-/^fc 

Tb7tKn77>^: fc' to^v£ttx-T;l^^?§ii4' 
1 OO'C-Jgiac^DKiBc^iaKTMSt. ov^-C'tRiSTl: 

rnx'^^m^-fh z t <,zi: ^\t-^% < 3 e ) iwmx't 

h.^h^z. -fL^ ( 3 ) *<W-ri>;5;U5l^-;l'«5r, « 
-trow i 1 1 i gaJilSIi. ^JttiH o r n e r -Wa 
d swo r t h-Emmo n sKl5gBg5rfflV^-C«!ra-f 
hZ.b\,ZX^. m- (C = CHR8) -^^hit-^ 



(13) 
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(3e) t:mkt^^Lkifi'C^t, 

[0 0 44] Gi *<a-NR< -Thh^-^ i3e) 

(R« imutnmThh. ) {±. R^H'^mm^tt 
hZbi>$>i7^ymx'htT~oymmiiii {12a) 

•fuM.i^7ym<^i^7yitff)WM.T^-NR* -C 
#1.. tti. G' *?a-NR3 CO-t-J)l.'(l:^ (3 

e) (R3 imiEtnm-chh. ) r^o^j^ss: 
a) imiPimi^-t^^ti^hhi^ry<yY-{ji'i?u 

'J hmfttii^t-CGi OS-NR3 C0-5r?gfigL 

1 *>S-NR5 SO2 --CS)^-ft-^tl (3e ) (R5 {i 
msitmX'h^. ) (4. R^Oi&^'SmSSr^rtSCfci 
J)l>r S ySTS>ST:^'J ymW (12a) 

Sr^rri. i: i> $) !> i^r /^y-<:>x;i^7 ^- o 

[0045] ±m<7)mx'm^^ir=^v ywm» ( 1 2 
a) {4, i^msh^x^-^mx-hhtK xa-h^Ky-fz 
ymi^(Dm7€<,zx o^tc^ji-ri. ^ tt^mx-i^) 
I, tti. ^MMmmmcn r t i u sw^mmiz 
m-h^tizx-yxiywmmx'hi', mm. ms- 

coKTi^'hMksc^^: o'ci}>t^mu<r>mA<^wmx\ m 

fct^i Cu r t i u sRJEl®S«5Tj)I.TJ/;UrS 

-')yimw{i2a) iz^<zttiK'^i>. 
[ 0 0 4 6 ] a«8»S:^rf I. i 1 1 7;i-^;u«$- 1 
o7;u=^;p7- ym^i^ ( ^ym^7- oy, 12 

a) {4, N. N--/yf-;U*;UjU75 H^i:WvStt@ 
tt^^+T-, -M7 S yX'$> h 7- 'J y^^i^SrMS;^ 



t/^mx'h ^,trz. -m7 5 y-c$> I) 7- u yf^si* 

Sr*l*h i; 7;U^nftKSrfflv^T h 'J 7/l'j}-o7-fef-/P 

■r4ii:t^)l>7;^W^7-^ h\ «ft L<{4-f^H*lc 
i:RJE$-y:. $/i>tc|liih'J7;l/^n7-trf-;Hk^=?TdC 

ti,zX'yxh^ymm7~'jymmw (12a) im. 
^bi>hi 7)i^jvmx\ ^mimmmmx'h t n 

-t Kndfv7-yy|^^* (1 2a) {4. rihcvy 

-If y|g#f!|!S"i-*x^' 7-;i/4'-ciS'fl:7y^:-'>Ac^# 
[ 0 0 4 7 ] Gi tmmm=f-tfziiWM'i'X'i>i^t-^ 

tl(3a){4. R20*^-SH^L<t4-OH-C-S)l.'<y 
-tfyf-7j--;u^^f!|!t;tl47xy-;t^^# ( l 2 a ) 
m{4\ xh7tH077y^tW 

vSttx-r^i^^rS^+T', ±feo i- {4-y h^Ky 
i^)V) -lH-rb7V-;PS:. aS^/iJ43'>S«0ft 

=if-9-;< v'i'^ i^* K fc - 1 0 0 *>C-S?acOl5H<7)?ag 
i i: J; 0 . 5{it:m^S /i{43 -^^Mi^^r 

^■thi - {A-yv^'<.y-J)V) - iw-^vvv- 

{45-^:tK-l- (4-yh^<yi^» -IH-f- 
h 7 5- . N , N - i^'y 7 5 H ^ t'O^ 

vSttfiittif <>'^fy^^-;^i^^ftll;t{47 x 
y-^Pp^fls (12a) bmmi) 'J "^A^ri: <7)iEaJgS 
t ^^{4 h U x^;W7 5 y b'(7)^m.7 5 y cOfrSTt^M 
a LT-fb-^!}^ (3d) ^-^^-ri. ^ b A>-C'# I. , 

[0048] Lx^-j^siizii^it-^mus)^'^ 

G2 S:^$Hi:$ii:{cJ:^T^ii^(3f ) $:^iS-r 

§X^-i.S:S^L/i (Xdf-Atf, A, Gi . 

G2 , Q, atXRisfifflBtlSlgT'^O, nlilX' 

$>0. R22<4S^S5:^rfl>C:i:«)l>xf-x;i.a. 75 

uu7->c&)Vmkm- . ) . 
[0049] 

[^1:9] 
-A 5 1 



L.A-(G»)„.r22 L-A.(G1)„-G2.Q 



(13) 

[00 50] R227i)*gMa5r*-ri.C:i:tJ>l.xf-xyi, 
ST'&O. m3&«0t:'J>Sxf-c^;|/><.y-fe'y^fjs ( l 



(3f) 

(3) Sr-^j£-ri.C:i:*^'T'#l>, ®f-Wb-^i:5rl.x^ 
x;Ky-b'>^^«c ( 1 3 ) {4. x^;P • 7-nt3j-;H! 
i:7'J-;l/^N9'f h\ H^L^MAi^Y^y^yVim^ 



(14) 
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fife ( 1 3) *^(i>. G2 $i^'-;PS-c-3il.-(l:-&t) 

( 3 f ) li. N- (X^/UJl-Cy h=^f i^) h^£/P<^U 
yr-fe:? 5 T-U yg^f* ( 1 3 ) S: . «ai 



[0051] [Xdf-A 6 ] im. HfiS-^^^W^fig 

is5:^tf^ ( 1 ) <7)it^<mmmm^b tx. 
2-ru^i-7Y-fi-mm^ (14) ti-(>E.m^m 

im&t^^it^zX'^X. matXn*>'0T$>l.x^:i;l. 
^TV-;H^«{*c (la) i^^tlX^-^i^^Lti 

) 

[0052] 
[flilO] 



i^A-Q 



(15) 



(14) 



ac) 



R' 

YVcsc-A-Q 



(la) 

[0053] ^msh^x^^mx'hhiK ^timt^'j^ 
mfziimi<oijmxwmm: 2 -7a^:f-7V-;u 

m^W ( 1 4 ) ( :^»cO>'Na^ h y^i: 

mknmm^izx *)mmzmti^ 2 -rs /f-rr 

SrSi tJtSandmeyer RjEEtC i h T'OA-ftCJ: 

m^:^-Tfi'?kmm'px\ -7 8°c~ms, iftL<{i 

-7 8~0rfi0SiH<7)iaSTt:l . 8--3^1;<:7)n-r 

3cmRWc#L. -5V^-C\ -fl:^ ( 1 5 ) i:. mHi- 
7 8~3 0'C<7)5iH. »t U<{iOr*^ii)Mia^7)|gHo 

ttztizx^. nm2- (i-:t='fyx^/u) f-r 



v'-;p (16) &^ist-^;h*^-e#i., ggv^-c, 2- 

( 1 -;i-df yx^;l.) ^7y-;W ( 1 6 ) 5: 1 , 2-Z 

-lO'C-w.i&co^mco^L^i'Zhvyji-fU 
yW^ym^Ml. c:co?I-^Sr-10'C~>§jK<7)g|^ 

^KH. mi<ti^^i}^(>mmm^<7)m<om.x' 

(lb) ^iSt-ri.c:i:*i-C#l>. 

[0 0 54] [Xdf-A7] ICji. -(L^ ( 1 7) *^/i> 

Q^^^-frsittioT^ ( 1 ) (r>it^mt:-^m- 

02. m. n. Rl/QimiitnmX'h*) . R2Mi*;P 

[fl:i 1] 



(15) 
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Vcsc-AKG^)a,-(G^)B-R^ 

(17) 



YVciC-A-(0')m-(G\-Q 



[0055] [x^f- A7] tcts!o-c. R^^^'v-rys 
•c«)i.'(l;^ (17) *»'5)Q3&»xh7y U;i^-eS)-5'fb 
( 1) ^Sii-rstJi. [^'^^-A 1 ] izTjkirzii 

H * -y rt) y -^-C R" ;!)i>T y mX'h l^t^ 
(17) $:lSiU?tf^. icO-fk^ ( 1 7 ) $-N. N- 



<i) 

[00 5 615^(1) <^t^J±. [X=^f-A8] 

(Xdf— jUtf. R' > R2 , n, at/fQ{il?i2 

ttiii.mmmt:^i,^ttS)iTSi/m^mL. r" 

[0057] 
[^121 



R! 
R»' 



^ (19) Rls 

>-csc— 



(1?) 



9StiaHII:!fc« (20) , 



(lb) 



T>-<3C-A-Gi-(tf)„-CX)R" 



(ic) 



[0 0 58] R"*J;&;U;Kdfx;l^-C'*'9, A*«7x- 
yi^TJ>l.^m#K^#iis (1 8) *^<^, Gi *>'-C0 
NR4 --CS)*? (R^ (4|!nSi:|5iaTj)l.. ) . Q**T 

h7V'u;paT-j)S'(b^ (lb) 

[X^-J^ 1 ] tS^Lit;;^ -y T-'J yi^Rmi,zM-yZ . 

:t K^E#KxXT>L'fcx^-;Pf-ry-;l-i: -yT 

y^$^irr^,&#^il#* ( 1 8 ) ^^L, § 4>ic 

8) mt^^\^y^j:t'(OT-^\tJ^uyymtm 
^mm. h/Pxy^h'O^vStt^-fbK^i^JSii, Thy 
hHn77y^i:'i0^aitx-r;U^^iE. ^/vitiN. 

l-xf-;l/-3- (S-i^'^f-zl-TSyrat;!^) 



R26*«T5/3IT'J>I.T5yf4£ ( 1 9) fcRii5$-frSi 

[ 0 0 5 9 ] ^3t. IX. b/l/xy^SrtWvStt 

y'fl:^'fbk«^^^«E4'-c\ -fk-^ ( 1 8) Sr^g-fb^^r- 

jgcO».-if<7)l5iBt:-Km$-frT-fl:^!fS5 (18) c7)i?:7o»j 



(16) 
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/u^ft: ( 1 9 ) i: - 1 ox:~-mmm!^ff)^. m 

0 , Mm<^t-^ (Id) f:^-r § i t I , 
[0 0 6 0] R^'ti^mtmi^tiztiih^T^ym 

TJ>0. A*57x:^;l^Ta^ST-UyS^* (18) 
Gi *^«-NR3 CO-iy^cJi^-NRS SO2 

-Th*) (R3 t>j:i;R6 {i, miitmmx'h^, ) . 
mm-^ztti<x'^6, mt-^tixm^ir~v 

ym-i^ ( 1 8) (4. 3-¥-~hamMmt:i^i-- 

m^xwvtizti^zjimmti^tti^x'^^h. ma 
mtix. mm, i^^mimm^commmm^h 

mm^^x, o'c-?§^^»*<7)®HT'R;E^ff d ; t 
3!)>t:-#i.. tfc, m'^m-^j:b'(^^mim7tmbLxm\'^ 

ig-^?^SE4>t\ ox:~?§^icoi!^.c7)^ffl<7)fflST{crasj 
^^T^\ mmm. mim^:mT)UAomzi-^z 

tlzX-^XT-Vyimi^ (18) 5:|gjt-r-I.Ci:*^t" 
# I. . T- >J y^^filc ( 1 8 ) i: 5 -X h 7 V-;l'X^;l' 
^Ky^'^^ft ( 1 9 ) ( nf)iOa)^) tfziimMm 

mmi^ ( 1 9) ( ntn<7)m^) tm^m^i. 

7 1 H o 7 ^ y^ i: cTj^TvSttx— r/P*?M. t fz {4 
X\ 1 -x^;l/- 3 - ( 3 - i^'^ f-;wr 5 y rn h";l/ ) 

xit^tL(,tmmwchhm^mm^^x, -lo-c- 

■C#. i^JSlcmtT, C«R(4hyx^;l^TSyt/LS44 
jCcO-fk-^ (lb) ^ft^ ^ t tf^X'^ h , 

[0061] mmt LX. rx<J y^^<* ( l 8 ) 

5 -T h 5y-/PX?;t-;nyei^«* ( 1 9 ) ( n^J 0(0 

ii^) . ttz\mMm^mw ( 1 9 ) ( n*< k^^^ 
•&) tifihrn^ixtmu^) Yb>)mt^^t\.zi,^ . 

Gi coa-NRS CO-^^Bg§-«:T-(t-^tl ( 1 b ) C 
^■th^tifiX'ti,. tfz. GI *^-NR5 SO2 - 
•CJ>S-{b^ ( 1 b) 14. ig-fk^^Uy^rtWiStt^N 
oyy^bft^bKSR^^Ii. Tb9tHD75y^:i:W 



5 H^t'cO^vSttlittjm^f. T-'Jyf^^fl! ( 1 
8 ) ^ , hV x^;P7 S y t ^>:l4h- U 'Jym<^^^T S 

y^<7)^Ttc. *;t{4tUiiifp 

*A#TirtE5rry-;Px;l/7*xyu • :J'oU H ( 1 9 ) 
[0062] R25AiSJ^S&:t-ri>ii:iJ)^T5yS 

x'S)i>i\:-^m (18)2:. i^ms>ix^'^mx'$>^f)\ 
tt:ii.^jmco-mxMm-^m^j:mm^m ( 2 o ) t- 
T=^Mtti^tizxy). ^t^m ( 1 c ) ^Mit-ri.c: 
:L(7)ijmi, ( 1 c) i^Gi > 

G2 . RX/Q^-mi^Z-^m'^ljl&X'hl [GI {4a- 
NR3 CO-Th*). G2 {4*-CHR»'-CHRi2- 

^/i{4a-CHRi3 = CHRi*- (CRi5 = CRi6) y 
-X'hK). Qii:fjf\^iii^>-JUmX'hl (R3 , Rii, R 

R13, Ri^ Ri^my limit mmx'h 
;iff)T-oymmw (18) tmmmm 

{20) bi. Jg-fb^^l^y^ilWvStt^NO^r'y-fli^ 

^bKfim?§li, h;Pxy:5rfc'c7)^^gtt^^b*S^K?§ji, 
tfzl±T h 7 1 KP7 7 y^f i:<0^vSttx-r;l^^^|| 

«f -c. - 1 ox:■^m^l^<r>m^<r)mm(7)mT^z. miz 

mtX h U xf-;PTS y^fc't^^vSttW^ST 5 yX{4S 

li:. ■o\^x\ mum^m^co&mm^^x^m-rhz 
tizx wjm^t-^ ( 1 c ) imzttf'T^h, w\ 

mt Lx. Txuy^^f*t (18) t'ty:^)U:i-^ym=e 
/:cxT)m ( 2 1 ) 1 5:. tg-fb;<^^y=5ri:WvStt 

^NDyy-fL^-fbkH^^^IS?. Th7hHo77y=Srt'c7) 

^?S14x-x;l^^^ii. *;^{4N. N-i^^f-yU^/PA 

TS H^ri:WSttStt?M4't-\ N. N' -vVi?D 
i h\ N, N' -;^;U;f:x;i-i;>f § 
^y•-;^. X(4-?-ii^>co|sisti-C'J>^ffi-^^J$:fflv^T. 

- 2 0X;~^ji<^ii^<OKH. »^ L < {40'C~MS-T' 

ov^-C\ xxT;l^5rJD*^)»-ri.itCJ:o 
T-fll-^!}!!) ( 1 c ) 5:S5t-ri.Ci:*^'T#l.. 
[ 0 0 6 3 ] ( 1 ) X'm^ill:^m<r>it^li. 5S 
■n*j:^r^ Ka>f 3 h UxyfiiJtf^ffl. asW^tXrJ' 5 y 
sSrifcT)^?-' -f x-:5'-OjSgijtp$iJf^ffl$:0Hi:J^:: t $r 

!|BBt7)^b-&!l?!i*»<b^l>Ea6t4. mm. o^nhUxy 

m/xii'mmm^tyWi^^tihyix^ s y^spj-^-r 

i?i L< {4o^ 3 h Uxyc7)5^3®i§fjaiX 
/X{4 1 ^ rJ' 5 y<?»sg|ji#t:®Ht- s#a^f.. fi^x 

sttm-ffi^. %*§^\S3!m. nmmnm. 

iSife=3:i:'c7)?^&t>VX{4i^|5feCqtffl'CJ)l>. ^^t:, flfii 

m^f.z^thmm'^mmmk. m.^mU'^^zi: 
i,m.'L^. xmmK<r)m.m/x\i^mz{>^m 
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[0064] :!^mncOit-mi:mt LXM^'^l^^. 

m<^t-^mm\^xtx^\ ^ ( i ) (r)^t-^t>^5-T 
-miizMmnmmm-h ^ t mm-h h . 

\.mmmm\^xi:,^\\ 
[ 0 0 6 5 ] ^ ( 1 ) <mL-^^L<\i^<r>u. xti-e 

x^w. mmi. m^izmmz:}imiz^'yxmim 
^^^t Lx%ti^mMt:mm L-ct^-^-ri. n t 

m^zi&^ti z t *>"c& , m-mmcoimmHz. 

m (mufy'UY-Yuymru\^-Yoy) ts:>L 
m.'^-fh ^ t ^,■^^xhh , mm.H-^zmh mm. 

mi<nmt\.x\t. mm. mL m\. wm. m. 

mm^ikm<7)m. i^mi mm. u 
-M,m^j:}immmm. m.mmi. mmmm. 

[0066] mQik^i,zmtmwmm(r>miti,zii. 
mm. wm. %m. x\m<^^mmzf^^L 
'^mmjmmm^^ztifix'%. ^h<,z. tti^ji 
m-^m^. wmm. fkm\. x\i^(m(m 
mmmimm^^x^i\>\ nmumL^-m^. m. 
}m<rimwkw. mm. aits^®*, wmm. ^te 

imitz^mmzff^ inmm. mmx.i-/uT)u:3 
-)\^Mmmm$mff)m?^^h-^'pizmmL. ^mm 
izffmtmrti^yyhtm.-^-r?>zti}<X'^i, x 

<r)miiHzmLti:i:TvY~)W^fUyiWff^1}[iEmmz 

^m-iztmtK. mm^zii. -mi^zx'om 



m. ^mtizmtxmMMm-titff^mx'hi. 
mm. 5t ( 1 ) <Dit-^xii.^ixt^ff)f&i:'ttsmm& 

mtLx. iB'^fz'omjmAbixm . img- 

200 0mg, if^t<{4*«jO. lmg~$«;5 0 0mg 

(ofmx'hh. 

[ 0 0 6 7 ] :^m<7)it-^mmmi.^timti^ 

^#:^7-oH7>y^^i: LXh^mx%h. mm. ±12 

(^mtmwzmmmk Lxrju^jvm. Kyi^jvm. 

^thit-^ma^^'pmwtixmxhh, ttz. m 
^m^^izwmmttx. mm. r-th^i^^^-ju 

ruY^vi^ttxm\^^:it\, 

[0068] 

[nsfewi OT. mim\.zi.y)^ t^\<zmmiizmm-h 

ifi. Zix^\i:^wmm^s<;:,fzmztmLtz{>ff)X'h 
0lJ4«c^[IR]. [NMR] [MS] <?)iE-f-{4. # 

mmmm ^mmth. ^x^-^v^^y^-^zx 
i>m(7)mfi\i.zwm-^tix\.^m\mmm\-^\im.^ 

"kTfcf, [ I R] {4K B rinmX'm.Lfi^(r)Xh 
[NMR]tt. [1 H] -NMR^SI*L. JSMrt 

mm\m^^m^w^L. -kxp^wmifaiWbLXTY 

y^^jWyyy (TMS) Srffli^/i. m^<r)Xo 

\,z.mm5-ThyY'))vm. A- i\, 2, 3]- 

h'J7yU;P*. ai^fS- [1, 2. 3] -hurvj 

;PS{±5^Mttc;)*SiS^^^^rLTV^4, mM±. ZK 
h<r)m\,z-:>\^X<r>%mimcoWys\i^ -ea-fiilH-T 
h7y-;P- 5-^/1-, 1H-[1, 2, 3]-M;7 
y-;P-4-'f;l/S. ai^lH- [1. 2. 3]-h'J 

7Y-)v- s-^)vm xm. Lfz o 

[006 9] [##fi»Jl] 4-x^'or^;l.-2-X 
(le 1 ) xf-;P 4 - v^'ny^;U- 2 -f-TV-zP 

7'f-;U>-hyi 1 . 9 6g$:X^/-;U7 0ml4's 2 
ig^b^^l'y2 0 0m 1 5rjDi., gaft^g!*^-^ h 'J 

i!^7i(.mi-ho^M,xmm. ^^uz, mmmii 



(18) 
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m : n -^^^y : ifKx^;l.= 8:1) l:T^i8 LT 
13. 7g(!0Xf-/t^ 4-v:7ny^;l.-2-f-ry- 

NMR (400MHz, CDC I3 ) ^ppm 1.4 
3 (3H. t) . 1. 88-2. 44 (6H, 
m) , 3. 78 (1 H, quint), 4.48 

(2H, q) , 7. 23 ( IH. s) . 

C0070] (Ig2) 4-i/^oy^;l/-2-^ry 

^-hl3. 7 g JrX^J^y-;!^ 6 0m 
Tt::*S-(l:*'>^:^ h ^7 A 2 . 4 5 g lcjD;c 
^. R^5^RSr$^.^^M^BT8l^Iilti#Lfe. mT. K 

4-v^oy-^;l^-2-f-TV-;W^^'y-;P 

8 . 3 9 g Sr)ii^?§fejS:l^!i^5i LT#?t , 

NMR (4 OOMHz, CDC I3 ) ^ppm 1.8 
5~2. 43 (6H, m) , 3. 63 ( IH. 
m) . 3. 77 (IH, br) . 4. 91 (2 
H, d) , 6. 86 ( 1 H. s) . 
[00 7 1] (IS3) 4-i^:7o7'^;P-2— fry 

affi) Z.WC^^-f')lVA 3 . 2 gSrJS^tXf-l^y 3 5 
Om 1 t;?§»t. ^T-7 O'Cf >';><^;U;^;P7:r=¥ 
>-H (WTDMSOtB&-r. ) 53. 1 g$rjSTL>^^. 

mn^fiZA-i^^ nyf-;p- 2 -^ry-;M 

28. 8gcJDig'ft:;<f-L-yi 0 0m l^aiSrliliaSTi® 

y 1 0 3s^nttz. mmimm-^^iSiiti^k. * 

1 0 0 m 1 S: jDi.x-r;!' 5 0 0 m UCT 2 Elttaj t 

?R : n-^dfify ; SHgX^;|.= 8 : 1 ) tCT^iSL, 
4->'^'nyf^;P-2-f-ry-;P;*;k>'N'r;PTt h' 1 

9. 9gS:fj;5llfe?4^^?ai:tT#;^^. 

[00 7 2] bffi) 4-$^^oyf-;w-2-^ry-;u 
1. 18gRX/^^mit'?y:i!fyi- 2 

igS:Mi'xy5 0mi«f. Ammm^iti. i^m 

f^. T^m^-ty^ hm^\ msTiz^%f\uz, 

1- }U=8 : 1 ) CT^ISL, 4-i^^'ny^yP-2— f 
ry-;P;^;l'>'N'r;Ux t H 8 0 0 m g Jr^Hfeillj^ifiji: 

NMR (400MHz. CDCI3 ) (Jppm 1.9 

2- 2. 48 (6H, m) . 3. 76 (IH, m) . 



7. 35 (IH. s) . 9. 99 (IH. s) . 
[0073] (IS4) 1. l-xyD^-2-(4 
-v:J'uy^;l/-2-fryU;P) xf wyco-^^ 

mmtms. 9 7 s^mit^i-vy5 0mii,zmm 

-10X;'CM>7xX;U7:t;^7'f y6. 27g|' 

Mlfz. ^<^i^1&fpiz 4-i/^'nyf;U-2-^ry 
-;U;^;l/A'r;UTt H 1 gc^ig-fb^f-py 5 m 1 jMS: 

tz. RmizmamA(.mi- h U '>A<0*^?B[^ jD;tT 

^^Itim. ^ant^jUMzxmiaUz. mtamtrMyii 

immti X y ;{^^rVH:fflv^;t;<? 7 av h 7 >f 
- (mmm n-^^^y Pi|xf-;l'=4 :l)iZX 
nmil. l-vya^-2- (4-i^^oy^;l/-2 

-^ry yyi^) x^i^y i . sg^mimimit ix 

NMR (400MHz. CDC I3 ) ^ppm 1.8 
9-2. 4 1 (6H, m) , 3. 68 (IH, 
m) . 7. 02 (IH. s) , 7. 95 (IH. 
s) . 

[0 0 74] (IS5) 4-i^^'nyf-;W-2-xf- 

-;>^Ty-;Pco-^^ 

a^) 1, l-^'ya*-2- (4-i^i5'nyf-;l/-2 
-f-ryy;l^) xf-i^yi . 48g2rrh7hh'D77 

y (iaTTHFi:B&-r. ) 20mnzmmt. mmm. 

T-lO'CX-mtmz. n-yf-;l/y^'>A ( 1. 5M 
(r)n-^^^ymm 6. 1ml ^jSTUv!. }iSm7 

ry^~'>A*it?SE5 Om 1 S:RiSJRlCjDi.7t«. Sffi 
{=Mt^^, »BffltS:»igxf-;l.-C2[lIttajL!t, ttflJiSt 

tkuz. mmi:m.^iLxmtimmn:. 
y)v^m^^tiiiyM.^x3'7Vi^=7y ^- m]m: n- 

^=¥-9-y : ifitxf-;l/=8 : 1 ) (CTffilgt. 4-i/:J' 
oy^;|/-2-xf--;l^f-Ty-;l/ 54 6mgS-^ 

[0 0 7 5] bife) v^-^vrnifyprsyi 0. lg«r 

THF2 0mlt:^JSL. g^sTT- 7 SXJT^fT 
(C. n-yf-yWy^n^A ( 1 . 7Mc0n-^df-ty)S 
?S) 5 9ml^aTL7t, aS?SS:$'i>l:0'CfO. 5 
l^l^L^cl^. SlX-7 8*CCi#aiL. 50mlOh 

y ^ y ;i^v'Typ< ^ y ( 2 m<o n -^^^ym 

m) ^\H&-5Qx:m^zm^j:ti^t:>muz. mm 
m w&m^-i&'cx'Q. 5i^^#L/^. ^ff)m 

m^zA - j^^oyf-;i'- 2 -f 7y-;l';&;U^N'T;i'irt 

K 1 5 . 8 giOTH F 1 0 Om 1 ^Sr^JS- 5 O'CJjl 

nhtz^k. o-cT-m^. ^hf<zm§LX'i^ms^L 

Jt. mmt: 3 0 0 m 1 <^)7K&l/t&«Jg^l:Tyt-n^i.. 
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= 8:1) (CTffiS^L. 4--^^orf-;P-2-Xf-x: 

;H-Ty-;n 1 . 1 smm^mt ixnti, 

NMR (4 OOMHz, CDC I3 ) 5ppm 1.8 
8~2. 38 (6H. m) , 3. 44 (IH, 
s) . 3. 67 (IH. m) .' 6. 93 (IH, 
s) . 

[0 0 76] [##0IJ2] 2-xf--;Kyy^7y 

(XS 1 ) 2 - ( 2 , 2 - x7"d^:Xt:i;|/) ^yy' 

<yyf-7V-;l/- 2 -;i^/WN';l-T t V2. 0 0 g $r# 
#fi?ij 1 C7)lg4 b nm^zHm L . n -^^^yt-i^^^B 

•fb§-fr2- (2. 2->''7'ntxT-;u) '^.yy^ry 

-;H. 7 9g^*gfBtt1»*i:U-C#^. 

ll^a 02~103'C; NMR (4 0 OMHz. CD 

Cl3)^PPm 7. 44~7. 48 (IH, 

m) . 7. 50-7. 54 (IH, m) . 7.9 

0~7. 92 ( IH. m) , 8. 06 ( IH, 

s) . 8. 06~8. 08 ( IH, m) . 

[00 77] (Ig2) 2 -x^:i;Kyyf-7y- 

2- (2. 2->''yp*Xf-r:;W) Kyy^TY-fl' 
1. 7 5g?r##fi?lJl(OlS5iOaat|5]mci5!lIIt. 

mtam ■■ n-^^^y ■. Bfi|X^;l.= 1 0 : 1) t-c 
firSlL, 2-xf--;P^yy-?-Ty-;W0. 6 3g5-iJ 

NMR (400MHz, CDC I3 ) 5ppm 7.4 
5-7. 49 (IH, m) , 7.51-7.55(1 
H, m) , 7. 86-7. 88 ( IH. m) , 
8. 07-8. 09 ( IH, m) . 
[0 0 7 8] [##«?IJ3] 4-n-7-nt;W-2-x 
^-;l/^7y-;l^ : 4 - n -TntVP- 2 -;<?;P>'N>f 

- ■. n -^^-^y : S^i?X^;U= l O : l ) 

tCTiSliJL, 4-n-r^e;^-2-xf•r:;^f-ry- 

NMR (400MHz. CDC I3 ) 5ppm 0.9 
6 (3H, t) , 1.74 (2H, m) , 3. 
44 (2H, t) , 6. 92 ( IH. s) . 
[0 0 7 9] [##fiSlj4] 4-5^^n7-nU;W-2- 
xf-:i7l^^Ty-;U : 4-i^'^ay'a\;jU-2-:^)W< 

)UTt\iim^mi<^xm5cohmtmmiz>mL. 4 

-v:5'n7*ot;l^- 2 -xf-:i/Wf-7y-;P0 . 7 3 g 
NMR (400MHz. CDC I3 ) 5ppm 0.9 



2-0. 99 (4H. m) . 2. 01-2. 08 (1 
H. m) , 3. 42 (IH. s) . 6. 88 
(IH, s). 

[0 080] [##fi?lj5] 4-'f y7-ntVU-2-X 
i--)H-7'/-fV' : 4 -^f Vroe;l/- 2 -;<f;U>'N>T 
bh'##0iJl<7)ig5cObftt|5l:Ktc5iiaL. 4->fy 
robVU- 2 -x-f r^;U^ry-;l'$-^fe?ffl»i: L 

NMR (400MHz. CDC I3 ) ^ppm 1.3 

2 (6H, d) , 3. 3 1 ( 1 H. m ) , 3. 
44 (IH, s) . 6. 92 (IH, s) . 
[0 081] [##^J6] 4-t e r t-yf-/P-2 
-X^r.;Wf-Ty-/l^ : 4 - 1 e r t -yf-;P- 2-/> 
;WN>Th H$:##fi?iJl£^lS5<0bafcI§l«i:J!!M 
t . 4 - 1 e r t -y^;P- 2 -x^:::;H-Ty-;U$- 

NMR (400MHz. CDC I3 ) ^ppm 1.3 

6 (9H, s) , 3. 43 (IH. s) . 6. 

94 (IH, s) . 

[0 0 82] [##^J7] 4--f y7°otVl'-5-;< 

2 -xf-n;uf-ry-;i/ : 4 — f y T oe;u- 5 
mtmmz>mi. 4— fy7'ohvi^-5-^f-;p-2 

-x^:i;Uf-ry-7PSr?ft«!K!li: LT^/v:. 

NMR (400MHz, CDC I3 ) ^ppm 1.2 

7 (6H, d) , 2. 38 ( 3H. s) , 3. 
06 (IH, m) , 3. 39 ( IH, s) . 

[0 083] [##^J8] 4->'^o'<y^;l^-2- 
Xf--;l^ ry-;P : 4 - i^^' u^yi-jU- 2 
y^V^Th F^##M1 c7)lS5c7)batl5l«{:MaL, 
4 yrnhVP- 2 -xf-ri;i^^Ty-;l^^i^fea 

NMR (400MHz, CDC I3 ) ^ppm 1.6 
0-2. 70 (8H. m) , 3. 2 1 ( 1 H, 
m) , 3. 43 ( 1 H. s) . 6. 92 ( IH. 
s) . 

[0 084] [##fRJ9] 4-i^^'U^^i^j\,-2- 
Xf--;H-ry-;P : 4-i^^xn^^iy)l^-2-:^fW< 

fif^vi:mmicr>xm5<Dhmtmm^z>imL. a 

-\/^Xi'^y^)V- 2 -xf-r.;t^f-7y-;l'2:r';XA 

MA n—lSX:; NMR (400MHz, CDC 
I3 ) 5ppm 1 . 20—2. 1 0 ( 1 OH, 
m) . 2. 77 ( 1 H. m) . 3.42 ( IH. 

s) . 6. 89 ( IH, s) : MS (EI) m 
/z 19 1 (MM : im'rtmm. C„H,3NSc^ 
t\%m (%) : C, 69. 06 : H, 6. 85 : 
N'. 7. 3 2, aO^tt (%) : C. 6 8. 91 ; 
H. 6. 83 : N. 7. 14. 
[0085] [##0IJ1O] 4- (.Xf-yl.^:t) ^f- 
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yW-2-xf-:i;Wf-rV-;l': 4- {^^)V^t) ^f- 
)V- 2 -;<?;PA>T t h'$r##piJ 1 cDlSScObSi: IS] 

NMR (400MHz, CDC I3 ) ?ppm 2.1 

1 (3H. s) , 3.47 (IH, s) , 3. 
83(2H, s), 7. 18(1H, s). 
[0086] [##^J11] 4-^h=>fx^^;l/-2 
-xf-nypf-rV-;!' : 4 f-;P- 2 

4-^ h^v^f-;P-2-x^ri;l^f-rV-;l/Sr^*?l 

NMR (400MHz. CDC I3 ) 5ppm 3.4 
7 (4H, s) , 4.60 (2H. s) . 7. 
27 (IH, s) . 

C0087] [##^J12] 4-p(^;W-2-xf-::: 
)Vi-7^/~)V : 4 2 -;<r;l/>'N';UT h Hi&## 

fi^JliOlS5c7)bfti:|oI«fcmaL, 4-;<^;l^-2- 

NMR (400MHz, CDC I3 ) ^ppm 2.4 
7 (3H, s) , 3. 44 (IH. s) , 6. 

92 (IH, s ) . 

[0 0 88] [##^J13] 4— ^y7'f-;l/-2-X 

-;i,^rV-;P : 4 y 2 -;^;pyN';PT t 
H$-##^jmiS5<0bai:|SI«IC«iat. 4— <y 
y^^l-- 2 -xf-::i;l.^Ty-;l^^^fe?A^^fc tt 

NMR (400MHz. CDC I3 ) 5ppm 0.9 

2 (6H. d) , 2. 08 ( IH. m) . 2. 
64 (2H. d) . 3. 44 (IH, s) , 

6. 9 0 ( 1 H. s ) . 

[0089] [##M14] 4-xf-;P-2-xf-::i 
)Vi-7Y-)V : 4 -Xf-;W- 2 -;ir;l^A';l^ t 

mi<^iM5<7^hmtWim.^zm^L. 4-xf-;i/-2- 

NMR (400MHz, CDC I3 ) ^ppm 1.3 
1 (3H, t) , 2.82 (2H, q) , 3. 
44 ( IH. s ) , 6. 92 ( IH. s) . 
[0090] [##01J15] 4-n-3j-i7f-;l^-2- 
X.^-)V'f-7'/-}V : 4 - n -^^^ -f 2 
ThH?:##0!ll<7)lS5ObaJ:|S|ei{c3!PIU, 4- 
n 2 -xf-:i;l^^rV-;US:^llfe}Att!tSj 

NMR (400MHz. CDC I3 ) 5ppm 0.8 
7 (3H, t) . 1. 26-1. 74 ( 1 2H, 
m) , 2. 77 (2H. t) , 3. 43 (IH, 

s) , 6.90 (IH, s) . 
[0091] [##01116] A-l/9u:r^)V-2- 
(2-(3--hD7x-;P) ) f-TV-;P : 



i^'-^ACO] 1 20mgCi^'-f yrohVt/TSyi Om 

1 iMt. gs^Sfr. mja-c«T(i4->'i?Dr^ 

2 -:iii-~li'i-7V-lV3 4 0 m g 5:jB;i/c. RiE 

yyy^- m\m : n-^^^Jf-^-y :»Kxf-;l/=8 : 
1) iZXmUL. A-i/^uy^)V-2- (2 - (3- 
-hn7x-;l') :ii^-)V) ^ry-;U5 0 2mgS:^ 

Hit 1 0 7— 10 9'C; IRvmaxcm-i 152 
8; NMR (400MHz, CDC I3 ) ^ppm 
1. 90-2. 44 (6H, m) , 3.71(1 
H, quint), 7. 02 ( IH, s ) , 
7. 57 ( IH, t ) , 7. 89 ( IH, t) , 

8. 24 ( IH, ddd) , 8. 44 ( IH, 
t) ; MS(FAB)m/z 285 (M*+1). 
[0092] [##0iJ17] 3-(2-(4-v:?o 

^uy^)V-2- (2 - (3--h07x:i;l') xf-ri 
)V) ^rV~)V^ 0 0m %mfWm ( 2*fP!f«j) 1 . 

4 3 g^rX^J-y-zH Om 1 M^TCC 2 ^SJdSiM 

Mzx^mifz. mmmEmixn(,ixmms^ 

vU;<?y'yl.$-fflc^fv:;<^7A^D-7h/77-f- (mm 
m : ^'^o^^;^A : X^;Pr;P3-;P= 2 0: 1 ) fcf 
mmi. 3 - (2- (4-j^^n7'^;P-2-^Tyj 
;l/) Xf-:::;U) T-U ^4 1 OmgSrg^?|fe?fi^^i: t 

NMR (4 OOMHz, CDC I3 ) ^ppm 1.8 

8— 2. 40 (6H, m) , 3.69(1H. qu 
i nt) , 6.71 (IH, ddd) , 6. 89 
(IH, t) . 6. 93 (IH, s) . 7.1 
4 ( IH, t) . 

[0093] [##«?IJ18] xf-;l/ 3- (2- (4 
-i^^v7'i-)U-2-i-7YV)l^) x^-;p) ^,&# 
m : x^;l/ 3-3- mSMMS . 4 5 g , X h 7=¥ 
X ( h>j7x-;l/7:r;^7-f >) /<^'J^J>, [o] l. 

7 7 sRV^A-i^^ayi-iU- 2 -Ji^-)V^7V'-)V 

sg^^-'^yrohvPTSyioomitf. ^S^cK 

*iS?4tt!|*iS:xU;!^y;L'^fflV>/>:;*7A^'n^h/77 
>f - : n -'V^^Hfy : »i!x^;P= 8 : 1 ) 

T»^L, xf-;P 3- (2- (4-i^^ny^;P-2 
-f-ry 'J;l-) x^:i;U) ^,&#i?9 . 2 7 g^^?ife 

IRi/nax cm-i 2220; NMR(400MH 
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z, CDCI3 ) ^ppml. 41 (3H, t) , 
1. 9 1-2. 42 (6H, m) . 3.70(1 

H, quint). 4.40 (2H. q) . 

6. 97 ( IH. s) . 7. 46 ( IH, t ) , 
7. 75 (IH, dt) . 8. 06 (IH, d 

t). 8. 28(1H, t) ; MS(FAB)m 
/z 3 1 2 (M* +1 ) . 
[0094] [##W19] 3-(2-(4-S^^a 

3- (2- (4-i/:?o7'^;i^-2-f-rVU;w) x 
^-;W)^,t#S9. 2 8g2rTHF 1 0 0m U::?g^ 
0. 2 5N*B?-^b■^^'J'>A*^?g2 0 0ml SrJo 

igKl 0 Om 1 4'tcav^;'"i, ^rajUw^B^BS:**^, *a 
ft. MI^Lfc. #4>ti/iffi^B^BS::J'ou*;UA-n-'\ 
^■9-y*>^>S^B^BL. 3 - (2- {4-'>^'ayi~}V- 
2 -f-rVU /I') xf-x;U) ^MMme . 8 5 g ?r^SE 

HjS 139~140'C: IRi/max cm-i 222 
0; NMR (4 OOMHz , CDC 1 3 ) i^Ppm 

I. 90~2. 4 5 (6H, m) . 3.76(1 
H, quint). 6. 97 (IH. s) . 

7. 50 ( IH, t) . 7. 80 ( IH, d 
t) . 8. 14 ( IH. dt) , 8.38(1 
H. t) : MS(FAB)m/z 284 (M* + 

1) : ymmmc,^Ui,N02 sm%m(%) 

C, 67.82; H. 4. 62; N. 4. 94,11 
g<l (%) C, 67. 38 ; H. 4. 63 : N. 
4. 94. 

[0095] [##^J20] xf-;l/ l-(4-^b 
^i^Ky=jfU) -Th7V-;P-5-;^7;w^^s^^- 

RX/ x^;i/ 2- (4-;^ h^-X^i^VU) -r 
h9V-;P-5-;?&;U;K^S/U-h : 2. 6-)H-'J> 
2 2 m 1 t;*J#iSffTt:. h U yJi'^uWm^ m 1 SrJO 
RmiZTi^iti- h U ^A3 . 2 5 gatX^T/ 
xf-;U XXt;1/4. 8 2g$rBD;t. 7 0—8 0 
r'C5iefia^tyt:. Jtaim, RlE?S[2:ifif#x-^;H 
0 0ml-C'*;B?t. :^ttJUciSfB$:^KU^. Ci7)MB^ 
SrN. N-v>f-;U4^;UAT5 K2 0m UcSjSL. ^ 
K;<?'J'>A2. 6 4g&t;^4-;<h^i^'<^yi-> :7a 
Uh'6. 19g$rjDA. 7 0~8 0'Ct:'2l^iaJtff L 
/i. /^aift. K!Smiz?iil 0 Om 1 ?rjDi.. h;L'Xy7:' 

Kxf-;P=2 : 1 ) iZXmmi. Ifi: 2ia% 1 : 1(7) 
^^c7)Xf-yP 1 and 2- (4-^ h^i^'^.y 
'J/l') -rb7V-;i^-5-;*;Pd<^i^l'-hl 1 . 7 



NMR (400MHz. CDC I3 ) S-ppm 1.4 
4 and 1.45 (3H, each t) . 
3.79 and 3.80(3H. eachs). 

4.5 1 and 4.52 (2H, each 
q) . 5. 78and 5. 86(2H, each 

s ) , 6.86 and 6. 89 (2H, ea 
ch d) . 7.3 5 and 7. 38 (2H. 
each d ) . 

[0096] [##^J21] l-iA-^h^i^Ky 
-^hyY-)V-5-:^fl7t(ym. Rr/2- (4 
-;^h^iy'<^yi^}\^) -ThyY-iU-5-i})U7lf.y 
m : x^;l^ 1 - (4 h^f v'O'v'VI^) -rh^V 
-;l/-5-;{?;l'H<^i^^-hfc xf-;U 2- (4-^ 

h (om-^ 0 . 7 7 g 1 N:miti- hv^y ATicmm 

3. 5miat/^^'y-;H5mlSrjBx. ^iSflKf 

^fmifc. mm^w^i. mmizimmsm i 
tLtinmz:c-TJi^- n -'v^'f -If y s: jp£ . mm ttim 

^t:mb. Ifi: 2(4^1 : 1 c^S^^^ifSO . 4 

NMR (400MHz, CDC I3 ) ^ppm 3.8 
0 and 3. 82 (3H, each s). 
5.53 and 5.79(2H. eachs), 

6.89 and 6.92 ( 2H. each 
d) , 7. 27and 7.38(2H, each 

d) . 8. 12 and 8. 58(1H. ea 
c h s ) . 

[0097] [^fS^Jl] 5- (3- (2- (4-$^ 
^'uy^;l/-2-f-rV'J;U) x^r:;i/) 7x-;W) - 
lH-Th9V-;W: 

( IS 1 ) 3—^:^ v^yY- V 'J ;K7)-^^ 
3--f :tK^yXTi Kl 0. 3 8gSr5 Om 1 (7)DM 
Fizmmi. O'CTWTt. 4. 7ml<0^d{.£/ig<t 

y yi:mTLti, m^mx'immmm. 5 0 

Om 1 c7)**{^av^7t^, ^tBUcfefBSr^KL. *i5tU 
fz^k.^i^tX3-^^V<yY~h'J)U9. 23gSr 
rUXA^BtLTIf/^. 

35—37^; NMR (400MHz. CDC 
I3 ) 5ppm 7. 22 ( IH. t) , 7.64 
(IH. dt) , 7. 95 (IH. dt) , 7. 9 
9 (IH, t) . 

[00981(1^2) 3- (-f:tH7x-;l.) -1 
Ti^iti-hU'yM.3 3. 3 5 gSrDMF 1 5 Om Hc,^ 

ml. o'cximTi>zmt7)v^~^j^ 15. 2 0 g ir 
m^izMt. m^Ti^m^Ltz, mmiza. 70 

g03-3-H^yy-h'J;WSrSP;t> 90'C'C'3i^[a 
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0 0m Hcav^Ttf, $ftliUci!!SB^B$:'?>JR. §^ 
tit. ffljgB%Sr^o^;^;^A-X:?y-;^-n-'^df■^^ 

>3!»»<i>SigaL. 3- (>f^K7x-;t') -IH-rh 
9V-;U9. 3 4g«:#f^fti:tT#/S. 
MjS 170~172X;; NMR(400MHz.D 
MSO-ds ) &ppm7. 42 ( 1 H. dd), 

7. 96 ( IH, d) , 8. 06 ( IH, d) . 

8. 39(1H. s) : MS (FAB) m/z 
27 3 (M*+l) ; 7iMmmC^ I N4 m 
M.m (%) C. 30. 90 : H. 1. 85 : N, 2 
1.59, (%) C. 30. 56 : H, 
1.89; N. 20. 69. 

[0099] (IM3) 5- (3— f:tH7x:::;P) 
-2- {4-;<h^i^Kyi^Jl-) -2H-ThyY-)U 

3- (>f3j-H7x-;W) -IH— fh9V-;W8. 98 
S&tX^i!;<fy'>A6. 9 1 g$r5 0m l<??DMFtC^ 
}SL, *J^Jttm=4-^h^v'<.yvVW ^n'JK^ 

•fi, RJim^ 3 0 0m 1 ff)^lzm^tf\ WtBt^^fiS: 

-;l^) -2- (4-;<h^i^<yi^;U) -2H-Th7 
V-;H 1. 4 3gSrft^C. 

NMR (400MHz, CDC I3 ) 5ppm 3.8 
0 (3H. s) , 5.73 (2H. s) , 6. 
90~6. 92 (2H, m) , 7. 20 ( IH, 
t) , 7. 37~7. 39 (2H. m) , 7.7 
8 ( IH, dt) . 8. 1 0 ( IH, dt) , 
8. 48(1H, t) ; MS(FAB)m/z 3 
93 (M* +1); nMmmCi^n^^lNi Off) 
tmffl (%) C. 45. 94 : H. 3. 34 ; 
N, 14. 29, (%) C. 45. 81 ; 

H, 3.35; N. 14. 27. 
[0100] (IS4) 5- (3- (2- (4-^^:7 
or^;l/-2-f-rVi;yW) xf-:zyp) 7x-;U) -2 
- (4-;<h^i^^yi^';P) -2H-xh7y-;P£0-^ 

5- ( 3-'f:tK7x3iyP) -2- (4-;^h^v'^>' 
i^;l/) -2H-rb5y'-;U2 3. 5 3g. Th9=¥X 
{hU7:L-)Uyir:xy^>) [0] ^■^y'J^M.S . 4 
7g&t/3'!7^t;Sg-ffll. 1 4g{:>''-f yrnbVPTS 
y 1 0 0 m 1 atXD M F 5 0 m 1 , M^S[T, 
Mffl-CO . 5i$^«[fPtfv:. 11. 4 3 g 

<04 - i^^' o7"f-;l^- 2 -Jii--J\^f-TY-)\^(r)D M F 
^?S50mlS:jiTL, §<?>CMS-C'2l^ra}«f#L;t. 

Ksmi 1 0 0 0 m 1 «7)ifi!xf-;i/r#ii?L, i 



fflV^^;&7A^OVh^^77-f- (^a}?B[ : B^itX^ 

n-A.dE.sf>'=i ; 8) IZXm^l. n-^^-^Ty 
X^^^ffit^^S- (3- (2- (4->-^'Dr^;l.- 
2-^TV'J;U) x^:i;U) 7x-/t') -2 - (4-^ 
h^>'^y'J)\^) -2H-Th7V-;H8. 86g<!0 

M}^ 87~89X:; NMR ( 4 0 OMH z , CD C 
I3 ) 5ppm 1. 90-2. 42 (6H, m) , 
3. 66~3. 75 ( IH, m) . 3. 80 (3 
H, s) , 5. 74 (2H, s ) , 6. 9 0- 

6. 92 (2H. m) , 6. 97 ( IH. s) . 

7. 39-7. 4 1 (2H. m).7.48(lH, 
t) , 7. 65 (IH. d) . 8. 16 (1 

H, d) , 8. 37 (IH, s) ; MS (E 
I) m/z 4 27 (MM; TcS^^JffiCz, H21 N 

^OSmnmiX) C, 67.43; H, 4. 9 

5;N. 16. 38, SlSii (%) C, 67. 2 

1; H, 5.02; N, 16.27. 

[0101] (XS5) 5- (3- (2- (4-^^? 

a7'^;k-2-^rv''J;l') x^ri;p) 7x:i;P) -1 

H-xh^y-Zl/'iO^liK 

5- (3- (2- (4-$^:?P7'^;t^-2-^TVy 
;l,)X^:i;U) 7x-;U) -2- (4-^ h^i^^yi^' 
;k) -2H-f h7V-;H 7. 96g5-r-y-/1^8 
m\m/hO 7;u?i-o»i!4 0 m 1 izMM L . MST 1 
4l^ra. 6 0°C-C2^®JSff Uc. RJE?gSr 5 0 0ml 

'^=5f-9-y*-^>ingH^BL 11.01 gcrmmmmmm 

^ 190— 193°C; I Ri/max cm-1 222 
0; NMR (400MHz, DMSO-dg ) 5PP 
m 1 . 84-2. 35 (6H, m) , 3.64- 
3. 73 ( IH. m) , 7. 57 ( IH, s) . 

7. 73 (IH, t) . 7. 88 (IH, 
d) . 8. 16 (IH. d) . 8. 29 (IH. 

s) ; MS(EI)m/z 307 (M*): 7C 
mmmCieiiisN^ S(r>tmm {%) C 62. 5 
2 ; H, 4. 26 ; N, 22. 78, ilSffl 
(%) C. 62. 33 ; H, 4. 35 : N. 2 
2. 62. 

[0 102] [|ISi«Rj2] 5-(3-(2-(2-^ 
TYOj\^) 7x-;P) -IH-rh^y- 

ixmi) p<f-;P 3- (IH-xh^y-zl'-S- 
^fyl') 7x-;PT-br-b«0^^ 

3->'r/7x-;l'T-bT— h3. lOgJrH 

SI0IJ 1 iois 2 i: isi^tciiaa L , mtitimmiki:J^i^ 
y-fi-n-^^^yij^mt^^Bi. ^i-)V3- (IH 
-Th7y-;i'-5— ^/P) 7x-;ur-fer-M . 7 
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MA 141~142'C; I Rumax cm-i 173 
2; NMR (400MHz, DMSO-dg ) (^PP 
m 3. 68 (3H. s) . 3. 77 (2H. 
s) . 7. 44~7. 55 (2H, m) . 7.9 
5~8.00(2H. m) : 7C^^«ffflCioHio N 
4 O2 c^ttgifi (%) C, 5 5. 04 ; H, 4. 6 
2: N, 25. 68, MZM (%) C, 55.0 

8 : H. 4. 64 : N, 25. 78. 
[0103] (Ig2) 3- (2- (4-^ 
h^'yKyi^JU) -2H-rh7y-;l'-5— 7 

jii-fU 3- {lH-fhyY-J\^-5--()l^) yx.- 

SL, 3- (2- (4-^ h^v-Oi^VP) - 

2H-Th7y"-;i^-5-'f;i^) 7x-ypr-feT-h 
2. 0 6gf-?S1^!|i)i:tT#^. 
NMR (400MHz, CDC I3 ) ^ppm 3.7 
0 (3H. s) , 3. 75 (2H, s) , 3. 

79 (3H. s ) , 5. 73 (2H, s) , 

6. 89 (2H, d) . 7. 38 (2H, d) . 

7. 40-7. 45 (3H, m) , 8. 05 (1 
H, d) . 

[01041 (IS3) 2- {4-j(h^iy^yi^ 

-5- (3- (2-7rdfy-2- (2-^rvj 

2-7'O^^Ty-;l/2. 2 5g&THF3 0mH:^ 
(0. 9 5M«0THF«JR) 1 5m 1 SrjD;!/^. ^ST* 

msjwu^m. wo°cic/^ait, 3 - (2- (4 

h^i^^yi'VU) -2H-Th7V-;L'-5--f 
yl') 7x-;Pr-fef— b2. OOgCOTHF 1 Om 1^ 
?R^?STL/i, SST-mSJgtfL^f^. lN^Si?$■J^ 

^yy^- mtam ■. : n -^^^y= 1 : 

yti^iomm^nLX . 2- (4-^h=^r>-<y>'» -5 
- (3 - (2-:t^y-2- (2-f-7VU;P) 

;u) -2H-Th9y-;H . 81 gi^H-^^attftl 

Wj^. 8 0~8 1*C; IRi/nBxcm-i 1678; 
NMR (400MHz, CDC I3 ) ^ppm 3. 

80 (3H. s) . 4. 54 (2H, s) . 6. 8 

9 (2H, d) , 7. 38 (2H, d) , 7. 
39-7. 46 (2H, m) , 7. 70 (IH, 
d). 8. 04(1H. d); TcS^ffiiCaoHn 

Oi Sm%m.{%) 0.61. 37; H. 
4. 38:N. 17. 89, C. 6 



1.11; H, 4. 51 ; N, 17. 82. 
[0105] (Ig4) 2- (A-}th^'^Ky'J 
IV) 5- (3- (2- (2-^7yU;U) xf-x;l.) 7 

-2H-Th7y-;K0-^fi!t 
hU7x-;l^7*;^7-f y JT^i^Hl. 56g(Cl, 
2->''^'onx^'y 1 5m 1 ^jDi.. *?^}itlT{:. h 
^Jyiviiu^t.-^yxivynryw^ymo. 8 0g$:Ja 

nm.x'1 5^imfLtz. Km.i>z^ huxf-yur 

5^1. 2mlSt/2- (4->hdri/'<y>';U) -5 

- (3- (2-5r^y-2- (2-^7y'J;P) x^ 

)V) -2n-v-YyY-)VQ. 73gS-SDX.. 20B#ia 
JMsEL;^. ^^aif^. KiE#Sri5'np;^;PA5 0m 1 

AT'se^L/::, mm^i:Lxmt:>fimmi^')i3y 

fVt:m^^ti^yJ^^fv-7h^y7 ^- (?§ai?S:i^Kx 
n-^df.-ty=l : 3) iCTft^t. ftf^tL/i^ 
S^^'Qn*yWA-x-T;t^A><i,Si»^Lt:. 2 - (4 
-?(h^i^^y'J)V) -5- (3 - (2- (2-f-7y 
»J;l^) Xf--;P) 7x-;U) -2 H-rh^y-^l^O . 
2 1g5ri+^fBt UT#/S. 

it^ 95~96*C; I Ri/max cm-i 2216; 

NMR (400MHz, CDC I3 ) 5ppm 3. 
80 (3H, s ) , 5. 73 (2H, s) , 
6. 9 1 (2H, d) , 7. 36-7. 43 (3 
H, m) , 7. 4 9 ( IH. t) , 7.67 
( IH, ddd) . 7. 88 ( IH. d) , 
8. 18 ( IH, ddd) , 8. 37 ( IH, d 
d) ; 7CfR^5fffiC2oHi5N5 OSm%m{%) 
C. 64. 33 ; H. 4. 05 ; N, 4. 05. 
m^m (%) C, 64. 23 ; H. 4. 19 ; 
N, 18. 79. 

[0106] (IS5) 5- (3- (2- (2-^7 
y'J;P) xf-:i;P) 7xx;i^) - i H-Thy'/-)i'<7) 

2- (A-s^ih^^'Ky'Jjl') -5- (3- (2- (2 
-^f-TYVlU) Xf-x;l/) 7x-;^) -2H-xh7y 
-;H 5 0mg$-||Sfe««l<^lS5fc|5lil{c5!®U. f# 
/otL:^^ffl^B^B^x^y-/l.-x-T;l-*^'i>lffe^BtT^ 
Ii!tl33 Om g$:JS^ttf;3^*t L-C#^c, 

17 4-1 7 5'C: I Rt/max cm-i 22 1 
6; NMR (400MHz. DMSO-de ) ^PP 
m 7. 75 ( IH, s) , 7. 88 ( IH, 
d) , 7. 99 ( 1 H, d) , 8. 0 2 ( 1 H, 

d) , 8. 1 7 ( IH, d) . 8.39(1 
H, s) ; 7m^1SfmCl^H^ N5 SmM-^ (%) 

C, 56. 90 ; H, 2. 79 ; N, 27. 6 

5. mmm (%) c. 57. i4 : h. 2. 8 

7 ; N, 26. 84. 

[010 7] Clltfi0iJ3] 5-(3-(2-(2-^ 

yYi-TYVJU) x^-fV) yx-)U) - 1 H-r 
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VWU : 

(1^1) 2- (2- (3- (2- (4-^h^i^'<. 
yi^)l^) -2U-ThyY-)\^-5—( jU) yx~fU) 

2-xf-r:;l/A:.yyf-ry-;l'3 1 8 m gSlX 5 - ( 3 

-'f:^K7x:^;P) -2- ( 4-;'< h^i/'<.>>'';W) - 

mm 'vTV yi^^iznt. n -^^^yt^(:>1^^t 
^■\t2- (2- (3- (2- (4-;^h=^fj^<i^j^';U) 

/l') '<yv'f-7-/l'4 6 8msi:Wim^mB^b L 

133~135'C; NMR (4 OOMHz , C 
DC I3 ) ^PPm 3. 80 (3H. s) , 5. 
75 (2H. s ) , 6. 90~6. 93 (2H, 
m) , 7. 39~7. 43 (2H, m) , 7.4 
7 (IH. t) , 7. 50~7. 56 (2H, 
m) . 7.71 (IH, d) , 7. 89 (IH, 
d) , 8. 09 ( IH, d) , 8. 20 ( 1 
H, d) . 8. 42 ( IH, s) . 
[0108] (Ig2) 5- (3- (2- (2-'^y 
Y^TYU)l) Xi':zfV) yx-)U) -lH-Th7V 

2- (2- (3- (2- {4-^h^'^Kyi^/\^) -2 

H-rh5y'-;i'-5-'f;W) 7x-;U) xf-r.yt') k 

yY^7Y-)}^4 2 3 m g ^HjII^J 1 <r>xm 5 t mWAZ 

208~210X:; NMR (4 0 OMHz , D 
MSO-dg ) dppml. 56~7. 65 (2H, 
m) , 7. 75 (IH, t) , 7. 94 (IH, 
d) , 8. 1 1 ( IH, d) , 8. 1 9~8. 
21 (2H. m) . 8. 36 (IH, s) ; MS 
(FAB)m/z 304 (M* +1); TxM^^ 
fflCieHg N5 S • I/4H2 OcOlfiLffi (%) C, 
62.43: H. 3. 1 1 : N. 22. 7 5. ill 
C. 62. 60 : H, 3. 00 ; N, 2 

2. 56. 

[ 0 1 0 9 ] [|ISIfiaj4 ] 5-(3-(2-(4-n 
-rnt;l/-2-^TV'J;l') x^:i;P) 7x-;P) - 
IH-rh^V-zP: 

(ISI) 5- (3- (2- (4-n-rntf;l/-2 
-f-rV'J/U) xf-:i;l^) 7x-;U) -2- (4-.xh 
d{->"<.y>';l/) -2H-xh7y-;l^c^^^ 
4 - n -rohr/P- 2 -xf-r:;l^rV'-/U&lJf 5 - 

(3-^:^¥yx-fU) -2- (4-^ h=^fi^'<>>^ 
;u) -2H-Th7y-;P5-fflv\ HJSMlcoigSi: 
|S|atI«lSt> 5- (3- ( 2- (4-n-7*Dtr;^- 
2-f■7yU;^) xf--yu) 7x-;l') - 2- (4-;< 
hdfi^^yi;;l/) -2H-Th9y-;USr^||fe#t*eB 



MM. 57 — 58'C: NMR ( 4 0 OMH z , CDC 
I3 ) appm 0. 98 (3H, t) . 1. 77 
(2H, m) . 2. 79 (2H, t) , 3. 84 
(3H, s ) , 5.74 (2H, s ) , 6.9 
1 (2H, d) , 6. 96 ( IH, s ) , 7. 

4 1 (2H, d) , 7. 48 ( IH, t ) , 7. 
65 ( IH. dt) , 8. 1 6 (IH, dt) , 

8. 36(1H. t) ; TC^^^fffiCzaHnNs 

05 ■ I/4H2 Ocoft^ffl (%) C, 6 5.77; 
H, 5. 16; N. 16.67, M^M (%) 

C, C, 66. 2 1 ; H, 5. 1 5 ; N. 1 6. 3 
0. 

[0110] (1^2) 5- (3- (2- (4-n- 
7-oe;l^-2-f-ryy;l/) x^x/i^) yj^sij]^) -1 

5- (3- (2- (4 -n-7-nt;l^- 2- f-ryU 
;|^) X^ri/l') 73:-jU) - 2- i 4-:< h^i^Ky-J 
)\^) -2H-y-h yY-)\^{:mmm 1 (7)Xm. 5 1 |5]:^5!!l 

itd^ 1 54-1 56'C; NMR(400MHz. D 
MSO-de ) <?ppmO. 93 (3H, t) , 
1. 70 (2H. m) , 2. 74 (2H, t) . 
7. 52 (IH. s) . 7. 71 (IH. t) . 

7. 84 (IH, d) , 8. 16 (IH. 
d), 8. 28(1 H, s); 7U*t}]^^fiC , 5 H 
13N5 S£0|f»<i(%) C. 61.00: H. 4. 
44: N. 23. 71. mMM {%) C. 61. 
01 ; H, 4. 48 ; N, 23. 55. 
[0 1 1 1] [llJfiCajS] 5-(3-(2-(4-v- 
^'n7*nhVP-2-f-ry';;P) xf-:i;l') 7x-;^) 
-1H-Th9y-;P: 

(xgi) 5- (3- (2- (4-;/^o7•otv^- 
2-^Tyu;^) xf-rL;P) 7x::i;l^) - 2- (4-M 
h^i^^yi^ji') - 2H-7-VyV-)Vay^^4-=^9 
nrn 2 -xf-:i;P^ry-/U 1 . 0 4 g Rl^ 5 
- (3— f5rH7x-;l') -2- (4-^h=irS/'^y>'' 
-2H-Th7y-;U2. 7 3gSr. USSMIOX 
S5t|5l«lc35!iaL. 2. 13g<7)5- (3- (2- 

(4-j^^'orne;i^-2-^ryu;i') x^r^/p) 7 

x::^;!/) -2- {4-yiV^i^Ky'J}V) -2H-rh 

mA 106~107'C: NMR (400MHz. C 
DCI3 ) 5ppm 0. 94~0. 99 (4H. 
m) . 2. 04~2. 11 ( 1 H. m) , 3.8 
() (3H, s) , 5. 74 ( 2H. s ) . 6. 
91 (IH. s) . 6. 89~6. 93 (2H. 
m) . 7. 40 (2H. d) . 7. 47 ( IH. 
t) . 7. 65 ( IH. dd) . 8. 1 5 ( 1 



f 
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H. dd) . 3. 35 (IH, t) : MS (F 
AB) m/z 4 14 (M* ) . 
[0112] (IS2) 5- (3- (2- (4-v'^ 
nrot;l/-2-^rV'J/W) xf-:i;l/) yx-Jl) - 

5- (3 - (2- (4-i^i?07'ntVl^-2-^Ty''J 
yp) 7x-;l/) -2- {4-^h^i^Ky=J 

)V) -2W-ThyV-)V2. 0 7 g Sr , HMC^J 1 «0X 

n -^^^yij^hmhL^^ 1 . 1 6 g ?:#t^^at 

MA 1 84—1 85'"C (de c omp. ) ; IRu 
max cm-i 2 2 1 6 : NMR (4 0 OMHz , DMS 
O-ds ) ^ppm 0. 84~0. 90 (2H, 
m) . 0. 92-0. 98 ( IH, m) , 2.0 
9~2. 19 (IH, m) , 7. 54 (IH. 
s) , 7. 72 (IH. t) . 7. 86 (IH, 

d) , 8. 1 6 ( 1 H, d) . 8.28(1 
H, s) ; MS (FAB) m/z 294 (M+ + 
1) ; TC^^^ffiCijHnNs S- I/2H2 om 
nm. (%) C. 59. 59 ; H, 4. 00 : N, 
23. 16. mm. (%) C. 59. 75 : H. 
3.80; N, 23. 02. 
[0 1 13] [^JICaj6] 5-(3-(2-(4-^ 

yroe;u-2-^Ty'J;i^) x.i--)V) yx-)V) - 

IH-rh^y-;!^: 

(XSl) 5- (3- (2- (4— f yTotVP-2 
-^7V^))V) X.^-)V) yai~)V) -2- (4-^h 
^i^KVi/tV) - 2 H -T h yY-)Vcry^^ 

Vro t';l/- 2 -x^:z;l/f-Ty-;l^8 5 0 m g 
mf5- (3— ^;tK7x-;P) -2- (4-^h^i' 
-2H-Th7y-;U2. 5 5g$:. HJSfiJ 
l(0Ig5fc|5lfi|{cMaL, i^y;&^-';US:fflv^/;:;{^7A 
^'n^b^77-<- (ft : gt^X^;l. : 
y=l : 8) {^T^Mt, 5- (3- (2- (4-^y 

rpe/w-2-^7y'J;w) xf--;i') 7x-yi^) -2 
- (4--Xhdfi^'^yi^;l') -2H-rh9y-;n. 

0 8 g mn^mm&b Lxntz. 

NMR (400MHz, CDC 1 3) <^ppm 1.3 
5 (6H. d) . 3. 1 6 (IH, m) , 3. 
81 (3H. s) , 5. 74 (2H, s) , 
6.9 1 (2H, dt) , 6. 96 ( IH, 
d) , 7. 4 1 (2H, dt ) , 7. 48 ( 1 
H, t) . 7. 66 (IH, dt) . 8. 16 

(IH. dt) , 8. 37 (IH. t) . 

[0114] (Ig2) 5- (3- (2- (4->f y 
ru\^)V-2-i-rV^})V) X.^~)V) 7x-;U) -1 

5- (3- (2- (4-^yrDt:;P-2-^Tyy 

)V) X.^-JU) 7xr.;|/) -2 - 



/u) -2H— rh7y-;n. ssgSr. mtmi<r>x 

^ y7-ot'UX-T;W*^4>Sfe^tT^!l?!l3 8 3mg 

Mj^ 177~179"C; NMR(400MHz.D 
MSO-dg ) 5ppml. 44 (6H, d). 
3. 25 (IH, m) . 7. 70 (IH. s) . 
7. 88 ( IH, t) , 8. 03 (IH, d) . 
8. 32 (IH. d) . 8. 45 (IH, 

s) : 7CS^i-ffffiC,5H,3N5 SCOftiLffi (%) 

C. 6 1. 00 ; H. 4. 44 ; N, 23. 7 1. 

mm{%) C, 61. 05 ; H, 4. 54 ; 
N, 23. 88. 

[0 1 15] [^S6PJ7] 5-(3-(2-(4-t 
e r t-yf-;l'-2-^TyUyl^) X.i--Jl) 7x- 
;P) -lH—fh7y--'P: 

(ISI) 5- (3- (2- (4-te r t-y^;l/ 
-2-f-7y';;l^) X^x;l/) 7x-;l/) -2- {4- 
.Xb^i^^yi/yu) -2H-Th7y-;^<o-^fi!t 
4 - 1 e r t -y^/L— 2 -X^ri;Uf-7y-;k4 0 2 
mgatX5- (3->f 3rH7x:^;l/) -2- (4-;<h 
='fi^'v>'i^» -2H-Th7y-/P2. 7 3g5r, H 
Sfi^J 1 COIS 5 1 mmi^z^mt. U yyu&ffloi^c;^^ 
7Ai?avh/7 7>f- (?tai?S : Pitx^;l. : n-'s 
4r^f>'=l : 10) iCTfifilt. n-A.dfHfy*>i?>iga 
5-(3-(2-(4-ter t -y^;W- 2 
-f-ryU;l/) xf-r:;k) 7x-;P) -2- (4-;-<h 
df-v-'syi/^) -2H-rh7y-;H. 91gS:# 

Kl^. 113~115'C: NMR(400MHz,C 
DC I3 ) ^ppm 1 . 39 ( 9H. s ) , 3. 
80 (3H, s) , 5.74 (2H, s) , 

6. 91 (2H. d) . 6. 98 (IH. s) . 
7. 40 (2H, d) , 7. 48 (IH. t) , 
7. 66 (IH. dt) . 8. 16 (IH, d 

t) . 8. 37 (IH. t) : MS (FAB) m 
/z 430 (M* +1 ) . 
[0116] (1^2) 5- ( 3- (2- (4-te 
rt-y^;l'-2-^ryD;l/) x^:i;U) 7xx;i/) 
-1H-Tb7y-;K^^J« 

5- (3- (2- (4-te rt-y^;U-2 -f-ry 
U;l/) xf-n;l') 7x:i;U) - 2- (4-^ h^i^Ky 
'Jj\^) -2H-ThyY-}Ul. 7 3gS-. ^JlfiJiJliT) 
lS5t|5lS{cS!ML, ^#^>^^7^^aM^Sr^o^;^;^A 
-I PE*>4>lf»aLTaS!|?Jl . 0 6g2:#t4^fBi:U 

il-t 176-178r; NMR(400MHz.D 
MSO-dg ) ^pprnl. 33 (9H. s) . 

7. 54 (IH. s) . 7. 73 (IH. t) . 
7. 88 ( IH. d) . 8. 1 7 (IH. d) . 
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8. 30(1H, s) ; MS(FAB)m/z 
310(M*+1): 7Cfl:)i-:WfflCi6Hi5N6 S • 1 
/5H2 O^lt^M (%) C. 6 1.22: H, 
4. 98 ; N. 22. 31. M^M (%) C. 6 
1.27: H. 4. 87 : N. 22. 14. 

[01 17] [^J|0IJ8] 5- (3- (2- (4->f 
y TP hVl'- 5 - ^ 2 - f-TV U ) xf-::;;!' ) 
yji-jl-) -iH-f-hyY-fV-: 

(xsi) 5- (3- (2- (4-'^yr^t^;^-5 

-^^;l--2-^ryU;l^) x^-yp) 7x-;u-) -2 
- (4-;><h=5fv'<.yx» -2H-rh7y-;K0^ 

4 ->f vrobr;l'- 5 2 -Xf-r:;i/f-ry- 

;l'240mgay^5- (3--<:tK7x-;l/) -2- 
(4-;<h^>''<.yi/';I/) -2H-Tb7y-;U4 7 1 

yk: ii-^^^y=\ : 8) ICTSigL, n-^^-ty 
*>^>SSH«ff(b§-tt. 5 - (3 - (2 - (4— ^yyohvu 
-5-;><f-;P-2-f-ry';;l') xf-:::;P) 7x-;l^) 
-2- (4-^h^j^'<.yi^» -2H-7^h7y-;l' 

1. 9ism^^Bbixmc, 

M}^ 101~103r: NMR(400MHz.C 
DC I3 ) ^PPm 1 . 3 1 (6H, d) , 2. 
4 1 (3H. s ) . 3. 09 ( IH, m) , 
3. 80 (3H. s) , 5. 74 (2H, s) . 

6. 91 (2H, d) , 7. 40 (2H, d) , 

7. 46 (IH, br t) . 7. 64 (IH. 
d) , 8. 14 (IH. d) . 8. 35 (1 

H, s ) . 

[0118] (IS2) 5- (3- (2- (4-^y 
7'nhVl^-5-^^/l^-2-^TyU;l') x^-;l/) 7 

-IH-rh^y-yKO^^ 
5- (3- (2- (4-'fyrntVP-5-^f-;l'2- 

i-r'/U)i) y3u~f\^) -2 - (4-j(h^ 

iyKy'JjU) -2H-Th7y-;l'3 8 7ingSr. HiSt 
0«liOlS5fcll:^(ci!!fflL, #<i><x^ffliSaSr:?oo 
5^;^A-n-'^=3f^f>'*»4>l^^aL, ^®!B52 0 6mg 

MA 153~155°C; NMR (4 0 OMHz . D 
MSO-dg ) ^ ppml. 22 (6H, d). 

2. 43 (3H, s) . 3. 14 ( IH, m) , 
7. 7 1 ( IH, br t ) . 7. 86 (IH, 
d) . 8. 15 (IH, d) . 8. 27 (IH, 

s) ; MS(FAB)m/'z 310 (M* + 

1) : TiM^mmcieiiii^i smnmix) c, 

62. 11;H, 4.89: N. 22.64. 

ffi (%) C. 6 1. 99 : H. 4. 92 : N. 2 

2. 86. 

[01191 [|lifi0IJ9] 5- (3- (2- (4-i/ 



^u^y^)U-2-i-rYV)\^) xf-rLyW) 7xx;^) 

iXmi) 5- (3- (2- (4->-^n'<.y^;U- 
2-^7YU)U) 7x-;P) -2- (4-;< 

-2W-y'\'yV-)V<r>^^A-i^i^ 
u^y-f-)V- 2 -X.i-=~)V^T'/-)V2 4 9 m gSt/5 

- (3-^^h'7xri;l/) -2- (A-^ih^i^^V^J 
)V) - 2H-Th7y-;P5 0 0mg$:, HifeWlcOI 

S5fc|S|«{3«MU. i^U;&y;^€•fflv^^;^9A^^7 

^ - (?§tU?g : i^ilX^yl. : n-^^^y = 
1:8) (CT^Wi^U. 5 - (3 - (2- (4-i/^n^ 
yf-;U-2-^7y';;^) x^x;W) 7xX/l^) -2- 
{A-:^V^l'<y-J)V) -2U-y-YyY-lVA20 

NMR(400MHz, CDCI3 ) S'ppm 1. 6 

5~2. 85 (8H, m) , 3. 24 (IH. 

m) , 3. 80 (3H. s) , 5. 74 (2H. 

s) . 6.91 (2H. d) , 6.96(1 
H, s) , 7.40 (2H, d) , 7. 48 
(IH. t) . 7. 64 (IH, dt) . 8. 1 
5 (IH, dt) , 8. 37 (IH, t) . 
[0120] (1^2) 5- (3- (2- (4-S/:7 
u^y^)V-2-^7Y^}jV) xf-:i;p) yx.=.)V) - 
iH-rh^y-ypco-^fK 

5 - (3- (2- (4-v^n'^yf-;l'-2-f-7yy 
;l.)x^ri;l^) 7x-;l.) - 2- ( 4 -.X h^vKyi^' 
;P) -2H-Tb^y-;k4 0 0mg§:. USS^JlCOI 
g 5 i: tMa L . #^>fL/ifflM^BS: ^ a o*/l.A - 
X:? n -^^^yi)^(>'mmSiLmmi2 80m 

g^WI+«B«BtLTf#Jt. 

14 5''C (decomp. ) ; NMR (4 0 0 
MHz, CDC I3 -DMSO-ds ) ^ ppm 1. 
60~2.75(8H, m) , 3. 25(1H. 
m) , 7. 00 (IH, s) , 7. 54 (IH, 

t) , 7. 71 (IH, d) , 8. 17 (1 
H. d) . 8. 3 7 ( 1 H, s ) : MS (E I ) 
m/z 32 1 (M *) . 

[0 121] CUMfi^JlO] 5-(3-(2-(4- 

)V) -IH-f-h^y-ZP: 
(ISI) 5- (3- (2- (4-i^^a^^r>';l/- 
2-f-Ty'J;L-) X^^/P) 7x-;l^) -2- (4-^ 
b^i^^y>^;P) -2H-TVyY-)Vcry^^A-i^9 
o A,df - 2 -xf-xyt^-J-ry-yU 2 6 8 m g 5 

- (3-^Jj-H7xX;W) -2- {A-y^Y^i^^yJ 
;U) -2H-rh5y-;L'5 0 0mgS:. HSfifFlJlOI 
S5t|5|aic5)iaL, vU;<7^>$rfflV^yi><7 7A7ov 
h^7 7 >f - (^itiJS : g^Kx^yP : n-^^^y= 

1 : 8) ^XmmL. 5- (3- (2- (4-x^o^ 
i^i/}V-2-^7V^))V) xf-xyW) 7xx;p) -2- 
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(4-;<h^v"<.>'>'» -2H-Th5V-;l'4 0 0 

NMR (400MHz, CDC I3 ) 5ppm 1.2 
5-2. 1 5 ( 1 OH. m) , 2. 8 1 ( IH, 
m) , 3. 81 ( IH, s) , 5. 74 (2H. 
s) , 6. 92 (2H, d) , 6.93(1 

H, s) , 7.4 1 (2H. d) , 7.65 
(IH, dt) , 8. 1 5 (IH. dt) , 
8. 36 (IH. t) . 

[0122] (IS2) 5- (3- (2- (4-vi? 
n's=5fi';U-2-f-TV'y/P) X^ri;U) 7x-;l/) - 
lH-rb7V-/U<7)^^ 

5- (3- (2- (4->'^'nA.dfi^;U-2-^Ty'U 
x^-;U) 7x-;P) -2- (4-.X h^f i^'syi^" 
-2H-Tb7V-;U4 73mg^, m^MlCOX 

iJuS 166~169'C; IRi/maxcm-i 221 
6; NMR (400MHz. CDC I3 ) ^PPm 

I. 25-2. 20 (lOH, m) , 2.96(1 
H. m) . 7. 0 5 ( 1 H. s ) , 7.5 5 

( IH, dd) . 8. 1 5 ( IH. s ) . 8.1 
6(1H, dd) ; MS(EI)m/z 335 

(MM: ymmmcisHn^i sm%m (%) 

C. 64. 45 : H, 5. 1 1 ; N. 20. 8 
8. m^m(%) C. 64. 46 : H. 5. 1 0 : 
N. 20. 62. 

[012 31 [SISfe0!lll] 5-(3-(2-(4- 
^f-;i/f-:t;<^;i^-2-f-rVy;U) Xf--;l/) 
;P) -lH-f-b7V-/l': 

(ISI) 2- (4-^h^i^^yi^';l^) -5- (3 
- (2 - (4-.>{^;H"5r^^;U-2-^7V'J;'l^) X 
^r:;p) 7x-;l^) -2H-xh7y-;t'0^fiS; 
2 -x^ - 4 -.X ^;l/f-:t^TV-;1^5 0 8 m g^l 
r/5- (3-'f^H7x-;l^) -2- (4-^h=3fx'< 
y>?;l/) -2H-Th7V-;W981mg^||ifi0IJliO 
Xg4 1 ll^co;* >/ r V yf^RJKn L , X U y;t^Sr 

)V: n-A.df-ty=l : 4) :7nD;^;l/A 
-n-^^-t>'*»^lliefBL2- ( 4 -.Xb^Sf V 
)V) -5- (3- (2- (4-;<^/U^^^f-;l--2- 
f-rrU;U) xf-:i;l/) 7x:i;P) -2H-rh7y'- 
yl.8 6 7 m g 5:jiJ|||feMBW^^*i: LXWz, 

104~106X:: NMR(400MHz,C 
DCI3 ) ^ppm 2. 14 (3H, s) , 3. 
81 (3H, s) , 3. 86 (2H, s) , 
5. 74 (2H. s) . 6. 90~6. 93(2 
H, m) . 7. 21 (IH. s) . 7. 3 9- 
7. 4 1 (2H, m) . 7. 49 ( IH. t) . 



7. 65 ( IH. d) . 8. 17 (IH. d) . 

8. 36 (IH. s) : MS (EI ) m/z 4 
3 3 (M* ) ; TC^^^ffflCzzHigNs S2 <^ltSii 
(%) C, 60. 95 ; H. 4. 42 ; N. 1 
6.15, mm. (%) C, 6 0. 66 ; H. 

4. 45 : N, 16. 10. 

[0124] (IS2) 5- ( 3- (2- (4-P<f- 
;i^^:t^f-;l^-2— ?-ry'J;W) yj.=~)V) 
-lH-rh7y-;K0^« 
2- {A->^V^'y<y=J)V) -5- (3- (2- (4 
-:A^)V^it^^)V-2-&TY^))V) x.^-)V) 7x 
x;P) - 2 H -T h 7y-;1^4 3 3 m g SrHJfe^J 1 cOX 
@5i:3tiyib. :^^Sr^on*;PA-n-^^-9-y*> 
ty-m^in L . m!k2 8 5 m g mtz. 
11* 159~162''C; NMR(400MHz,D 
MSO-de ) <?ppm2. 07 (3H, s) . 
3. 85 (2H. s) . 7. 71 (IH. s) , 
7.73(1H, t), 7.88(1H. d 
t) , 8. 1 7 ( 1 H, dt ) , 8.29(1 
H. t) : MS (EI) m/z 313 (M* ) : 

7^4)-«fiiC,4Hi,N5 S2 ■ 1/4 H2 Offiimm. 

(%) C. 52. 89 ; H. 3. 65 ; N, 2 
2. 03. mm. {%) C, 52. 87 : H. 
3.54: N. 2 1 . 70. 

[0 12 5] [|ISfi^l2] 5-(3-(2-(4- 
y.h^i^:i<i-)V-5-y<^JV-2- f-ry U )V ) x.^- 
)V) 7x-;^) -lH-rb7y-;l': 

(Xgl) 2- {A-yi\-^-y'^y'J)V) -5- {3 
- (2 - (4-^h=5fi'^f-;I^-2-f-TyU;P) xf- 
:::;W) 7x-;l-) -2 H-T^h^y-^l-c^-^)^ 
2-x^-;l/-4-^ h^i/;<f-;l/^ry-;l/6 5 9m 
gS,y^5- (3-'<:tH7x-;k) -2- (4-^b^ 

i/^>'>'';U) -2H-rh5y-;H . 4 1 gSrIIJftfiaj 
lc0XS4i:|5]«C3!!iaL. 1^'):^^)^^^ 
\^tzi}y2>.'?Xi'7V^vy <- (?§ai?g:i^Mx^;U: 
n-A.df-9-y-^np;^;PA=2 : 1) UTigML. :7 
□a)i:;l^A-n-'sdc-9-y*»^l|ieB^t. 2- (4-p< 
V^i^^V'J)\') - 5- (3- { 2 - (4-;<h=Jfi^;< 
^;l^-2-^Ty';;U) x^r:;l.) 7x:i;P) -2H- 
rb^y-zH. 48 7g$rMfHtti|5]^*fcLTf#;t. 
16^ 105~107r: NMR(400MHz,C 
DCl3)^PPm 3.49(3H, s), 3. 
80 (3H, s) . 4.63 (2H, s) , 

5. 74 (2H. s) , 6. 90~6. 92(2 
H, m) . 7. 30 ( IH. s ) . 7. 39~ 
7. 41 (2H, m) , 7. 49 (IH, t) . 
7. 65 ( IH, d) . 8. 17 (IH, d) . 

8. 36(1H. s) ; MS(EI)m/z 4 
17 (M* ) : TcSR^^ffflCjaHisNg S<?)im 
ffi (%) C. 63. 29 : H. 4. 59 : N. 1 
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6. 77. m^m(%) C. 63. 12 : H. 
4.62: N, 16. 66. 
[01261 (IS2) 5- (3- (2- 
=Jf>';<^/U-2-f-TV'J;l^) 7x-;P) - 

lH-rh7V-;l^^ 

2- (4-^h='f>-<yi->) -5- (3- (2- (4 
-;<h^>';<1^;U-2-^TyU;P) x^-;U) 7x^ 
-2H-f h7V'-yH . 1 6 9g$:^0iJl£7)X 

yA^^>S^B«Bt, ^ft7 9 4mgS:^|yt:, 
ffll^ 211~214'C; IRt/max cm-» 221 
6; NMR (4 OOMHz . DMSO-ds ) ^ PP 
m 3. 35 (3H, s) . 4.54 (2H, 
s) . 7. 73 ( IH. s) , 7. 80 ( IH. 

t) , 7. 87 ( IH. dt) . 8.17(1 
H. dt) . 8. 29 ( IH, t ) ; MS (E 
I) m/z 29 7 (M* ) ; 7^^*ffi C^Hn 
Na OS«0tfl[fil(%) C,56. 55: H, 3. 
73; N. 23. 55. SUSffi (%) C. 56. 
52 ; H. 3. 84 : N, 23. 66. 
[0 1271 [^S|j!a|13] 5-(3-(2-(4- 
;<f-;P-2-^TV''J;l') 7x-yP) - IH 

ixmi) 5- (3- (2- (4-^^/U-2-^r 
V';;U) -2-:t=^fyxf-;l^) 7x-;l^) - 2- (4- 
^h^i/Kyv'^) -2H-T-V7y"-;l/c7)-^^ 
v-<yrotf;l/T5yi . 0 4gSrTHF2 0m UC^ 
Jgt, -7 8"CT'Ji^mwn-:r^y^Uf-'^A ( 1 . 7 
lMC0n-'s#Hf>^?B[) 5. 6ml^JlI;c. Ort'l 

rV-;H. 0 0g£7)THF5ml?g?gS:Jai., [oI?ajg 
•CO. 5B#SJtf#Uc, mmiZ^i-JU3 - (2- (4 

-.x^^i^'<^y>'';^) -5-T^7y'J;^) 7x-;H^ 

mi. 4 5s<7)TiiFmmiMx.. $'^>{*i3iia^t:'m 

A^'n-7h;^77^- (illtii?S:ilKx^;U: n-'^^ 
•fy= 1:3) tcx^K^L.. x-ryi^-n-'s^-ty*- 
ii>SifeSt5- (3- (2- (4-^f-;^-2-^rv 

'J/l-) -2-:t^yx^;l/) 7x::^;l^) -2- (4-;< 
h^i^^yj^Vk) -2H-Tb7y-;l^0. 60gS:#t 

HA 90-91"C: NMR (400MHz, CDC 
I3 ) ^ppm 2. 52 ( 3H. s ) , 3.79 
(3H, s) . 4.51 (2H, s) . 5. 72 
(2H. s) . 6. 89 (2H. d) , 7.3 
7 (2H, d) . 7. 40~7. 4 5 (3H. 
m) , 8. 04 (IH. t) , 8.12 (IH. 



s) ; 7C^^}-*f€CnHj9N5 Oj SiOWSfi 
(%) C. 62. 1 1 : H. 4. 92 : N, 1 
7. 27, mm (%) C. 61. 78 ; H. 
4.78; N. 1 6. 99. 
[01281 (XS2) 5- (3- (2- (4-^^ 
;l/-2-^ryU;l') xf-:z;l^) 7x-;l.) -2- (4 
-^b^i/'<:yi^» -2H-f-h7y-;l'C0-&^ 
5- (3- (2- (4-^^;P-2-f-ryU;U) -2 

->j-dfyxf-;u) 7xr.;U) -2- (4->?< b 

) - 2 H - T h 7 y-;i-^IISgfi?iJ 2 i7)X^ 3 |3ia 
^zumt. :fe^ft^i^'J;<^y;P^fflv^/cX77A^nvh 
^7 7 >f - (iiaiJSi : ifKx^;U : n-^df-9-y= 1 : 
3)l,zxmmL. ^l^>i^SiKa&x-r;^-n-'^^■9■ 
>'*^'^>S^fBt-C. 5 - (3- (2 - (4-^f-;L'-2 
-f-ryj;!^) x^ri;!^) 7x-;l/) - 2- (4-;<h 
^>^yi^)U) - 2 H -T h 7y-;l^2 9 m g am^a 

ilA 95~96'C; NMR ( 4 0 OMH z . CDC 

l3)5ppm 2. 50(3H, s), 3.80 
(3H, s ) , 5. 74 (2H, s ) , 6. 9 1 
(2H, d) , 6. 95 (IH, s) , 7. 4 

0 (2H. d) , 7. 48 ( 1 H. t ) . 7. 

64 ( IH, d) , 8. 1 6 (IH. d) , 8. 

36 ( IH, s ) . 

[01291(1^3) 5- (3- (2- (4-^f- 
;i'-2-^ry'J;P) Xf-ri;P) 7x-;W) -IH-T 

b7y-;K0-^« 

5 - (3 - (2 - (4-^^;U-2-^TyU;L') xf- 
-;l/) 7x-;W) -2- (4-^h^x'<.y^» -2 
H-Th7y-;H2. lmg5rlliSff!ll<7)lS5i:|nl 
t . ffii^B^B&x^ y-yi^-x-xyV-^^^bSi^B^B 
«li!|l!l6mgS:#y'c, 
Mjk 224~227'C (de c omp. ) ; NMR 
(400MHz, DMSO-de ) ^ppm2. 43 
(3H, s) , 7. 53 (IH, s) , 7.7 
2 ( IH. t) , 7. 85 ( IH, d) , 8. 
17 (IH, d) , 8. 27 (IH, s) ; M 
S (EI ) m/z 26 7 (MM : TcM^^mCi^H 
9 N5 S- 1/1 OH2 omnm(%) C. 58. 
02 ; H, 3. 45 ; N. 26. 02, ffl^ffi 
(%) C. 58. 06 ; H. 3. 69 : N, 2 
5. 49. 

[01301 [IUIM14] 5-(3-(2-(4- 
-fyyf-;l^- 2 -^ryUyP) x^r:;i/) 7xxyl^) - 
lH-rh7y-yP: 

(XSl) 5- (3- (2- (4-^yyf-;i--2- 
^ry'J;P) x^:::;U) 7x-;^) -2- (4-^hdf 
i^^y ) - 2 H - T h 7 y-;K^^ 
2-xf-::.;^-4-'^ yrf-;Pf-7y-;l'4 80mg& 
1/5- (S-'fJi-H^x:!;!^) -2- (4-^h^i^'<. 
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df-9-y=l :4) [ZXnmL. ^aut^)VM.-n-^i^ 

■9-y*»^>S^aU5- (3- (2- (4-'fyr^;u- 

2-^r^/^))V) Xf-n;l/) 7i-;W) - 2- (4-^ 
h=3f^"<.y>'Vk) -2H-Th5V-;U8 6 7mg$-^ 

NMR (400MHz, CDCI3 ) ^ppm 0. 9 
5 (6H, d) , 2. 1 2 ( IH. m) , 2. 
67 ( 2H, d) . 3.80 (3H, s ) . 
5. 74 (2H, s) , 6. 9 1 (2H, d) , 

6. 94 (IH, s) , 7. 40 (2H, d) . 

7. 48 ( IH, t) , 7. 64 ( IH, 

d) , 8. 1 5 (IH, d) . 8. 36 (IH, 
s) . 

[0131] (IS2) 5- (3- (2- (4-'fy 
f^)V-2-'f-TY^))V) X.i--)V) 7i-yp) - IH 

5- (3- (2- (4— fVT'f-yP- 2-^-7^11 ;P) 
x.^-)l) ysu-fV') -2- {A-y^V^-yKyi^JV) 
- 2 H -X h 7 V-;t-9 7 0 m g 5rllSIS0IJ 1 iOlS 5 i: 

MM. 177~178*C; NMR(400MHz,D 

MSO-de ) ^ppmO. 90 (6H. d) , 
2. 03 (IH, m) , 2. 63 (2H, d) , 
7. 54 (IH, s) , 7. 73 ( IH, t) , 

7. 86 (IH, d) . 8. 16 (IH, 
d) , 8. 32 ( IH, s) ; MS (E I ) m/ 
z 3 09 (M* ) ; TS^^W-ffffiCisHisNs S ■ 1 
/AWi Om%m.{%) C, 6 1.22: H, 
4.98: N, 22. 31, Wm. i%) C,6 
0.90: H, 4. 86 : N, 21 . 97. 
[0 13 2] [|ltgfi?IJ15] 5-(3-(2-(4- 
s.^)V-2-^TY'))V) x^r^;P) 7x-;^) - IH 

(1^1) 5- ( 3- (2- (4-x^;l^-2-f-T 
V«J;U) Xf--;p) 7x-;l.') -2- (4-.Xh^S^< 

-2H-f h7y-;wc55^^ 

4- xf-;l/-2-xf-x;W-^ry-;l'4 6 OrngSl/ 

5- (3-^:tH7xX;L') -2- (4-;<hdf>"<.>' 

-2H-Th7y-;n. 0 s.i:^mm\<r>jM 

y=l : 3) tT»^L. X:^y-7P-n-^^-9-y*» 
^>S^b^hL 5 - ( 3 - ( 2 - ( 4 -x^;l^- 2 -f-rr 
Xf-xyU) 7xX;U) -2- ( 4 h^i^O 
-2H-rh7V-;U7 3 0mg2rJ!S|||fe#t«a 



iJl^ 116~117'C; NMR(400MHz,C 
DC I3 ) 5ppm 1. 34 (3H, t) . 2. 
85 (2H, q) , 3. 80 (3H, s) , 
6. 90 (2H, d) , 6. 96 ( IH, s) , 

7. 39 (2H, d) , 7. 48 (IH, t) , 
7.66(1H, d), 8. 15(1 H, 

d), 8. 36(iH, s): immmCiiH,^ 

N5 OS • I/2H2 0<m%B. {%) C, 64. 3 
7 : H, 4. 91 ; N, 17. 0 6. mm. 
{%) C, 64. 62 : H. 4. 78 ; N, 1 

6. 73. 

[0133] (XS2) 5- (3- (2- (4-x^ 

;^-2-^TV^;;^) xf-x/i.) 7xx;u) -ih-t 

5- (3 - (2- (4-x^;k-2-f-ryU;U) x^ 
x;W) 7xx;w) -2- ( 4 h^i^^yi^VU) -2 

H h 5y-;u7 3 6 m g imnm i 5 1 

tc^aSL. ffl|g^$rX:?/-;p-x-r;l^*»4.S*SfB 

L . ^jsft 2 6 8 m g rmmm^^^t lxwz. 

MM 198~200'C: NMR(400MHz,D 
MSO-dg ) ^Ppml. 26 (3H, t), 
2. 78 (2H, q) , 7. 54 (IH, s) , 

7. 73 ( IH, t ) , 7. 86 ( IH, d) , 

8. 1 6 ( IH, d) , 8. 29 ( IH, 

s) ; immm Ci^HuNs S<Otm€(%) 
C, 59. 77 ; H. 3. 94 ; N, 24. 89, 

mmm (%) c, 59. 30 ; h. a. 07 

N, 24. 71. 

[0 134] [||JfeCajl6] 5-(3-(2-(4- 
Ti-it9^lV-2-^TV^))V) :Ji^-)V) 7xx;l/) 
-lH-rb7y-/W: 

(Xgl) 2- (4-;^ h=3fv<y>'» -5- (3 
- (2- (4-n-:t^?f-;l^-2-f'ry«J;U) Xf-X 

7xxyl.) -2H-Tb7y-;U<7)^fiS; 
2-xf--;l/-4-n-:t:7^;l/^Ty-;P4 1 Omg 
&l^5- (3-'f:tH7xx;l.) -2- (4-p<h^i^ 
'^yy/l^) -2H-Th9y-;P7 2 6mgS'||]5fe^l 
c7)Ig4i:|sl«t3!!iaL. ^!t^^^i^';;</y;^$•fflV^:t 
;<^7Ai?OVh:/77'f- (?§tiJ?Si:i^Kxf-;l.: n- 
's=if-9-y=l : l)\.ZXmmL. n-^^^yi}>i^m^B 
•fb^T. 2- (4-;X -5 - (3- 

(2- (4-n-;1-^f-/l/-2-^7y'J;P) xf-x 
7xX;U) -2H-Th7y-;1^5 9 3mg^g^|| 

47~48'C; NMR ( 4 0 OMH z , CDC 
I3 ) 5ppm 0. 88 (3H, t) , 1.27 
-1. 75 (12H, m) , 2. 80 (2H, 
t) , 3.79 (3H, s) , 5. 55 (2H, 
s) . 6. 89~6. 92 (2H, m) , 6. 
94 (IH. s) , 7. 38-7. 4 1 (2H. 
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m) , 7. 47 ( IH, t) . 7. 64 ( IH. 
d) . 8. 1 5 ( IH, d) . 8. 36 ( 1 

H. s) ; MS (EI ) m/z 485 (M* ) ; 
7C^:M-«f<lC28H3,N5 OSCDt^mm {%) C. 6 

9. 24:H, 6.43: N. 14.42. SU^tt 
(%) C. 68. 98 : H, 6. 32 ; N, 1 
4. 35. 

[01351 (XS2) 5- (3- (2- (4-n- 
3j-^^;l'-2-f-TVU;W) x^:i;W) 7x-;l/) -1 

2- (4-^h^>''<^i^» -5- (3- (2- (4 
- n 2 -f-7y';;P) x^:z;p) 7*::: 
-2H-Th7r-;W4 8 6mgSrllS6fia|lc0XS 

y*»'5>S^a L . m.m l S 6 m g $r^fatt«J*i: 

BSUS 104~105'C; NMR(400MHz.D 
MSO-dg ) 5ppm0. 86 (3H. t) , 

I. 25~1. 68 (12H. m) , 2.74(2 
H, t) , 7. 53 (IH, s) . 7.72 
(IH. t) , 7. 86 ( IH, d) . 8. 16 
( IH, d) . 8. 28 ( IH, s) ; MS 
(EI)m/z 3 65 (M+ ) ;7C^:5J-?f<iC2oH23 

N5 smnmix) c es. 72; h, 6. 3 

4 : N. 19. 17. (%) C. 65. 6 

9 ; H, 6. 27 ; N, 1 9. 24. 
[0 136] [||||0iil7] 5-(4-(2-(4- 
i^-?vri-)i'-2-i-TYVJl') x^::^yp) -2-^x 

(XSl) 5- (4-7^0^-2 -^x-;p) - 2- 

5- (4-7'o^-2-f-XJi;P) -lH-Th7V- 

j\^t:mmm i «is s t mmiznm 5 - ( 4 - t'o 

t-2-^x-;P) -2 - (4-^b=^fs^'<.>'v>) - 
2H-rh7V-;l/$rf#/i. 

ill^ 7 0~7 2"C (S^^B^ii: ^^^;^;^A-n- 
^^1^y) ; I Rt/max cm-i ; 3 108,3 00 
4. 2964. 2836, 1682. 1614, 1 58 
8. 1 574, 1 5 16; NMR(400MHz, C 
DC I3 ) dppm 3. 80 (3H. s) . 5. 
70 (2H, s) . 6. 88-6. 91 (2H. 
m) . 7. 31 (IH, d) . 7. 35-7. 3 
8 (2H, m) , 7. 67 (IH. d) ; MS 
(EI) m/z 352[(M*+2)+l],350 
[(MM +l]; 7C^^i-W€C,3H„BrN4 OS 
<Offi[ffi(%) C,44. 46; H, 3. 16: 
N. 15. 95, m^m{%) C, 44. 54 : 
H. 3. 1 1 ; N. 1 5. 99. 
[0137] (IS2) 5- (4- (2- (4-J^^' 

vyi->u-2-i-7yvfU) xf--;i/) -2-f-xx 



fV) -1 H-rh^y-zPc^-^^ 

5- (4-ro^-2-f-x:z;^) -2- (4-;<h^ 

v-^yi^'yU) -2}i-r-hyY-)l'tA->'i^uyi-)V 

- 2 -xf-ri;l/f-7V-;W$:lliSfi?"J 1 <^xm4 b H^tc: 
JI^L. ?l#M#llifi0<l<7)lS5fc|nI:Kl=)itt4-p<h 

2 2 4-2 3 or (SSSh^h^ISE : i^on^/l/A- 
n-'v^lJ-y) ; I Ri/jiax cm-1 ; 3088. 2 
216.1580.1518: NMR(400MH 
z, DMSO-ds ) 5ppm 1. 84-2. 31 
(6H, m) , 3. 63-3. 7 1 ( 1 H, 
m) , 7. 54 (IH, s) , 7. 93 (IH, 
s) , 8. 40 ( IH, s ) ; MS (FAB) 
m/z 314 (M* +1); TC^^a-^ffiC 1 4 H „ 
Ns Sj c?)ltl[<i (%) C, 5 2. 1 5 ; H, 3. 7 
5 ; N. 21. 72, SB^ffi (%) C, 52. 1 
5 ; H. 3. 67 : N, 21. 91. 
[0 138] [^]!fSfi?lJl8] 5-(5-(2-(4- 

x;U) -IH-f h7y'-;U: 
(Igl) 5- {5-fa=i:-2-i-Ji-fl') -2- 
(4-p<h#v'<.yv/U) -2H-f h^y-ZKT)-^^ 

5- ( 5-ro^-2-^X-;l.) -lH-Th7V- 

)}^^mmm i <?)xs s t mmizmm i. 5 - ( 5 - y n 

t-2-f-XX;l.) -2- (4-^^^J^'<.y>'';^) - 
2H-rh7V'-;PS:ft7t. 

8 7-8 9'C (IISB^B?§ii : 9tlO-t^)\^A- n- 
'^^■^"y) ; IRi/max cm-' ; 3000, 284 
0, 1614, 1580, 1520; NMR(400 
MHz, CDCI3 ) 5-ppm 3. 79 (3H, 
s) , 5.69 (2H, s) , 6. 88-6. 9 
1 (2H, m) . 7. 07 ( IH, d) , 7. 
37-7. 35 (2H, m) . 7. 5 1 ( IH. 
d) ; MS(EI)m/z 352 [(M*+2) + 
1] . 350 [ (M* ) + 1] ; 7C*^tfffflC,3H„ 
BrN4 OSiOimffl (%) C.44.46: H. 
3.16: N. 15. 95, 5i^ffi(%) C, 4 
4.65; H. 3. 1 1 ; N, 1 5. 94. 
[0139] (X^2) 5- ( 5- (2- (4-i/:7 
n7^;l'-2-^rV'J;^) x^-;p) -2-^xa 
- 1 H -T h ^y-zPc^-^^ 

5- (5-7'o^-2-f-x:z;U) -2 - (4-^h^ 
i^Ky^Jii-) -2}\-TVyV-)VbA->'9nf^)V 

- 2 -JU^~)V^7Y-lVt:mLm 1 <^TMA t |51«lC 

2 5 2-2 5 7'C (S^^B^Ii: ^an*;PA- 
n-^^-^y) : IRt/max cm"' ; 2976, 22 
00.1 566.15 10: NMR(400MHz. 
DMSO-de ) ^ppm 1. 84-2. 34 (6 
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H. m) , 3. 62~3. 71 ( IH. m) . 
7. 44 (IH. d) . 7. 52 ( IH. s) . 

7. 55 (IH, d) ; MS(FAB)m/z 
3 14 (M* + l) ; TC^^tffffiCuHnNs Sj • 
l/2Hj OmS.mi%) C. 5 2. 15: H. 
3.75: N, 2 1. 72, il^ffi (%) C. 5 
2.15: H, 3. 67 : N, 2 1 . 9 1. 
[0 140] [^{£^J19] 5-(5-(2-(4- 
y^'n:f^;l'-2-^rVU;U) x^ci;i') -2-7 

JU) -IH-fhyY-JU: 
(ISl) 5- (5-7'0^:-2-7U/l/) -l- 
(4-^^=^i^'<y>''y^) -IH-ThyY-iURt/S 

- (5-7'o^-2-7U;W) -2- (4-^h^i^^ 

y'J)l ) - 2 H -T h 7r-;i^c7)^fiK 

5- ( 5-7'ot-2-7U;L') - lH-T-h7y-;W 
S:IIS6^JlcOIg3i:|SI«tc3i[iat, j^'J;*^>$rfflv^ 
:t;{?5A:J'D-7hjJ^77-f-'C2 ac?)Mtt«:?:^h«l t , 
5- ( 5-7nt-2-f-x-;P) -1 - (4-^ b=¥ 

MR(400MHz, CDCI3 ) ^ppm 3. 79 
(3H, s), 5.72(2H. s).6.46 
( IH, d) , 6. 87-6. 9 1 (2H, 
m) . 7. 05 (IH. d) , 7. 36~7. 3 
8(2H, m) ; MS(EI)m/z 337 
[ (M* +2) +1 ] . 3 35 [ (M* ) +1 ) ; 

TmrnmcisHn^r-Nt 02 mnm{%) c. 4 

6. 58: H, 3. 31 : N. 16. 72. 11^ 
m (%) C, 46. 66 ; H, 3. 33 : N, 1 
6. 8 9. St/, 5- (5-ynt-2-f-X-;W) - 
2- (4-;< h^i^^yj^Vl/) -2H-f h^V-^l^iO 

1 1 3~ 1 1 4'C ( WSb^bV^^^ : ^004t;UA- 
n-A^i^^y) ; NMR (400MHz, CDC I 
3 ) dppm 3. 78 (3H. s) . 5.76 
(2H. s) , 6. 55 ( IH. d) . 6.8 

4- 6. 88 (2H. m) . 7.18 (IH. 

d) , 7. 27~7. 31 (2H, m):MS(E 
I) m/z 337 [(M* +2)+l).335 

[ (MM + 1] :7tS:«-«fffiCi3HnBrN« Oj <0 
imm {%) C, 46. 58 : H, 3. 31 : 
N. 16. 72, mm.(%) C, 46. 69; 
H. 3. 33 : N. 1 6. 93. 

[0141] (Ig2) 5- (5->f:tH-2-7'; 
)V) -\ - (4-.Xh^v"?.y>'';W) -2H-rh7y 

5- ( 5-7'nt-2-f-xz:;l/) -l- (4-^h^ 
i^^yvVP) -2H— rh^y-yUSS 3mg. 3':7^b 



F 2 Om 1 tf, M^iSTFtJUfSaigKL^. i^mk. K 

jm^7\i2 0 om 1 ipfttssgfa^^KUc. ffaj 

^'n'7h^<57^- (^tBSl: ^DD*;UA : n-^df 

■9-y=l : 1) l,ZXmmL. 5 - (5-^^j-H-2-7 
- 1 - (4-.X bdfi^'<.>'>'VU) -2H-rh7 

y-;i.8 8 m g mnmm^^t ixmrz. 

10 3-1 05r (n-'s^-^-ytT^^L) : 
NMR (400MHz, CDC I3 ) ^ppm 3.7 
9 (3H. s) . 5. 72 (2H, s) . 6. 6 
9 ( IH, d) . 6. 87-6. 91 (2H, 
m) . 7. 00 ( IH. d) . 7. 36-7. 3 
8 (2H, m) . 

[0142] (Ig3) 5- ( 5- (2- (4->'^ 

oyf-;i/-2-f-ry';;i') x.i--j]^) -2-^x- 

;W) - 1 H-xh^y-zt-cT)^^ 
5- (5- (2- (4-v^'n7'f-;U-2-f-Ty'J 
;P) xf-ciyL') -2-7 -1- ( 4 -.X h^r^-'s. 
yi^VP) -2H-Th7y-;Pi:4-v-^'oy^;P-2 
-x^:i;P^Ty-;Wl:|lifi0iJ 1 (!0Ig4 1 mmiz>m 
5- ( 5- (2- (4-i^^'^yf•;^-2-f•Ty 
U;w) x^-;u) -2-7y;^) -l - (4-p<h^>- 
'^yi^';!^) - 2 H -T h yY-iumn^^^m^t 

itjiCl 0 7— 1 0 8*C : NMR (400MHz, CD 

C I3 ) ^ppm 1 . 88-2. 10 ( 2H, 

m) , 2. 26-2. 4 1 (4H. m) . 3.6 

4- 3. 73 (IH. m) . 3.80 (3H. 

s) . 5. 74 (2H. s) , 6. 89 ( IH. 

d) , 6. 89-6. 92 ( 2H, m) . 6. 9 
9 ( IH. s) . 7. 14 ( IH. d) . 7. 
37-7. 41 (2H, m) . 
[0 14 3] (JM4) 5- ( 5- (2- (4-i^:7 
ay^)U-2-^7V'Vfl') Xf-x;U) -2-7^/1/) 

-iH—fb7y-;pco-&^ 

5- (5- (2- (4-i^^oyf-;l^-2-f-Ty'J 
Xf-:::;P) -2-7U;l/) -1- (4-^h^i^< 

yV)V) -2H-Tb7y-;P«rllte^l<^XS5i:|3I 

xv-^^^y) \ NMR (400MHz, DMSO- 
dg ) 5ppm 1. 86—2. 34 (6H, m) , 
3. 64-3. 73 ( IH. m ) . 7.41(1 
H. d) . 7.43 ( IH, d) . 7. 64 
(IH, s) : MS (FAB) m/z298 (M* 

+ 1) : TcS^i^ffiCnHnNs O^mWM, 
(%) C. 56. 55 : H. 3. 73 : N. 23. 
56. ji!l«fi(%) C, 56.22: H. 3. 8 
1 : N, 23. 86. 
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[0 144] [||JI«aj20] 5-(5-(2-(4- 

(XSl) S-ra^-S- (2- (4-^h^>"< 
-2H-Th5V'-;W-5-'f;l/) e'jv'yw 

3-rD^-5- ( lH-5-xh7VU/U) 
S:ll)5fi^Jlc^Xg3t|5l«{c3J!iaL. 3-7^0^-5- 
(2- (4-;^h^i^'<.>>''7l') -2H-xh7V-;P 
-5--<;W) \fUi^ymt:. 

11 3~i 1 S'C (lfl§B^Br§^« : ^PP7^;^A- 

n-^^-fy) ; NMR (400MHz, CDC 1 
3 ) *ppm 3. 80 (3H. s) . 5. 76 
(2H, s) , 6. 90~6. 93 (2H, 
m) , 7. 38-7. 40 (2H. m) , 8.5 
5 (IH. t) . 8. 75 (IH, d) . 9. 2 
6(1H. d) : Hm^VrmCuHnBrN^ Off) 
tmm i%) C, 48. 57 ; H, 3.49; N. 
20.23. m^m{%) C. 48.48; H. 
3.40; N, 20. 30. 
[0145] (IS2) 3— f;j-K-5- (2- (4 
-;<h=3fi^<y>'» -2H-f-b7V-/U-5-^ 

5 - ( 5-7'nt-2-^x:i;U) -1- (4-p<h^ 
i^Ky^Jfl') - 2 H -T h 9 V-zPSrHSfi^ 1 9 i: 
t^MIL. 3— f;i-H-5- (2- (4-^h^i^O 
v/l^) -2\i-rVyV-)V-5-^)V) m'Jy^m 
It, 

1 2 3-1 2 5*0 (SiSa^SH : :?on5^;PA- 
n—^^^y) ; NMR (400MHz. CDC 1 

3 ) ^ppm 3. 81 (3H, s) , 5.76 
(2H. s) , 6. 90-6. 93 (2H, 

m) . 7. 39-7. 41 (2H. m) . 8. 7 

4 ( IH. t) . 8. 80 (IH, d) , 9. 2 
8 ( 1 H, d) . 

[0146] (IS3) 5- (5- (2- (4-^^^? 
nyf-;|/-2-^7Vy;l') xf-ri;l/) -3-fUi; 
)V) -\ H-f-b7V'-;l/C7)-^^ 
3-^^h'-5- (2 - (4-^h=3f-^^yv;U) -2 
H-Th7V-yP-5— f!;i^>i:4->-^07' 

2 -x^ri;i.f-rV-;Ui:llffi0iJ 1 OIS4 b n 

MA 1 1 3-1 1 5°C (W&^Bmm : 9uuit-^)V 
A); NMR (400MHz. CDCI3 ) ^Ppm 

1. 87-2. 33 (6H, m) , 3. 65- 
3. 73 (IH. m) . 7. 57 ( (IH, 
s) . 8. 43 ( IH, t ) . 8. 73 ( IH. 
d) . 9. 20 ( IH, d) : MS (FAB) m 
/z 309 (M* +1) :7C^^^:pf<iC,5H,2N6 



SiOlWffi (%) C. 58. 43 ; H, 3.92; 
N. 27. 25. aa^fi(%) C. 58.44; 
H. 3. 68 ; N. 27. 25 . 
[0147] [^fieaj2 1] 5- (6- (2- (4-i^ 

^n7'f-;w-2-f-rV';;U) xf-r.;i.) -2-tU>'' 
;l^) -lH-xh7V-;P: 
(ISl) 6-7^0^-2- ( 1- (4-^ b^i/< 
yy;U) -iH-Th7V'-;i^-5— ^yi^) fji/'y. 

ai^ 6-^0^-2- (2- (4-^h^i^'<.:^i'' 
)V) -2\1-tYvV-}V-5-^IV) fUi^'yco-^^ 
6-7'ot-2- ( lH-5-Th7yU;P) tui/y 
^IIJIfi^JlOXS3i:|3Ii^tC«^t. 6-7*0^-2- 
(1- {A-ytV^i^<yV)V) -IW-TVyV-fV 

-5-4)V) \:^)=jy.m/ 6-ro^-2-(2- 

(4-^h^i^<yi^';P) -2\{-TVyV-)V-5- 

NMR(400MHz, CDCI3 ) 5ppm 3. 7 
6 and 3.79 (3H, each s) , 
5.79 and 6.10(2H, eachs), 
6.83 and 6. 89 ( 2H. d) . 7. 
40 and 7.44(2H, each d) , 
7. 57-7. 75 (2H. m) . 8. 17 an 
d 8. 30 ( 1. d) . 

[0148] (IS2) 6-^JrK-2- ( 1- (4 
-:^V-^>'Kyi;)V) -lH-rh7V-;P-5-'f 
;l.) h°Uxy. St>' 6-'fjJ-H-2- (2- (4-^ 
-2H-TVyY-)V-5-^)V) e 

±te. ru^m. mmmi9ff)Tm2bnmzm. 

6-^^H-2- ( 1- (4-^h^v<yi/;i^) 

-lH-rh7V-;P-5— f^l-) eUS/'y, St>' 6 
-'fjj-H-2- (2- (4-^h^>-<yv;w) -2H 
-Th7y-;l^-5— f;l') tUvySr. *«J3 : 2(?)^ 

NMR (400MHz. CDC I3 ) 5ppm 3.7 
6 and 3.79 (3H. each s) . 
5.79 and 6.09(2H. eachs), 

6.83 and 6.89 ( 2H. each 
d) . 7. 39and 7.44 (2H. eac 
h d) . 7. 38-7. 52 ( IH. m) . 
7. 78-7. 86 ( IH. m) . 8.17 an 
d 8. 3 0 ( IH, d) . 
[0149] (Xg3) 5- ( 6- (2- (4-i^^ 
uzr^)V-2-^TY'))V) x^^yU) -2-f'J>'' 
)V)-1- (4-;<hdri^^y>'» -IH-rb^V 
5- (6- (2- (4->'^nyf-;l^-2 
-^7VU;U) xf-ri;P) -2-\^^)vlV) -2 - (4 

-iih^>"^y'J)V) -2n-T\-yV-)Vffy^^ 
±fe. 3 '^m?- . HM^ 1 <^xg4 1 mkiizm. l . 

5- (6- (2- {A-'^9ufi-)V-2-i-7V') 



(33) 



iltra^l 0-1 9 5 063 



f\,)j:i--fV) -2-^^'J>'» -1- (4-^h^>' 
^yi^!U) - 1 H -r hyY-)l. m 5 - ( 6 - 
(2- (4->-:7o7'^;l^-2-^7V'JyW) x^:z 
;P) - 2- (4-;<b^£^<y>'» 

-2H-Th7^/-;USr, l^i: 2fi[%3 : 2<7>m^ 

NMR (400MHz. CDCI3 ) dppm 1. 8 
8~2. 10 (2H, m) . 2. 27—2. 45 (4 
H. m) . 3. 70 ( IH, m) . 3.75 
and 3.79 (3H. each s) . 5.8 
1 and 6.15 (2H. each s) , 
6. 82 and 6. 89 (2H, each 
d) , 7.02 and 7.08(1H. eac 
h s) . 7.4 1 and 7. 49 (2H, e 
ach d) , 7. 68~7. 72 ( 1 H. m) . 

7. 84~7. 92 ( IH, m) , 8.22 a 
nd 8. 32(1 H, each d); 7C^^$f 
fiCjgHjoNe 0S(7)ff^ffl (%) C. 64. 47 : 
H, 4. 70 ; N, 19. 61, M^iM. (%) 
C. 64. 36 : H, 4. 76 ; N. 1 9. 78. 
[0150] (IS4) 5- (5- (2- (4-i^^' 
or^/W-2-f-r^^U;P) Xi--)],) -2-fUi; 

MA 1 6 2 - 1 6 8*C ( nU^am^ : X-x^U- n - 
^^^-^y) ; NMR (4 0 OMHz. DMSO-d 
6 ) Sppm 1. 88~2. 13 (2H, m) , 
2. 34~2. 42 (4H, m) . 3.72(1 
H. m) . 7. 60 ( IH, s) , 7.68 

(IH, d) , 7. 94 (IH. t) , 8. 10 

(IH, d). 

[0151] [|IM««22] 5-(6-(2-(4- 

r^T/U/P) - lH-ThyY-)V : 
(Xm) 6-7-feh^i— 2- (1- (4->h^ 

i^Ky-jji') - 1 H-r h9V-;i'- 5 — ^yY 

e-7-th^iy-2- ( lH-f-h^V-;L'-5--f 

;^) <yyf-Ty->i/2r^63j 1 ioxs 3 1 ^m^znm 

6-r-feb^i^-2- (2- (4-^h^z^^yi^ 
-2H-xb7V-;l^-5-'f;l<') Kyy^rV- 

MA 14 4~148'C (feSttS^*) : IRvmax 
cm-i 1754: NMR (4 0 OMHz , CDC 1 

3 ) ^ppm 2. 36 (3H. s) . 3. 80 
(3H, s) , 5. 80 (2H. s) , 6.9 
1 (2H. d) . 7. 28 (2H, d) . 7.4 

4 (IH. d) . 7. 74 (IH. d) . 8. 1 
9(1H. d) : MS(FAB)m/z 382 



(M* +1) ;7C^^J-*ffiC,8Hi5N5 O3 S(Osmm 
(%) C, 56. 68 ; H, 3. 96 ; N, 1 

8.36, iJSffl (%) C, 56. 73 ; H. 

4.04: N, 18. 55. 
[0152] (IS2) 6-\z\iU^z^-2- (1- 
(4-^h^v^yj^Ol/) -lH-7-h^Y-J\^-5- 

^)V) KyYi-7V-JV(7)^^ 

6-T-feh^v'-2- ( 1- (4-.X h^'y<y=J>i') 

- 1 H -f h 7 V-;w- 5-^)V) KyV'i-rY-jve 

6 8mgSrTHF20mlt?gifL-. 0. 2 5N7j<®'fk 
■TV') ^J>^Mm 1 0 m 1 & Jdx . SfiT4 B#Mf L 
0 . 2 NigB?3 0 0ml ll^r. *fai ttz 
^ik^m. m^k. mSkL. 6-tHndfS/-2- 
(1- {A-^Y^-y^yi^)V) -1H-Th5y-;P 
- 5 — f ;P ) KyY^7V-lV 5 9 4 m g lrll^&«i*i: 

17 7-180-0 (^^Btt^^*) : NMR(4 
OOMHz, DMSO-de ) 8ppm 3. 75 (3 
H, s) , 5.98 (2H, s) , 6.98 
(2H, d) . 7.07 (2H, dd) . 7. 
44 (2H. d) . 7. 50 (IH. d) . 
7. 96 (IH. d) . 10. 13 (IH, 
s) ; MS(FAB)m/z 340(M*+1): 
7C^^^€C,6Hi3N6 O2 SCOthSffl (%) C. 
56. 63 : H. 3. 86 : N, 20. 64. M 
S€(%) C, 56.26: H. 3. 98: N. 
20. 31. 

[0153] (IS3) 2- ( 1- (4-^h=Jf>"< 

y'j)V) - 1 H— f^7V-;^- 5— ^;^) ^yv^r 

V-}V-S-A}V) Y'>)-7)\/i!u:^9y7.tV'7ic%-Y 
6-hHD^v-2- (1- (4-^h^i^'<.y>'';U) 

- 1 H -T h yV-)\^- 5 — ;u ) KyY^rV-iv 5 

9 4m gai^Xf-^l^v-M y TD tf >l/T 5 y 1 m 1 
^^l^y 1 0 m 1 {zmmL. - 7 8°C-CWT{C h 'J 7 

;i'^op<:7y:^7*yg!il*tio . 44mi$-Jnx;t. 
RIEJK^ $ t> t:Slfl-C 1 5 0 . 2 NSS! 2 

5 0ml tear. PiEXf-^U-CttiULfc. tttB?gS: 1 N 

;{^7A^nVh/77-f- (}iai?R: n-^^1^y-B 
^x^;U=5 : 1 ) \,ZXnmL. 2- ( 1- (4-^h 
sJrx'^yi^Vl/) -lH-rh7V-/l/-5--^;U) 

h 5 4 6 m g LX%fz. 
Wj^. 115~116*C: NMR(400MHz.C 
DC I3 ) 5ppm3. 80 (3H, s) , 5.8 
5 (2H. s) . 6. 91 (2H. d) . 7. 4 
5 (2H. d) , 7.47 ( IH. dd) . 
7. 93 ( IH. d) . 8. 27 (IH, d) : 
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MS(FAB)m/z 47 2 (M*+1); Itm^ 
^ffilCnHizFg N5 O4 S2 (7)ltStfi(%) C. 4 
3.31; H, 2. 57 ; N, 14. 86, fflS 
ffi (%) C. 43. 58 : H, 2. 68 ; N, 1 
5. 11. 

[0154] (IS4) 5- (6- (2- {4-vi!' 
nrf-;l/-2-^TV'j7P) xf-:i;P) KyYi-7V- 
)i'-5--<)i') -1- (4-;<h=^-v"<.yi^;U) -IH 
-■ rh^V-yUi?)-^^ 

2 - ( 1- (4-.><h^>"<.y>'';l') - lH-f-h7V' 

;l/3fQ^:J'yx;l/7*^^-h4 7 Img. a-^-ftH-^ 
19mg. at^t':^ (h'j7x::^;l/7:rX7'f y) >''?7 
'J-^J^ [2] i-'^nU h'3 5mgt:h'JXf-;P7$y 
0.2ml JttXDMF 5m 1 tUt. gS^sST. MiS 
•C 1 Uz . ^JSl:; 4 - i^^' o T'f-yP- 2 -X 
^-;Wf-rV-;l/2 4 5mg SrJot . 9 0'Cf4^|SHS 

?taf^, Kim^ 1 NSK2 5 0ml 

tiJmftt: 'J ^OUJrfflv ^it 7 A J? n V h 7 >f 
- (?f aj?S : n-^^^y-mm:^i-)\^=4 : 1 ) tC-C 
5- (6- (2- (4-i^7o7'^;l/-2-f- 
r/U/W) xf-::^yU) Ky^/^TY-)\^-5-^ Jl') - 
1- (4-;<h=¥i/<y>'>) -1H-Th9y'-;1'3 

161°C: NMR (400MHz. CDC 1 
3)^ppm 1.91~2. 12(2H, m), 
2. 28~2. 43 (4H, m) . 3. 71 ( 1 
H, m) , 3. 80 (3H. s) . 5.83 
(2H. s) , 6. 91 (2H, d) , 6.9 
9 (IH, s) , 7.45 (2H, d ) , 7 . 7 
4 (IH. dd) . 8. 19 (IH. d) . 
8. 2 1 ( IH, d) . 

[01551 (IS5) 5- (6- (2- (4-i^:7 
n7'^;i'-2-^TVU;u) x^^/i') -2-^yVf- 
ry U/i^) - 1 H-r h9V-;WfO-g-^ 

5- (6- (2- (4-i^707'^;P-2-^TV'; 

x^-;i/) A:.yy^ry-;P-5--^;u) - 1 - 
(4-^h=Jfx'<y>'Vt') - lH-rb7y"-;U5rllM 
011 1 ff)Xm. 5 |5l«(:j!!^ t . 

St^ 2 2 5~2 2 7-C (S^^B?§« : ^DO;^;W 
A); NMR (400MHz. DMSO-ds ) 5p 
pm 1. 90~2. 04 ( 2H, m) , 2.22 
~2. 32 (4H. m) . 3. 69 ( IH. 
m) , 7. 57 (IH, s) . 7. 89 (IH, 
d) . 8. 25 ( IH. d) . 8. 65 (IH, 
s) : MS (FAB) m/z365 (M* +1 ) ; 

mmmcniin^e Si (7)smm (%) c, 5 



6. 03: H. 3. 32; N. 23. 06. 

m (%) C. 55. 79 ; H. 3. 35 ; N. 2 

3. 06. 

[0 156] [IIJS0IJ23] 5-(5-(2-(4- 
i^^'ny^;l^-2-f-Ty'J;P) x^x;u) -2-Ky 
Yt^-^-Y U;P)-1H— fb7 y-;i^ : 

(Igl) 5- (2- (4-i^^Dyf-;U-2-^7 
y'>J;l.) x^:i;l.) -2 - (2- (4-.X h=3fv'<>i^* 
fU) - 2\{-'fVyV-)V-5-4 }V) KyY:^^'fY 
-)V<rt^^ 5-'f^H-2- (2- (4-^h^v< 

yi/;w) -2H-xh7y'-;P-5— ^;u) '^^yV:*^ 

■^^y-;^^llM0|J 1 OXS4 1 nmi>zm. u . 5 - ( 2 
- (4-^/^'^y■f/^-2-^ryu;^) xf-::i;w) - 

2- (2- {A-^V^=y<y'J)V) -2}\-fVyV 

iyri78~180; NMR ( 4 0 OMH z , CDC 
I3 ) *ppm 1. 92—2. 11 (2H, m) , 
2. 28~2. 40 (4H. m) , 3.71(1 
H, m) , 3. 80 (3H, s) , 5. 85 
(2H, s) . 6. 92 (2H. d) , 6. 98 
(IH. s) . 7.45 (2H. s) . 7.7 
6~7. 7 1 (2H. d) . 8. 10 ( IH. 
s) . 

[0157] (IS2) 5- ( 5- (2- (4-S^^ 
ny^;l^-2-f-7y';/U) xf-:^;!/) -2-<yy;t 

'J ) - 1 H - r h 7 Y~)V(7)^^ 

5- (2- (4-x^py^;p-2-^Ty';;p) x^ 

-)V) - 2- (2- {A-^V^'^^yi/)V) -2H- 

Th7y-;i^-5— ^;u) '^yy3j-=^-!ry-;i^^r, Ute 

226~229°C (de c omp. ) ; NMR 

(400MHz, DMSO-ds ) .^ppm 1. 84 
~2. 06 (2H, m) , 2. 20~2. 34 (4 
H, m) , 3. 68 ( IH, m) , 7. 54 

(IH, s) , 7. 84 (IH. dd) , 8. 0 
4 ( IH. d) . 8. 29 ( IH. d) ; MS 

(FAB)m/z 34 9 (M* +1); TxM^^ 
ilCuHizNe OSa)tmm.{%) C, 5 7. 13; 

H, 3. 67 ; N. 23. 52, Sy^ffi (%) 
C. 57. 55 ; H. 3. 54 : N, 23. 33. 

[0 158] [IISIM24] 7-(2-(4-i/^n 
:r^)V-2-^7V^})V) X.^~}V) -3 - (IH-r 
h7y-yt/-5— f;l^) -4H-b-Uh' [1. 2-a] 

try5>'*y-3-:ty : 

(ISI) 7-yo^-3- (2- (4-^h^v"<. 

y>-» -2H-rh7y-;p-5— ^/u) -4H-e 

'J H [ 1 . 2 - a ] t'U S i^'y- 3 -:^yiO-^fiK 
2-r5>'-5-yo^tfJvy3. 57g&l/X^;P 
3-i^Vf-;l'r5y-2- (2- (4- (^h=afi^< 
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yS/;U) -2H-ThyY-JU-5—( )\^) T^^JJVm 
7. 9 4g$:7'nf3j-yig3 0in I't'. BBraSMSS 
RJt«&7K3 0 0ml izm\ WaiL^iS^BSr^ 

-;l/=200 : 1 ) IZX^mi. y-yu^r-B- (2 
- (4-P<h^i^<yx» -2H-Th7y--'l^-5 
-^yl/) -4H-h-'JK [1. 2-a] h-US^-'y-B 

MA 172~175*C; IRi/maxcm-i 170 
6: NMR (400MHz, CDC I3 ) 6-ppm 
3. 79 (3H. s) . 5. 82 (2H, s) , 
6. 88~6. 9 1 (2H, m) . 7. 41~7. 
43 (2H, m) . 7. 67 (IH, d ) , 7. 
90 ( IH, dd) , 9. 22 (1 H. s ) , 
9. 38(1H, d) ; MS(EI)m/z 41 
4 [ (M* + 2) +1) ] . 412 [ (M* ) + 
1) ] ; TiM^mmCnHisBrNs (DfmiS. 

{%) C, 49. 4 1 : H, 3. 1 7 ; N. 2 
0. 34. ffl^ffi (%) C, 49. 24 : H, 
3.24; N, 20. 39. 

[0159] (Ig2) 7- (2- (4-S^^o:^f- 
)]/-2-'^rV^))V) X.^-)V) -3- (IH-f h7 
y-ZW-S-'f/l/) -4H-ey H [1, 2-a] tf'J 

7-yn*-3- (2 - (4-;<h^>"<.y>'Vk) -2 
H-Th^V-Zlz-S-^/P) -4H-fi; h' [ 1 . 2 
-a] h*>JSi^'>'-3-:ty4 1 3mg. A-i/^u^ 
^)V- 2 -x^r:;^f-TV-;^ 1 6 3 m g . plgA'^ i'' 
•^A [2] 2 2mg. Sl>'M;7x::^;l^75rX7-f y5 
2mg5rh'Jx^;l.T$y2 0ml>ti. 4B$rBWPMl^ 
L7t. S:ii5?K&lg^t. i?OQ*;UA5 Om 1 iMtX 

00:1) t^Ti^SlLi^m. ffi^it^^^-yrUyr^fifcW 

!il^^tim±ffiS^-tl. ^ ^< , IIJfe«FiJ 1 COI^ 5 i: III 
U . m!lk 1 0 5 m g SrisJ^HfeMfHttS^* LT 

>3 0 or (SlSS^ii : ^UUTt^Jkl.- n -'^ 
: IRj^maxcm-i 1706; NMR 
(400MZ, DMSO-dg ) Sppm 1. 84~ 
2. 32 (6H. m) , 3. 65~3. 73(1 
H. m) , 7. 61 (IH. s) . 7.80 
(IH, d) , 8. 09 ( IH, d) . 8. 94 
(IH, br s) , 9. 34 (IH, s) ; 
MS(FAB)m/z 376(M* +1); TtM 

mmc,^Hl3N^ osm%m{%) c, 57. 5 

9 ; H. 3. 49 ; N, 26. 12. Sl^ffi 



(%) C. 57. 95 : H. 3. 40 : N. 2 
5. 93. 

[0 160] [^Jfip!|25] 5-(5-(2-(4- 
i^i'\:iyi-JU-2-i-7Y0fl) Xf-a;l^) -2-Ky 
y [ b ] f-X-;I^) - 1 H — f h y^-fl- : 

ixmi) 5- (5-yot-2-'<yV [b] ^x 
- 2- (4->h=^ri^'<.y>'Vl^) -2H-rh7 

5- (5-rnt-2-'<.yy[b] f-xri;l') -IH 

- (5-7'ot-2-'<.yV [b] ^x-;l/) -2- 
(4-;<h^v"<.>'xVl/) -2H— fh^V-yl'lr^ 

Si^ 14 0~142-C (B^a^ii: ^'an4^;UA- 
n-A.df.-ify) ; iRj/max cm"' 30 80, 2 8 
40. 1614. 1584. 1538. 1516; N 
MR (400MZ. CDCI3 ) ^ppm 3.81 

(3H. s ) , 5. 7 5 (2H, s ) , 6.90 
~6. 93 (2H, m) , 7.39-7.41(2 
H. m) . 7. 48 ( IH. dd) . 7.73 

( IH. d) , 7. 96 ( IH. s) . 7.98 

(IH, d) ; MS(EI)m/z 402 [(M 
' +2) +1] , 402 [ (MM +1] ;7CS^W 
<iCi7Hi3BrN4 OSm%m(%) C, 5 0. 8 
8; H, 3. 27 ; N. 13. 96. SJ^M 

(%) C. 50. 57 ; H. 3. 27 ; N. 1 
3. 91. 

[0161] (I=g2) 5- ( 5-'f^F-2-<y 
V[b] f-x:!/!-) -2- {4-^h^i^Ky'J)U) - 
2H— fh7V-;WO-^^ 

5- (5-rn^-2-<yV [b] f-x-;l/) - IH 
-r h 7 y->l-S:*!ifi?iJ 1 9 2 1 |5iatJ!ia L . 
5- (5--^:tK-2-<yy[b] i-X.-Jl-) -2- 
(4-;^hdfi^'<.y>'» -2H-r^7V-;^Sr^l 

1 3 1~1 34'C (g^^iiji : i?nn:i^/UA- 
n-A^dfi^y) ; NMR(400Mz. CDCI3 ) 
S-ppm 3. 80 (3H. s ) , 5.75 (2 
H, s) , 6. 90~6. 92 (2H, m) , 
7. 39-7. 41 (2H. m), 7. 66~7. 
60 (2H. m) , 7. 94 ( IH. s ) , 8. 
1 9 ( IH, s) . 

[0162] (Ig3) 5- ( 5- (2- (4-i^^ 
ay^-fi'- 2 -f-rVD/P) - 2 -KyY 

[b ] i-X-)U) - 1 H-Th9V-;K0-&^ 

5- (5->f3!-H-2-'<.yy'[b] ^x-71.) -2- 

(4-;^ h^i^'<.y>'';l/) -2H-rh7y-;l^i:4- 
v^' Dy^;l^- 2 -xf-:i;Wf-7y-;l/S:|IS6^ 1 <?5X 

tiKimmthZt =5: < . 1 OIS 5 i:lM4 
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ibt 2 4 1~2 4 4'C ^'oa^^^WA- 
XrJ'y-ZP) ; IRvmax cm-i 2208, 1 58 
4, 1 532. 1 504; NMR(400Mz, DM 
SO-ds ) ^ppm 1. 85—2. 34 (6H. 
m) , 3. 64~3. 73 (IH, m) , 7.5 
4 (IH. s) , 7.71 (IH, dd) , 8. 
20 (IH. s) . 8. 24 (IH, d) . 
8. 41(1H. s) ; MS(FAB)m/z 3 
64 (M* +1) ; 7cS^*f<iCi8H,3N5 Sj <r> 
fUCffi (%) C. 5 9. 48 ; H, 3.60: N. 
19. 27, {%) C. 59. 21 ; H. 

3.70: N, 1 9. 3 1 . 
[0 163] [|l5fe0iJ26] 5-(6-(2-(4- 
v'^nyf-;P-2-f-Ty'Jyl/) xf-^;P) 
y-2H-'<.yy tf7y-3-'f;i') -iH-xh^V 

iXmi) 5- (5-ru^-2-^='fy-2H-'^ 

yyh-9y-3--f;w) - i- (4-.X h^r^-A^y^' 

-iH-xh7V-;K 5- (5-:?'o^- 
2-3j-^y-2H-^yve7>'-3-'f;w) -2- 

(4-^h=3fi^'<.y>^;P) -2H-Th7y-;l'^0-&^ 
5- {5-^x^^-2-t^y-2U-KyY\^yy- 
3 /P) - 1 H -r b 7y-/l.5:^jSI^J 1 <^lM3t 

nmz.>mh. 5- ( 5-^0^-2 -:t^y- 2 h- 

A^yy-f 5>-3-^;l.) -1- (4-^h^i^<yv 
-IH-f h7y'-;K ai/^ 5- (5-7n^- 
2-:t^y-2H-<yyf7y-3--f;t') -2- 
(4-;<h^i'^y>'» -2H-fh7y-;U$-l 

: 2fi^ 1 : 1 (nm^t LX%tz> 
I Ri^Biax cm-i 2840, 1 750, 1 722, 1 
614. 1606. 1568. 1516: NMR (4 
OOMz.CDCla )^ppm 3. 68 and 
3. 80 (3H, each s), 5.76(1 
H, s) , 5. 81 ( IH, s) , 6.7 1- 
6. 74(1H. m) . 6.89—6.92(1 
H, m) . 7. 06~7. 08 ( IH, m) , 
7.29 and7. 31(1H, each d), 

7. 40-7. 42 ( IH, m) . 7. 65, 7. 
70,7.75 and 7.76(2H, each 

m) , 7. 99 ( 1/2H. s) . 8. 58 ( 1 
/2H, s) : MS(FAB)m/z 414 
[(M*+2)+l],412[(MM+l]; TC 

iit«-*ffflCi8Hi3N4 Br03 mnm. (%) C, 5 

2.32; H, 3. 17 ; N, 13. 56. 

ffi (%) C. 5 1. 93 ; H, 3. 24 ; N. 1 

3. 38. 

[01641 (IS2) 5- (6- (2- (4-i/^' 
2H-<yytf7>'-3->f;l') -lW-Th3V-)V 



Y-f^y^mmm i ^x@4 1 R^^^^aa t , # i^tut 
1 coiM 5 i: mmm. mmmt:, 

>3 0 ox: mt^^B^U : ^^^;^;^i^-n-^ 
=Jr-9-y) : IRt^maxcm-i 2980. 2944, 
221 6, 1742, 1708, 1622, 1606. 
1578.1504: NMR ( 4 0 OMz . CDC 1 
3 ) ^ppm 1. 87-2. 33 (6H, m) , 
3. 63-3. 72 ( IH, m) , 7.51(1 
H. d) , 7. 54 ( IH, s ) . 7.85 
( IH, dd) . 8. 20 < IH. d) . 8. 
53 (IH. s) ; MS(FAB)m/z 376 
(M* +1) : 7E^**f<iCi9Hi3N5 O2 mn 
m (%) 0,60.79; H. 3. 49 ; N. 1 
8. 66, mm (%) C. 60. 47 ; H. 
3.52; N. 18. 6 1. 
[0 16 5] [|U4^J27] 5-(5-(2-(4- 

v;J'oyf-;^-2-f■Ty'J;^) x^jiyp) -2-Ky 

y [b] 7U;l/) -lH-f-hyY-)\^: 

iXni) 5- (5-7'P^-2-<yy [b] 7U 
;l/) -2- (4-^h^i''^yv'Vl') -2H-rb7y 

5- (5-yn^:-2-<yy [b] 70)U) -IH- 

Thy Y-)Uimm 1 <^Xg 3 lal^tjifta t , 5 - 

(5-yDt-2-'<.yy [b] 7U;i^) -2 - (4- 

:^h^i^<y'Jf\^) - 2H-Th^'/-/Ui%tz, 
WA 14 3-145X: (S^^Bj^iE: ^oa;^;PA- 
X-f-y>) ; NMR (400Mz, CDC I3 ) dp 
pm 3. 79 (3H. s) , 5. 78 (2H, 
s) . 6. 90 (2H. d) . 7.4 1 (2H, 

d) , 7. 43 ( IH s) . 7. 47 ( IH, 

s) , 7. 79 ( IH, s ) . 
[0166] (XS2) 5- ( 5-<^K-2-^y 
y [ b ] 7 'J;W) - 2 - ( 4 -p< h^i^Ky'J)U) - 2 

5- (5-ynt-2-'<.yy [b] 7';;i/) -2- 
(4-^h^i^Ky=J>l) -2li-ThyY-JUmmm 
19<7)XU2tmmi>zmmL. 5-(5-^:tH-2- 
^yy [b] 7U;l/) -2- (4-^hdf->'<yi;';W) 

-2H-Th7y-;PSr#!t. 

it4 1 3 6 - 1 3 8'C ( S^H^Bi§^S5 : X-r^U-^^'r 
■9-y) ; NMR(400Mz, CDCI3 ) ?ppm 

3. 80 (3H, s) . 5. 78 (2H. s) . 

6. 90 (2H, d) . 7. 37 ( 1 H, 
d) . 7. 41 (IH s) , 7. 41 (IH, 
d) , 7. 63 ( 1 H. dd) . 8.00(1 
H. d) . 

[0167] (IS3) 5- (5- (2- (4-x^ 
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[b] 7U;U) -2- (4-^h^J^'<.yx» -2H 

5- (5— f;i-H-2-'<.yV [b] 7'J;U) -2- 
{A-yih^i^^yJjU) -2U-f-hy'/-)l't4- 

S4t|5l^t:MaL. . 5- (5- (2- 
yf-;P-2-^Ty'J;l^) xf-z:;!/) -2-'<yV 
[b] y^))V) -2- (4-^h='fv'<.y>?^l/) -2H 

1 54~ 1 5 5°C (SMb^b?S^ : ^ooT^ykA- 
X— f;P) ; NMR (400MZ. CDC I3 ) 
pm 1. 89-2. 1 1 ( 2H, m). 2.28 
~2. 43 (4H, m) , 3. 70 ( IH, 
m) . 3. 80 (3H, s) , 5. 79 (2H, 

s) , 6. 9 1 (2H, d) . 6.95(1 
H, s) . 7. 42 (2H, d) . 7.49 
(IH, s) . 7. 60 (2H. s) . 7.92 
(IH, s) . 

[0168] (IS4) 5- (5- (2- (4-v;? 
o7'-f;l/-2-^rVU;l') x^-;W) -2-'<.>'y 
[ b ] 7 'J ;P ) - 1 H -X h 7y-;uo^^ 
5 - ( 5 - (2- (4-i/^'o7"^;U-2-f-ry'; 
x^::^;!^) -2-'<yy' [b] 7U;P) -2- (4 
h=5f i'O'i^VU) -2H— fh7y-;l'$'ll*fefi»Jl 

<7)ig 5 1 [Bi^icMa t . ^Mti^fff^ . 

St^l 2 0 7~2 1 2'C m^^^m : x:?/-;^^-^' 
UUif^)\/J^-n-^^-^y) ; IRi/max cm-i 2 
216: NMR (400MZ, DMSO-ds) *P 
pm 1 . 85~2. 06 ( 2H, m), 2.19 
—2. 52 (4H, m) . 3. 68 ( IH. 
m) . 7. 53 (IH. s) . 7. 74 (IH, 

d) . 7. 77 (IH. s) . 7. 88 ( 1 
H, d) , 8. 16 (IH, s) ; TC^^^fffi 
CisHisNj OSm%m{%) C, 62. 23: 
H. 3. 77 ; N. 20. 16. ffl^ffi (%) 
C. 6 1 . 95 : H, 3. 96 : N. 20. 1 0. 
[0 1 69] [|IM^]28] 5-(7-(2-(4- 
>-:5'oyf-;P-2-^TyU;l') x^-;P) -A-it^ 

(isi) x^;p 5- (4-?r=3fy-7-hy7;i^ 

;to;< ^' yx;i^7 * i^- 4 H -<y ytf 7 y- 

Xf-yl. 5- (7-t b'odfi^-4-:t^y-4H-'^ 
yY^yy-2-^fU) /j)l':f^^i^U-hi:mm2 2 
<7)XS3 i: ISIStC^HL. x-?-;P 5 - ( 4 -rt^'f V - 
7;P^o^ >-;?.;l'7 * ~)V^^i/-A H -'^ 

MA 1 2 5~1 2 7*C (SJg^iSJI : iJ'on;^;!/^- 
n-^^-^y) ; IRumx cm-^ 2 216; NM 



R (400MZ. CDC I3 ) 5ppm 1.45(3 

H, t) . 4. 48 (2H. q) . 7.15 
(IH, s) . 7. 37 (IH. dd) . 7. 5 

9 ( IH. d) . 8. 31 ( IH. d) . 
[0170] (Xg2) xf-;P 5-(7-(2- 
(4->'i?oyf';i/-2-^ry'J;l') x^-;l-) -4 

-i^^V-AY\-Ky^/\^yy-2-MV) ijlVif^^i^ 

Xf-;P 5- (4-:t^y-7-hU7;l/:to;><:J':y;?. 

;1^7:j--;l'jj-^>'-4H-'<.yyt°7y-2— 

h 1 4 - n7f-;P- 2 -xf-:z;l/f-7 

y-^p2:ii5iifi?ij 1 iox@4 1 nmzm. t . x^;i/ 5 
- (7- (2- (4-j^:?oyf-;p-2-^ryu;i') 

x^r:;l/) -4-^^y-4H->^yyt7>'-2— ^ 

MM. 1 3 8~ 1 4 rc mm^mm ■. x-ryi^- n - 

^^-^y) : NMR (400Mz. CDC I3 ) Sp 
pm 1.44(3H. t). 1.91-2.43 

(6H, m) , 3. 68~3. 76 ( 1 H, 
m) , 4.47 (2H, q) . 7. 04 ( IH. 

s) . 7. 1 3 ( IH, s ) . 7.6 1(1 
H, dd) . 7. 82 ( IH. d) , 8. 18 

(IH, d). 

[0171] (XS3) 5- (7- (2- (4-i/^ 

nyf-;i/-2-^Ty';;p) x^ri/t.) -4-:t^y- 

AH-KyV\^vy-2--^)V) ij)Vif^ym.c^^^ 
5- (7- (2- (4->'^nyf-;l^-2-f-Ty'J 
)V) xf--;u) -4-jrdry-4H-'<.yyh°7>'-2 
— f;U) ;!j?;l';Kdfi/Wh2 2 8mgRt^4Uir*3!5'fh 
y'>i.2 3 0mg{;:x^y-;H Om 1 SZ/tKI m 1 S: 

m 1 S: jDi. . 1 nm^^iMLX p H 3 {CPS t/c. $f ffi 

WA 240~243°C (decomp. ) ; IRu 
naxcm-i 2216, 1734. 1654: NMR 
(400MZ, DMSO-dg ) 5ppm 1. 87— 
2. 32 (6H, m) , 3. 65~3. 73(1 
H, m) . 6. 96 ( IH. s) . 7.62 
( IH, s) . 7. 76 ( IH, d) . 8. 08 
( 1 H, s ) , 8. 09 ( 1 H, d) ; MS 
(FAB)m/z 3 52 (M* +1); im^Vx 
ffiCigHiaNO* S • I/4H2 Om%^ (%) C, 
64. 12 : H. 3. 82 : N, 3. 94, SOS 
m. (%) C, 64. 29 : H. 3. 83 : N. 3. 
81. 

[0 172] [a5fifi?y29] 5-(5-(2-(4- 
'y9uf^)V-2-^7V^})V) X.i-=.)V) - 3-Ky 
y [b] f-X-^W) -1H-Th5y-;I^: 
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(Igl) 5- (5-<Jt-H-3-OV[b] f-x 
-fU) -2- (A-^th^i^Ky'Jil') -2H-rh7 

5- (5-> f jJ-K-3-'<yV [b] f-x:::;!.) -IH 
-rh7y-;P$-^fi?yi<7)Xg3fc|pI«C3!PIL. 5 
- {5-^^V-3-<y'/ [b] ^x-;U) -2- 

^. 

134-13 6'C(Si^a^§*l: ^oo*;WA- 

; NMR (400MZ, CDC I3 ) 
5ppm 3. 80 (3H. s ) . 5.80(2 
H, s) , 6. 91-6. 94 (2H, m) , 
7. 42~7. 45 (2H. m) , 7. 64 ( 1 
H, d) , 7. 70 ( IH. dd) . 8. 27 

(IH, s) . 9. 09 (IH, d) . 

[0173] (XS2) 5- (5- (2- (4-i^^ 
o7'f-;P-2-^rVU/W) xf-::.;W) 

[b] f-x.-)U) -2- (4-^h=3r>'^yj^;U) -2 

5- (5— f;tH-3-<yV [b] ^x:::^l/) -2- 
(4-^b^>-0'i^» -2H-rb7V-/l'i:4- 
ny^;!/- 2 -:i:f--JUi'TY-)i'im[m 1 «?)X 
S4i:I3|«t:^aat. 5- (5- (2- (4-=^^^^ 
i-lV- 2 -^TV'J/P) xf-ri;l/) - 3 -Oy [ b ] 
^au-jV) -2- (4-->{h^v-^yi^';l') -2H-T 

NMR (400MZ, CDC I3 ) appm 1.95 
~2. 12(2H, m) , 2.30-2.41(4 
H, m) , 3. 67~3. 75 ( IH. m) , 
3. 79 (3H. s) , 5. 83 (2H, s) , 
6. 91~6. 93 (2H, m) , 7. 44~ 
7.46 (2H, m) . 7. 62 ( IH, d 
d) , 7. 89 (IH, d) , 8. 37 (IH, 
s) , 8. 99 ( IH, d) . 

[0174] (IS3) 5- (5- (2- (4->'i? 
ny^;W-2-^7V'U;P) x^ri;i.) -3-'<.yy 

[ b ] ^x.=,)V ) - 1 H -r h '7V~)Vffy^^ 
5- (5 - (2- (A-i/^uf^)V-2-^7Y^} 
;W) x^-;l/) - 3 -'^yy [ b ] - 2 - 

(4-^h^S/'<yi'» -2H-rb7y-yl^5r^ 

mA 1 2 5 - 1 2 7*0 (Si^a^ii : i?DO*;UA- 
n-^df-^y) : I Ri/max cm-i 2212; N 
MR (400MZ, DMSO-dg ) 5ppml. 90 
~2. 08(2H. m) . 2.28—2.32 (4 
H, m) , 3. 64—3. 72 ( IH, m) , 
7. 54 ( 1 H, s) , 7. 75 ( IH, d 
d) . 8. 28 (IH. d) , 8. 67 (IH. 

s) , 8. 93 (IH. d) : MS (FAB) 
m/z 364 (M* +1) ; 7C3R^«ffiiC,8H,3N 



iStm%m.(%) 0.59. 48: H, 3. 6 
1 : N, 19. 27, m^m. (%) C. 59. 4 

4 : H. 3. 40 ; N, 1 7. 1 3. 
[0 17 5] [»fefi?ij30] 5-(3-(2-(4- 

i/'^'ny^;U-2-f-TyD/l') x.^-JV) - 

y [b] f-X-;U) -IH-f h^y-/U: 
(Xgl) 5- (3-^^b'-5-^yy [b] f-X 

-)V) -2- (4-^ b^i^^yvVW) -2H-Th7 

y--;KO^iS 

5- (3--^:tH-5-'<yy [b] f-x-;U) -IH 

-r h yv'-)Vimm\ 1 coxa 3 1 nm^zm. t . 5 

- (3— f^h'-5-'<yy [b] ^X3:;l.) -2- 
(4-^h^i^'<.yi^» -2H-Th7y-;l^S:# 

®L#. 1 5 5-1 5 7r (SSb^b^^ : 9r3Ut^)VA- 
n-A.df-y-y) ; NMR(400Mz, CDCI3 ) 
5ppm 3. 80 ( 3H, s ) , 5.77(2 
H, s) , 6. 90-6. 93 (2H, m) . 
7. 41-7. 43 (2H, m) , 7. 67 (1 
H, s) , 7. 94 ( IH, d) , 8. 1 6 

(IH, d) . 8. 52 (IH. s) . 

[0176] (Xg2) 5- (3- (2- (4-i^:7 
uf^)V-2-^7V^))V) x^-;l/) - 5 -KyV 

[ b ] ^Ji-)V) - 1 H-T VvY-)i'<r)^^ 

5- (3-'f^h'-5-^yy [b] f-x-^P) -2- 

{A-yiV^l/Kyiy)V) -2U-TVyV-)VbA- 
nyf-;l.- 2 -x^ -;Pf-7y-;l^$:llllfifiaJ 1 ^OX 
g4i:™c^rat. 5lg^M#IIM0iiliOXS5tl5l« 

1 9 5-1 9 7°C (SiSa^jSE : ^oo*;WA- 
n-'v^-ty) ; I Ri/max cm-i 22 12; N 
MR(400Mz. DMSO-de ) ^ppml. 88 
-2. 05(2H. m) . 2.21-2.36(4 
H. m) . 3. 67-3. 75 ( IH. m) . 

7. 60 ( IH, s) . 8. 16 (IH, d) . 
8. 38 ( IH. d) , 8. 58 ( IH, 

s), 8. 62(1H. s) ; MS(FAB)in 
/z 364 (M*+1); 7C«^W€Ci8 HjaNj 
S2 • H2 OtfOfi-S:® (%) C, 5 8. 04 ; H, 
3.79; N, 18. 80. il^ii (%) C, 5 

8. 28 ; H. 3. 56 ; N, 18. 67. 

[0 177] [^IfifiajSl] 5-(6-(2-(4- 

i^^uyi-)v-2-^rv^})V) x.t-)V) -2. 4- 

'M^V-l. 2. 3. 4-rN7tHo^:^yt)y- 
3-^)V) -IH-f h^y-ZP: 

(XSi) N- (1- (4-^h^>"\y>'';u) -1 
v-^yX7^Y.RU n- {2- u->^v^y< 

y'yfU) -2-Y\-TVyY-)V-5-^)V) -2-7 
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N- ( lH-Th7y-;P-5->f;U) -2-75/- 
5 — f 7f K -KVXT 5 V ^mMm 1 iOlS 3 1 
J&at. N- (1- (4-^ h^i^Oi/Vl/) -IH- 
Th7y-;W-5-'f7l^) -2-75y-5-'f^H- 
<yX75K. StX N- (2- (4-;«{h^j/'<.y>'' 
-2-H-Tb7V-yU-5— f;U) -2-75/ 

NMR (400MHz, CDC I3 ) 5ppm 3.7 
5 (3H s) , 5. 80 (2H. s) , 6.6 

1 ( IH. d) , 6. 70-6. 80 (2H, b 
r) , 6. 93 (2H, d) , 7. 39 (2H, 

d) , 7. 50 ( IH d) , 7. 97 ( IH. 

br s), 8. 02(1H. d). 
[0178] (I@2) 5- (6-^^H-2. 4- 
v^^y-1, 2, 3. 4-Th7t Ho^-tV'Jy- 
3-^;u) - 2- (4-.><h^i^'<.y>'';l') -2H-r 

±fe. H'^^ftl. 4g5rDMF 1 Om UC?§^t. 
1,1' -;i!?;l^,i<:::;l^>'''f S^^V-;^0 . 6 2 gSrJPt 
8 0"Ct'2l^^i«rfUc. ?^aif^. RJECJg^lNJSiJl 

0 0ml \,zm\ wm.:i^'f-)vm^Ltz, mm.-i:mi 

7 -f - (^aijg : n : -pi?x^;l'= 

2 : DtHiSt, 5- (6— f:tH-2, A-'Jif^ 
y-1, 2, 3, 4— fh7t Kndf-^y'jy-3-^ 
/P) -2- (4-;^ h^i^O-i^yP) -2H-f h^y 

NMR (400MHz, CDC I3 ) 5ppm 3.8 

2 (3H s) , 5.79 (2H, s) , 6.6 

3 (2H. dd) . 6. 70~6. 80 ( IH, 
m) . 7. 10 (2H. d) , 7. 38 (IH, 

d) . 7. 89 ( IH dd) , 8. 31 ( 1 

H. d) . 

[0179] (IS3) 5- (6- (2- (4->'^ 

ny^;i/-2-f-7y';yi^) x^n/p) -2. a-i^^c 

dfV-l, 2, 3, 4-rb5tHn^-ty'Jy-3- 

-f;i^) -2- (4-^h^;^'<.yj'';i') -2h— fb5 
y-yp^^^fiS 

5-(6— f^h'-2. 4-'J:^^V-l. 2, 3, 4 
-■ fh9hh'ndE-fyil>'-3-^;l') -2 - (4-^ 

^)V- 2 -xf-- ;Wf-7y-;l'5:lll!ffeM 1 (r>lMA t L 

xmrn^zmt. 5 - (6- (2- (4-v^oyf-7i^ 

-2-f-7yU;l') Xf--/l/) -2, 4-i^':t^y- 

I, 2, 3, 4— rh7tHo:^f:^y'J:^-3->f;U) 
-2- (4-;< h^i'^yvVl') -2H— rh^y-;!/ 

NMR (400MHz. CDC I3 ) 5ppm 1.9 
0-2. 00 ( IH. m) . 2.00-2.10(1 



H, m) . 2. 20— 2. 40 (4H. m) . 
3.61 (3H, s) , 3. 60-3. 70 (1 
H, m) . 5.79 (2H, s ) , 6.65 

(2H, d) , 7. 00 ( 1 H, s) , 7.0 
0-7. 1 0 ( IH. m) . 7.12 (2H, 
d) , 7. 37 ( IH, d) , 7.77 ( IH. 
dd) , 8. 2 1 ( IH, d) . 

[0180] (IS4) 5- (6- (2- (4-S^:? 

0 f^)U- 2 - f-7y VfV) - 2. A- -J:^ 

^y-1, 2, 3, 4-rb9t ^'^^f-^yuy-3- 
-^;^) - 1 H-Th7y-;l-C7)-^^ 
5- (6- (2- (4-i^i?nyf-yi^-2-f-7yU 
;P) Xf-r:;P) -2, 4-J'':t^y-l. 2. 3. 4- 
rh^bh'ndf-fyi;y-3-^;W) -2- (4-p<h 
^i/^y^-'/i^) -2H-Th7y-;WS:ll5fe0<Jl<?3XS 

iL^C>300'C; NMR (400MHz. DMSO- 
dg ) 5ppm 1. 80— 1. 90 (IH, m) , 
1. 90-2. 10 ( IH, m) , 2. 20- 
2.40 (4H, m) . 3. 60-3. 70 (1 
H, m) , 7. 32 ( IH, d) , 7. 52 
(IH, s) , 7. 50-7. 60 (IH, b 
r), 7. 99(1 H, dd), 8.13(1 
H, d) , 12. 10 (IH, br) ; MS 
(FAB)m/z 3 92 (M*+1); H^^ISx^ 
C18H13N7 O2 S • 3/2 H2 0(Dt\'Sm. (%) 
C, 55. 38 : H, 4. 13 ; N, 17. 94, 
mm {%) C, 55. 59 ; H. 3. 86 ; 
N, 17. 78. 

[0181] [||]MiM3 2] 5-(6-(2-(4- 
i^^ny^)l^-2-i-7YU>P) xf-r:;P) -4-jr^ 
y-3, 4->''bHodf-fyyy-3--f7P) -IH- 
rh^y-Zl^: 

(Xgl) 5- (6--f:tK-4-^^y-3, 4- 
i^t h'odf-tyUy-3— f;l^) -2 - {A-J<h^i^ 
Kyi^jU) - 2 H -f- b yY-JU(0-^^ 
N- ( 1- (A-yih^u'Ky-Jjl^) -IH-rb^y 
-)U-5-^>\^) -2-7S/-5-^:tH-'^>X7 
SH.RIA' ^- (2- (A-^h^i^Kyi^)U) -2 
H-Th7y-;l'-5— f;U) -2-75y-5-^3j- 
K -KyXr 5 h*<OJi-^ 2 0 0 m g {:;t;U h #l!X-f- 

;n . 8m 1 mx.. 8^mn^muz. mmm 

yyy^- mmm: n-^^^y:mmx^JU=2 : 
Dx-w^L. 5- (6-'f7^^'-4-^dfy-3. a 

->''bKo=Sf:hy';y-3— f;l^) -2- (4-/h='f 
i^Ky'J)U) - 2 H-T h 7y-;PSr?lfi^^!|?5i: LTif 

NMR (400MHz. CDC I3 ) ^Ppm 3.8 

1 (3H. s) . 5. 80 (2H. s) . 6. 
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93 (2H. dd) , 7. 43 (2H, d) . 

7. 50 (IH, d) , 8. 10 ( IH. d 
d) . 8. 27 (IH. s) . 8. 69 (IH. 

d) . 

[0182] (IiS2) 5- (6- (2- (4->'^' 

ar^;l/- 2 -^ryU;P) x^r.;P-4-:t=^y- 
3. 4-i/'bh'oJf-tyUy-3-^;l^) -2- (4- 
:^h^i^<yi^)U) -2H-Tb5y-;Uc7)^fiK 
5- (6-^5j-h'-4-3rdry-3. 4-i^'hHndf-^ 
yu:/-3— -2- (4-^h=5f>"<yv^;P) - 

2 H - r h ^y-zL' 1 4 - S^:? PT^f-ZP- 2 -x^ri;l^ 

^ry-;u^iissc?iji<7)xS4i:tTisi^i;j!iaL. 5 

- (6- (2- (4-v':?or^;P-2-^ryU;l') 

xf-:i;l.-4-^^y-3, 4-i^'h h'odf-tyu y- 
3-'f;P) -2- {4-^h^>^<y'J)U) -2U-7- 

NMR (400MHz, CDC I3 ) ^ppm 1.9 
0~2. 00 ( 1 H, m) , 2.00—2.10(1 
H, m) , 2. 20~2. 40 (4H, m) , 
3. 6 1 (3H. s) . 3. 60~3. 70 ( 1 
H. m) . 5. 79 (2H, s) , 6.65 
(2H. d) . 7. 00 (IH, s) , 7.4 

3 (2H, d) , 7. 50 ( IH, d) , 8. 
1 0 ( IH, dd) , 8. 27 ( IH, s) , 

8. 69 ( IH, d) . 

[0183] (Xg3) 5- (6- ( 2- (4-v^' 
ny-?-;W-2-f-Ty'J;P) xf--;^) -4-7r^V- 
3, 4->''t ^'^^:^yuy-3— ^;l^) -IH-rh 
5y-;WiD^i£ 

5- (6- (2- (4->'^ar-f-;l^-2-^TyU 
jl) x^:z;t/-4-5j-^y-3, 4 -i^'h HoJf-^y; 
y-3-^/P) -2 - (4-;<h^i/-'<.y>'>) -2H 
- r h 5y-;H:llffefi«J 1 <^JM 5 1 l^^t^Sl L . ^ 

M^. 1 8 9~ 1 9 or mt^^mim ■. ^ovt^/uA- 

XrJ'/-;!^) ; IRi/max cm-i 19 56, 188 
6. 1 550, 1290, 1048; NMR(400 
MHz, DMSO-dg ) dppm 1. 80~1. 9 
0 (IH, m) , 1. 90~2. 00 (IH, 
m) , 2. 20-2. 40 (4H, m) , 3.5 
0~3. 60 ( 1 H, m) . 7. 52 ( IH, 
s) . 7. 84 (IH, d) , 8.10 (IH. 

s) , 8. 25 (IH, dd) , 8. 39 (1 
H, d) , 1 2. 60 ( IH, b r s) ; M 
S (FAB) m/z 394 (M* +1 ) . 
[0 184] [Ili60y3 3] 5-(6-(2-(4- 
>-^?ny^;P-2-^Tyy;P) xf-:i;P) -4-jj-^ 
V-3W-V^)r'Jy-3-^)V) -IH-rh^y- 
)V: 

(XSl) 5- (6-'f:j-H-4-5rdfy_3H-h 



^)T'Jy-3-^)V) -2- (4->h^>"<.>v;W) 

N- (1- {A-y^V^i^^y~J)V) -IH-f-h^y 

-)v-5-A)i') -2-r5y-5--f5rKoxrs 

b\ m^n- (2- {A-y^h^i/Ky^^jV) -2H- 
Tb^y-;t'-5— ^;U) -2-r5y-5— ^:tK'<. 
>-XT5h'(7)ii-^3 0 0mgt5. 3%^itl. 2m 
l&y^x^'y-;UO. 2ml5:Jni.. 0~5'C-Cffi5iK 
-^hU'^A5 6mg^Jni.. 4l$Sa#L:^:, RJSiSJKS: 

1 0 0 m 1 {.zm^m^^m. 

5- (6-^^H-4-^^y-3H- hurv'y 

-3-^)V) -2- (4-p<h^x'^>'i^>) -2H- 

NMR(400MHz, CDCI3 ) 5-ppm 3. 7 
6 (3H, s) , 6. 04 (2H, s) , 6. 
99 (2H, dd) , 7.4 5 (2H, d) , 
8. 07 ( IH, d) , 8. 52 ( IH. d 
d) , 8. 59 (1 H, d) . 
[0185] (Ig2) 5- (6- (2- (4->-:7 

SU-h^JTi^y-S-^JU) -2 - (4-^h=3fv'< 

yj/V) -2U-7-hy y-;P«7)-&E 
5- (6-'fjj-b'-4-:t^y-3H-M)Tv=>'-3 
-^;P) -2- (4-P<h^i^<yi^» -2H-Th 
y'/-)Ub 4 - Q7'f-;l^- 2 -xf-ri;i/f-7y-;l' 
SrllM0iJl<^Xg4i:Li:PI«tMaL, 5-(6- 
(2 - (4-i/-i?oyf-;P-2-f-Tyy;P) xf-- 

/w) -4-:t^y-3H-b«jri^'y-3-^yu) -2 

- (A-jth^i^Kyi^/U) -2H-Th5y-;Hrl8 

NMR (4 OOMHz, CDC I3 ) ^ppm 1.9 
0-2. 00 (IH, m) , 2. 00-2. 10 (1 
H. m) . 2. 20-2. 4 0 (4H, m) , 
3. 6 1 ( 3H. s ) , 3. 60-3. 70(1 
H, m) , 6. 04 (2H, s ) , 7.00 
( IH, s ) , 7. 1 2 (2H, dd) , 7. 
20 (2H. d) , 8. 07 ( IH. d) . 
8. 60 ( IH, dd) , 8. 63 ( IH, 
d) . 

[0186] (XS3) 5- (6- (2- (4-x^' 
D7'f-;U- 2 -^ryy/P) x^r:;i.) -4-;t=Sry- 
3H-h07-Jy-3—()U) - lH-rh9y-;P<7) 

5- (6- (2- (4-v':?ny^;l.-2-f-Tyi; 
;l.)X^x;P) -4-?J-=^ry-3H-M;7i^>-3- 
>f;l/) -2- (4-.X hdrixA;ys;;U) _2H-Th7 
y-;HIMW 1 <7>JM 5 |5l;Ktii!ra L . aM!t8jSr# 

iJ^ 18 9-190X: (lliga^^i:*-X^y- 
;^) ; IRumax cm->1618, 1 5 50. 13 9 
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4. 1290, 996; NMR(400MHz, DM 
SO-de ) ^ppm 1. 80~1. 90 (IH. 
m) . 1. 90-2. 00 (IH. m) . 2.2 
0~2.40(4H, m) , 3.50-3.60 
(IH, m) , 7. 50 (IH, s) . 7.9 
9 (IH, d) , 8. 55 (IH, dd) , 8. 
58 (IH, d), 12. 56(1 H, br 
s) ; MS(FAB)m/z 377 (M*+1); 
TiMmmCnlinNs OS Hi 0(^H«ffi (%) 
C. 5 1 . 77 ; H, 3. 58 ; N, 28. 4 
1, MMm (%) C, 52. 01 : H. 3. 6 
0 ; N, 28. 79. 

[01871 [|lit«?IJ34] 5-(7-(2-(4- 
x^'n:/f-;L'-2-^ry'JyP) :r.^-)U) -3-;<h 
^i^-Kyv' [b] f-:t7xy-2— f;l/) -IH-x 

(ISI) 5- (7-^:t¥-3->(h^i^-OY 

[b] i-:t7:cy-2—^)U) -2- (4-:>(h^i^K 
yi^)V ) - 2 H -r h yV'-iV(ry^^ 
5- (7-^5j-K-3-^h^i^-'<yy' [b] 
3.y-2-MV) -lH-xh7V-;PS:ll{fiMl<7)X 

-KyYW ^:t7x>'-2— f;l/) -2- (4-^ 
V^'y^yJiV) -2H-f h7y'-;l'S:tt;t. 

MM. 1 5 6-1 5 8-0 {mm^m •. ^uuit^jvA- 

n-^df-t^V) : NMR (400MHz, CDC 1 
3 ) ^ppm 3. 80 (3H, s) , 4.07 
(3H. s) , 5. 77 (2H, s) , 6.9 
0-6. 92 (2H. m) , 7.16 (IH. 
t). 7. 41-7. 43 (2H, m), 7. 78 
( IH, d) . 7. 87 ( 1 H, d) : MS 
(EI) m/z478 (M* ) ; jmmmn^ii 
IN4 O2 <^H^ffi (%) 0,4 5.20; H, 
3.16; N, 1 1. 72, Sll^ffi (%) C, 
45.40; H, 3. 28 ; N, 1 1. 48. 
[0188] (XS2) 5- (7- ( 2- (4-^^^ 
D^f-ZW- 2 -^TVU;U) :c^-)V) -3-^h^i/ 

-/^yy [b] ^i^yxy-2-^)V) -2- (4-pf 

V^iy<y'J)V) -2H-tV'7Y-)V<^'^^ 

5- (7->f;tH-3-^h=^i^-^yy [b] ■?-3j-7 

xy-2— <;i/) -2- (4-^v^i^^yi^» -2 
H— f h 7V-/Pi: A-'y^ oy^/l— 2 -x-J-ri/l/f- 
7y'-;w5r^)l6M 1 (ryJMA b IX mizm. I. 5- 
(7- (2 - (4-v';?ar^;l--2-f-rVU;l-) X 

f-:i;i/) -3-->{b#j^-'<.:/v'[b3 ^^yxy-2 
->f;u) -2- (4-^h^i^O'yyU) -2H-rb 

NMR (400MHz, CDC I3 ) 5ppm 1.9 
5-2. 07 (2H, m) . 2. 31-2. 42 (4 
H. m) , 3. 68-3. 77 (IH, m) , 



3. 80 (3H, s) . 4. 09 (3H. s) , 
5. 78 (2H, s) , 6. 89-6. 93 (2 
H, m) , 7.01 (IH. s) , 7.41- 
7. 4 5 ( 2H, m) , 7. 67 ( IH. d 
d) , 7. 88 (IH, dd) . 
[0189] (Xg3) 5- (7- (2- (4-v-:J' 
o7"^;l/- 2 -f-ry 'J ;t-) Xi'-fU) - 
-KyYlh] ^:^yx.y-2-A)V) -iH-rh^ 

5- (7- (2- (4-v'^ayf-;>-2-f-rV'J 
)V) Xf--;U) -S-pth^i^-'^^yy [b] ^^7x 

y-2-'f;p) -2- (4-^h^s^'^yi^>) -2H 
-xh7y-;l'$-|Ufi«F!|loig5i:|5l:S{c«SIL. a 

WA 1 5 6-1 5 8*c mm^Bmm ■. ^uut^jv^- 

n—^^-^y) ; NMR (400MHz, DMSO- 
dg ) ^ppm 1. 88-2. 02 (2H, m) , 
2. 24-2. 34 (4H. m), 3. 67—3. 
76 ( IH, m) . 4. 1 6 ( 3H, s ) , 7. 
61-7. 65 (2H, m) , 7. 89 ( IH, 
d) , 8. 16(1H. d) ; MS(FAB)m 

/z3 94 (M* +1) ; immmc.^w.^n^ 

OS2 ■ I/4H2 Oc7)|fS<l(%) C. 57. 3 
4 ; H. 3. 93 ; N, 1 7. 60. SSSffi 
(%) C, 57. 33 ; H. 3. 93 ; N, 1 
7. 49. 

[0 190] [^JI^J35] 5-(3-(2-(4- 
v-^pyf-;l/-2-f-Ty''J;l^) xf-:^;i/) -6-7;P 
3j-n7x-;U) -IH-fh^y-;!^: 

(Igl) 5- (3— <:tH-6-7;^:t07x- 
;^) -2- (4-^h^i^<yi'>) -2H-rh7y 

5- (3-'f J!-h'-6-7;l^:tn7x-;U) -IH-x 
h 7V-)Vt:mm 1 OIS3 |5l«(CMa t . 5 - 
(3-^:tK-6-7;U:t07x-;P) -2- (4-^ 
V^i^^y=J)V) -2H-f h7y-;PSrt#7t. 
ibi^ 9 9-10 1*0 (HISfiJS^::7no*;PA-n 
-^dfify) ; NMR (400MHz. CDCI3 ) 
5ppm 3. 80 ( 3H. s ) , 5.77(2 
H. s) , 6. 89-6. 92 (2H. m) , 
7. 39— 7. 42 ( 2H, m). 7.71—7. 
75(1H, m) . 8. 4 1-8. 43 (IH. 
m) . 

[0191] (XS2) 5- (3- (2- (4-i/:? 
ny-^yl/- 2 -f-ry yyl') xf-r.;i/) -6-7;l'3j-o 
7xr:/p) -2- (4-^h^i/'<>y>''yp) -2H-r 
b^y-^Po-^BS: 

5- (3-'(jrH-6-7;l/3j-n7xX;U) -2- (4 
-}<V^i^^yi^)V) -2n-T-VyY-)VtA-i^^ 
u:r^tV- 2 -x^r:yl.^7y-;U^IIS£«?ll l i^xe4 
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ttxmmizmmi. 5-0- (2- {A-i^^^ar 

f-;l/-2-f-Ty'U;P) X^:::;P) -6-7;P^n7x 
-2- (4-^h^i^'<.yi^;P) -2H— fh7 

Bus 1 2 6-1 2 8X: : ^uuTiiiUM.- 

n-^^-fy) ; NMR (400MHz, CDC 1 
3 ) 5ppm 1 . 89— 2. 42 (6H, m) , 
3. 66-3. 74 ( IH, m) . 3.80(3 
H. s) . 5.78 (2H. s) . 6.90- 

6. 9 3 (2H, m) , 6. 97 ( 1 H. s ) , 

7. 2 1-7. 26 ( IH, m) , 7.4 1-7. 
43 (2H, m) , 7. 63-7. 67 ( IH. 
m) , 8. 35-8. 38 (IH, m) . 

[0192] (XS3) 5- (3- (2- (4-i^^ 
ny^yP-2-f-TrU;l^) xf--;l^) -6-7JVt^ 

5- (3- (2- (4-v'^o7'f-/l/-2-^rVU 
;P) Xf-n;P) -6-7-'l':t07x-;l') -2- (4- 

j<h^i^<y'J>\-) -2}i-ThyY-ti'imMmi<r> 

2 23-2 2 5*0 (dec omp. ) {W^^ 
^: ^'^^;^;^i>.-n-^^^fy) ; I Ri/max cm 
3080, 2220, 1 620, 1 556, 1 50 
8; NMR (400MHz, DMSO-de ) <ypp 
m 1. 84-2. 35 (6H. m) , 3.64- 
3. 72 ( IH, m) , 7. 56 ( IH, s ) , 
7. 62-7. 66 ( IH, m) , 7. 94- 
7. 98(1H, m) . 8.30—8.32 (1 
H, m) ; MS (FAB) m/z326 (M* + 
1) ; 7C«^*fiiCi6H,2FN5 SiOH-^ffl(%) 
C, 59. 06 : H, 3. 72 ; N, 21. 52, 

(%) C. 59. 0 1 ; H, 3. 84 ; 
N. 21. 76. 

[0193] [Ill)fi^j36] 5-(3-(2-(4- 
>'^n7'f-;^-2-^Ty'U;l^) x^-;u) -4-;><f- 
yl/7x-;l') -IH-f h7y-7U: 

(Igl) 5- (3-> f:th'-4--X^;|/7x-/I^) 
-2- (4-p<bdfi^<yj^» -2H— rh7y-;l' 

5- (3— f7}-K-4-p(^;U7x-;l^) -IH-xh 

^Y-fi'timm 1 <^iS3 1 mmmmi. 5-0 

-'f:tH-4-^f-;U7x:i;P) -2- (4-;<b^>' 
^yi^VP) -2H-rb7V-;l^Srff3t. 
ibii 1 3 6- 1 3 8-C mt^mm : X-r/l^- n - 
^^•^ry) ; NMR (400MHz, CDCI3 ) ^ 
ppm 2. 74 (3H. s), 3.80(3H, 
s) , 5.72 (2H, s) , 6.90(2 
H. d) . 7. 31 (IH, d) . 7. 37 
(2H. d) . 7. 99 ( IH, dd) . 8. 
77 (IH. d) . 



[0194] (XS2) 5- (3- (2- (4-x^ 
o7"^;l^-2-f-rV'J;P) x^x;u) -4-;<^;P7 
xx;W) -2- {4-:>th^y"<yi^fU) -2H-xh 

5- (3- (2- (4-i/^'n7'^;P-2-f-TVU 

;U)x^-;U) -4-^f-;^7x:::;l^) -2H-Th7 
Y-)lb A-'y^ufi-iV- 2 -xf--;i/^rV-;l/^ 

mmi<7iT.mtLxmmz}mL. 5- (3 - (2 

- (4-i^^ay^;l.-2-^7Vy;l') xf-^;P) - 

4- ^^;P7xx;u) -2 - (4-.X hdfi^^yj;';!^) 
-2H-Th7y->P&life?4«!|%t tX'ikfz. 
NMR (400MHz, CDC I3 ) ^ppm 1.9 
0-2. 1 1 (2H. m) . 2.27-2.43 (4 
H, m) , 2.5 7 (3H, s ) , 3.7 1 

( IH. m) , 3 . 80 (3H, s ) , 5.7 
3 (2H. s) , 6. 9 1 (2H. d) , 6. 
97 (IH, s) , 7. 34 (IH. d) . 7. 
40 (2H. d) , 8. 04 (IH, dd) , 
8. 32 ( IH, d) . 

[0195] (Xg3) 5- (3- (2- (4-^^:? 

vir^)v- 2 -^ry y ;u ) xf-x;i^ ) - 4 - ;>« f-;i'7 

x^^^/l-) - 1 H-xh 7V'-;Pc7)-^{K 

5- (3- (2- (4-i^;?n7"f-/W-2-f-ry'J 
;l^)xf-:x;U) - A- ;<^)Vy - 2- (4-;< 
h#i/'<.>i^';l') -2H-Tb7y-^P2rllJte0!lliOI 

g5^:iHi«{cMat, mn^mtz. 

WM 18 0-18 2°c {m^^B^m : *-X^/~ 

;P) ; NMR (400MHz, DMSO-dg ) dp 
pm 1. 9 1-2. 08 (2H, m) , 2.22 
-2. 34 (4H, m) , 2.57 (3H, 
s) , 3. 69 ( 1 H, m) , 7. 4 7 ( 1 H. 

s) , 7.57 ( IH, d) , 8. 04 (1 
H, d) , 8. 25 ( IH. s) ; TcM^Vim 
C17H15N6 Scr>^nm{%) C, 63. 53; 
H, 4. 70 ; N, 21. 79. MZM (%) 
C. 63. 30 ; H. 4. 83 ; N, 20. 99. 

[0 196] CIISfeCfy37] 5-(3-(2-(4- 
v^'o7'^;U-2-f- ry»;;P) x^x;p) -4-pfh 
dfi^7xX;U) -1H-Th7y-;1^: 

ixmi) 5- (3-'f5l-K-4-^h^x7xX 
fl) -2- (4- (p{ h^i^Kyi^)]^) -2H-rh9 
y-;Pco-^^ 

5- (3--f^K-4-;>(h^i^7x-;l') -IH-r 

h yY-)\^^mmm i coiss t Lxmmizumi. 5 

- (3-'f :tH-4-^h^v7xr:;l') -2- (4- 
^ h^i^^ys^;!^) -2H-f h7y-;H:#fc. 
1U±[ 1 2 5- 1 2 6 'C (SiK^aJi^ : ;7 oa^/t-A- 
n-^if-ty) ; NMR (400MHz, CDC 1 

3 ) 5ppm 3. 80 (3H, s) . 3. 93 
(3H, s) . 5.71 (2H. s) . 6. 8 
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8 (IH. d) . 6. 91 (2H. d) . 7.3 
7 (2H. d) , 8. 09 (IH. dd) . 
8. 54 ( IH. d) . 

[0197] (IS2) 5- (3- (2- (4-i^^a 
rf-;U-2-^7V';;P) X^r.;P) -4-p<h^>^7 
x-yl^) -2- (4-.Xh=Jfv"<Vx;U) -2H—fb 

5- ( 3— fJl-K-4-^h=3f>'7x-;U) -2- (4 

u:r^)V- 2 -x^:i;i^^rV-;H:llifeW 1 (01^4 
tt-C|ll«tc5!iat. 5- (3- (2- (4-xi?or 
^;l/-2-^7y'U^l') x^ri/P) -4-^^^i^7x 
-2- {A-iiV^i/^y'J)V) -2H-Th7 

m^. 9 9-10 0°C (SfeB^H^iJi : x-r;l.- n 
; NMR (400MHz, CDCI3 ) 
pm 1. 89~2. 10 (2H, m), 2.27 
~2. 41 (4H. m) , 3. 73 (IH. 
m) . 3. 80 (3H, s) . 3.96 (3H. 

s) , 5. 72 (2H, s) , 6.91(2 
H. d) , 6. 95 (IH. s) . 6. 99 
(IH, d) , 7. 39 (2H. d) , 8. 13 
(IH, dd) , 8. 31 (IH, d) . 
[0198] (IS3) 5- (3- (2- (4-$/^? 
n7'f-;l/-2-f-TV';;P) xf-x;l/) -A-XV^-y 
7xx;l/) -lH-Th^V-;UiO-^fi5: 
5- (3- (2- (4-i^^n7'f-;W-2-^TVU 
;l/) x^r:/U) -4-;'<h^>'7xX;U) -2- (4- 
-2H—rh7V-/P2:IISfeWl<?) 

xs 5 t , m.m%fz . 

~T)V) ; NMR (400MHz. DMSO-dg ) 
^Ppm 1. 85~2. 06 (2H. m),2. 1 
9~2. 34 (4H. m) , 3. 68 ( 1 H. 
m) . 3. 99 (3H, s ) , 7. 40 ( IH, 
d) . 7. 55 (IH. s) . 8. 15 (1 
H. dd). 8. 23(1H. d); TcStJJ-^ffi 
CnHisNjOS- I/4H2 0<7)ltS:ffi(%) C 
58. 94 : H. 4. 66 : N, 20. 22. SI 
Sffi (%) C, 59. 36 ; H. 4. 63 : N. 
19. 90. 

[01991 [|li60IJ38] 5-(3-(2-(4- 
>-^o7'f-;i'-2-^rrU;L') xf--;i/) -6-bb' 
n^>'7x:::;l') - 1 H-r h^V-yl- : 

(ISI) 5- (3— f:tK-6- (4-^bdfi^'^ 

y;^>) j^^>'7xx;p) -2- (4-.xh^v'<.yi'' 

)V) -2H-xh7y-/Pc7)-^« 

5- (3->f5j-K-6-fcKodfi/7xX;l^) -IH- 



9mL. 5- (3— f:tH-6- {A-3^V^i^Kyi; 
)V) i^^i^yx-)V) -2 - (A-XV^i^Ky-J)V) 
-2\\-TYy'/-)Wi%tz. 

1 5 9-1 6 0°C m^i^Mm : ^uut^lVA- 
n-^^^y) : NMR (400MHz, CDC 1 
3 ) 5ppm 3. 79 (3H. s) . 3.81 
(3H. s ) , 5. 1 0 (2H, s ) . 5.7 
5 (2H, s) . 6. 84 (IH, d) . 6.8 
5 (2H, d) , 6. 87 (2H. d) , 7. 
34 (2H. d) , 7.35 (2H. d) , 
7. 64 ( IH, dd) . 8. 27 (IH, 
d) . 

[0200] (XS2) 5- (3- (2- (4->'^' 

07'f-;l/-2-^7VU;l^) Xf--;U) - 6- (4-^ 
V^iyKy=J)V) it^'^y :x.-)V) -2- (4-;><f^f 

i^Ky-jiv) -2H-Tb7y-;P<7>^fiS; 

5- (3->f:tK-6- (4-^h^i^'<.y>'» :t='f 
>-7xX;W) -2- (4-^h^x^yi^';W) -2H- 
f h yY-)Vb A -i^^nfi-fU- 2 -xf-:x;Uf-Ty' 

-)\^t:mmmi(oxnAtLxnmiz>mt. 5-0 

- (2- (4-v•^'^7'f•;^-2-^Ty'J;^) x^r: 

}V) -6- (4-;^h^i^'<y>'» 7rdfi/7xx;U) 
-2- (4-^b^i^'<yi/';P) -2H-Tb7y-;l' 

fflLi^i 1 5 9-1 6 ox: (ffiteS^il : ^^unt^fUJ^- 
n-^^-fy): NMR (40 OMHz, CDCl 
3 ) iJppm 1 . 88-2. 1 0 (2H. m) , 
2. 26-2. 4 1 (4H. m) , 3.68(1 
H, m) . 3.79 (3H. s) , 3.81 
(3H. s) . 5.17 (2H. s) . 5. 74 
(2H. s) , 6.87 (2H, d) , 6.8 
8 (2H. d) . 6. 92 ( IH. d) , 7. 
07 ( IH. d) , 7.35 (2H, d) , 
7. 39 (2H, d) , 7. 62 (IH, d 
d) , 8. 23 ( 1 H, d) . 
[0201] (Xg3) 5- (3- (2- (4->-:? 
n -/^JU- 2 - "f-TY V JU ) xf-r:;u ) - 6 - b K o^f 
i/7x::^;^) - IH-r-hyY-fi'CO-^fli 
5- (3- (2- (4-vi?n7"-?-;l/-2-f-Ty'; 
;P) x^ri;l/) -6- (4-^b^v<yi'VP) ;t^>' 
7xx;^) -2- (4-^b#i^'<.>'>'» -2H-T 
h7y-;PSrllJfi«?Jl<0XS5i:ll«t«BlL. ^Si^S 

iJ!^ 205-209r (decomp. ) (S^fa^f 
M:X:?/-;l/-X-T-;P) ; NMR(400MH 
z. DMSO-dg ) ^ppm 1. 84 — 2. 03 
(2H, m) , 2. 18-2. 33 (4H, 
m) , 3. 66 ( 1 H, m) . 7. 1 5 ( IH. 
d) . 7. 49 (IH, s) , 7. 70 (IH, 
dd), 8. 44(1 H, d) ; ItmVimc 
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isHnNs OScOtfSe (%) C, 57.82: 
H. 4. 25 : N. 21. 0 7, M^M (%) 
C, 57. 43; H, 4. 32; N. 20. 79. 
[02021 [^iSfi»J39] 5-(3-(2-(4- 

:t07x-;l^) -lH-rf7V-;U: 
(ISI) 5- (3— f;l-H-2-7;P;i-n7x::^ 
- 1 H-r h 7V'->wo-^^ 

opMO. 3 2m 1 &Jni.!t. HiattO. 5i$SJi# 
Lfcm, h 'J '^A 2 7 0 m g SrjD;! . Mfflt' 1 

?g$r2NSl?5 0niUlSDi.. ^ai^^$r'!>K. *a 

SMfflL. 5- (3— f^H-2-7;l/^o7x:i;P) 
-lH-Th9V-;H. 0 5st:rVXM.&b.lXn 

H^182~184°C; NMR ( 4 0 OMH z , DM 
SO-ds ) ^PPm7. 2 5 ( IH. m) , 8. 
16 (IH, iti) . 8. 21 (IH, m) ; M 
S ( E I) m/z 2 9 0 ( M* ) ; TC^^^fffiC, 

H, F IN4 c7)ffSffi (%) C, 2 8. 99; H. 

I. 39; N. 19.32, Sl^ffi (%) C, 2 
9. 26 : H. 1. 59 ; N, 19. 05. 
[02031 (IS2) 5- (3— f:tK-2-7;U 

^07x:::;P) -2 - i4-^h^i^Kyi^Jl') -2H 

5- {3-^^Y-2-y)V^uyji-)V) -IH-T 

h 7 v-;i^$:iufeM 1 cois 3 1 nmzm. L , 5 - 

{3-^:^Y-2-y)V:^xiy3L-)V) -2- (4-;^ 
h4fi^<yj^» -2H-x^7y-/^$^^#^t:. 
ill^l 24~12 6'C: NMR (4 0 OMHz , DM 
SO-dg ) 5ppm3. 7 5 (3H. s), 5. 
95 (2H, s ) . 6.97 (2H, d) , 
7. 18 (IH, t) , 7. 40 (2H. d) , 
8. 03 (2H, m) : MS(EI)in/z 4 
10 (M* ) ; TCSR^J-fffllCisHijFIN, 0Oft« 
ffi (%) C, 4 3. 92 ; H, 2. 95 ; N. 1 
3. 66, (%) C. 43. 89 ; H, 3. 

02 ; N, 1 3. 83. 

[02041 (XS3) 5- (3- (2- (4-S^i? 
p7f-;u-2-^ryu;i^) xf-n/u) -2-7;P:to 

7x-;P) -2- (4-^h^i^<>'i^» -2H-r 

5- (3— f:tK-2-7;U:tn7x-;U) -2- (4 
-.Xh^ri^^yi^'/P) -2H-rh7V-;l't4-i^^' 
D7f-;U- 2 -x^xyH-7V-;U$:lliSM 1 iOIg4 
tLT|i|«K:3raL, 5- (3- (2- (4-i^:?ay 
f-;l/-2-f-7VUyl') Xf-x;U) -2-7;l':tn7x 



-)V) - 2- (4-^h='fv^yS^» -2H-T^7 

mA 114-116-0 (Bfe^HVm : ^OD*;UA- 
n-'s.^-ty) ; NMR (40 OMHz, CDC 1 
3 ) «ppm 1. 92~2. 40 (6H, m) , 
3. 66~3. 75 ( IH. m) , 3.80(3 
H, s) , 5.78 (2H, s) . 6. 89~ 

6. 93 (2H. m) , 6. 99 (IH. s) , 

7. 27 (IH. t) . 7. 40-7. 43 (2 
H, m) . 7. 6 5~7. 69 ( IH, m) , 

8. 13-8. 17(1H, m) ;MS(FAB)m 
/x 445 (M* +1); Tm-i/f^^Ci^Uz^F 
N6 OScOii-SCffi (%) C. 64. 70; H. 4. 
52 ; N, 15. 72, SS^ffi (%) C. 64. 
73 ; H. 4. 56 ; N, 1 5. 81. 
[02051 (XS4) 5- (3- (2- (4-i^:? 

nr^;l^-2-^TVU;U) x^r.;i') -2-7;p3rn 
7x-;i/) -iH-T-h^y-;K?5^^ 

5- (3- (2- (4-v'^?D7f-;l--2-^Tyy 
)V) Xf-ciiyU) -2-7;^:t^7x-;^) -2- (4- 

1 9 2~ 1 9 5'C {M^M^m : ^7 00*;WA- 
n-'s^-y-y) ; I Rt/max cm-1 2 2 24; N 
MR (400MHz, CDCI3 ) 5ppm 1.85 
-2. 35 (6H, m) , 3.65~3.74(1 
H. m) , 7. 5 5 ( IH, t ) , 7.6 1 

( IH, s ) . 7. 97-8. 0 1 ( 1 H, 
m) . 8. 17-8. 21 (IH, m) ; MS 

(FAB) m/z 326 (M* +1); Tt^^^Wffi 
C16H12FN5 ScTDltmffl (%) C, 59.06; 
H, 3. 72 ; N. 21. 52, fflSffi (%) 
C, 58. 89 ; H, 3. 79 : N, 2 1 . 45. 

[02061 [^0IJ4O] 5-(3-(2-(4- 

i/^^7^;^-2-f-TVU;^) -6-p<f- 

;P^:t7x-;l') -1 H-Th7y-;l/: 
(Xgl) 5- (3-^;t-H-6-^^;P^;r7x- 
;U) -2- (4-Mh^i^^>i^)l') -2H-Tb5y 

5- (3-^:tK-2-7;U:t07x:::;l') -2- (4 
-;<h^>'^y=JfU) -2H-Tb7V'-;U2 04mg 
SrDMSOlOmUc^^L. ^ ^' h U 
AJg {ffyl 5%t^7i^mm) 0.5ml &SDt. M^T' 
SmmmUz. RUbWii. l NJgUl O Om l tC^ 

o*;PA-n-^df-9-y*>A>|fi^B«Bt, 5- (3— 

^'-6-;<f■;^f■:^7x-;^) -2- 

y=J)V) - 2 H -T h 7y-;^ 1 8 3 m g Srlt^i: L 

it^l 3 8-14 0'C ; NMR (400MHz, CD 
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Cl3)^ppm 2. 46 (3H. s), 3.8 
0 (3H. s) . 5. 77 (2H. s) , 6. 8 
9—6. 9 1 (2H, m) , 7. 0 5 ( IH, 
d) . 7. 69 ( IH. dd) , 8. 29 ( 1 
H. d) : MS(EI)m/z 438(MM; 
7C»:}i-*ffiCi6Hi6 IN4 OS<7)tfg[ffi (%) C, 

43. 85 ; H, 3. 45 : N. 12.78. 

m (%) C. 44. 1 7 ; H, 3. 55 : N, 1 

2.91. 

[0207] (XS2) 5- (3- (2- (4-S/^' 

^7x-;l') -1 H-rh^y-yucQ^^ 

5- (3->f:tK-6-P<^;U^5!-7x-/W) -2- 

(4-;^h^i/<yi/» -2H-Th7V-;Wt4- 

g4i:t-ciii«ic3!!^t. ^ii'^g'. mmmi(7>xm5 

IL^. 11 4~ 1 1 6'C mi^^M : 9 nn;J^;WA- 
Xr^y-zU) ; I Ri^max cm-1 2216; NM 
R(400MHz, DMSO-ds ) ^ppml. 86 
~2. 32 (6H, m) . 2.67 (3H. 
s) , 3. 63-3. 71 (IH. m) . 7.5 
3 (IH. s) . 7. 57 (IH, t) . 7. 
82 (IH, dd) , 7. 99 (IH, d) : 
MS(FAB)m/z 354 (M* +1): 7C^ 
^J-^fttCnHisNs S2 <m'm.{%) C, 5 7. 7 
7; H. 4.28; N, 19.81, WW^ 
{%) C. 57. 31 ; H, 4. 34 ; N, 1 
9. 65. 

[0 2 08] [HiSmi] 5-(3-(2-(4- 
S/^o7'^;l'-2-f-ryU;U) xf-ri;P) -6-:7o 
07x-;l/-) - 1 H-xh^y'-yi^: 

(XSl) 5- (6-;'oo-3— f;i-K7x-;U) 
-2- (4-;>{b^v"<.>'i^» -2H— rh7V-;l<' 

5- (6-:J'on-3— f?i-F7x-;l^) -iH-rb 

9 v-/p^iiM0ij 1 <7)xm3 1 mmizmmi. 5 - ( 6 

-^'nn-3— f:tH7x-;U) -2- (4-p<h^x 
'^yv-Vl^) -2H-Tb7y-;PS:fl;t, 
11059 0— 9 l^C ; NMR (400MHz. CDC 1 
3 ) §ppm 3. 80 (3H, s) . 5.77 

(2H. s) . 6. 89 (2H, d) . 7.2 
3 (IH, d) , 7.39 (2H, d) . 7. 
68 ( IH, d) , 8. 25 ( IH. d) . 

[0209] (IS2) 5- (3- (2- (4-i^^ 
n7'f-;P-2-f-TyU;l^) xf-x;W) -6-^aa7 
x-;w) -2- (4->h^$^'<.yv;i') -2H— 

5- (6-^'DO-3-'f:f F7x-yU) -2- (4- 
p<h^v^y>'>) -2H-Th^y-;'Pt4-i^^n 



yf-;l^- 2 -x^:i;l^^7y-;i^S:IIStfi«J 1 0164 fc 

|p|«{c^aaL. 5- (3- (2- i4-i^^vr^)u- 

2-^TyU;P) xf-:i;l/) -6 -^Dn7x-;l') - 
2- (4-.Xh:^fv"<^yi^Vl') -2H— rh7y-;P$: 

®Li[ 6 6-6 7°C ( Hfe^B?§ii : x-x;l^- n -^^ 
•^y) ; NMR (400MHz, CDCI3 ) ^pp 
m 1. 88—2. 11 (2H, m) , 2. 26- 
2. 42 (4H. m) . 3. 69 ( IH. m) . 

3. 81 (3H, s) . 5.79 (2H, 
s) . 6. 9 1 (2H, d) , 6. 97 ( IH. 

s) . 7.41 (2H. d) , 7.51(1 
H. d) . 7. 58 (IH. dd) . 8. 17 
( IH, d) . 

[0210] (1^3) 5- ( 3- (2- (4->'^ 
o7'^;l^-2-^TyU;U) xf-:::;!^) -6-^ao7 
x-;l^) - 1 H-xh^y-zKO-^^ 
5- (3- (2- (4-i^^'n7"^;t.-2-f-ryy 
)]^) x^-;P-) -6-^an7x:::;l^) - 2- (4-^ 
h Jf >"<.y ) - 2 H - f h 7 y-;P5rl|{|0iJ 1 <^X 

1 8 3- 1 8 5^ (wm^emu x^y-fi^-x 

-t;P) ; NMR (400MHz, DMSO-de ) 
^ppm 1 . 86-2. 02 ( 2H. m).2. 1 
8-2. 3 1 (4H. m) . 3. 68 ( IH. 
m) . 7. 57 ( IH, s) . 7.83 (IH. 

d) . 7. 90 ( IH, d) , 8.13(1 
H. s) ; MS(EI)m/'z 341 (MM: 

TiMmmCieiinfii C I S<7)m.m (%) C. 
56.22; H. 3.54; N, 20.49, ffl 
gffl (%) C. 56. 02 : H. 3. 63 ; N, 
20. 2 1. 

[0211] [|ISfeWI42] 5-(3-(2-(4- 
v'^'nyf-;U-2-f-Ty'J;l/) x^x;U) -2-^n 
n7xx;l.') - 1 H-T-h^y-yl^ : 

(Xmi) 5- (2-:5'nn-3-'f^H7x:::;l') 
-2 - (4-;'<b^i^'<.y>^;P) -2li-Th^Y-fU 

5- {2--p'OU-3-^tY7 x.-)V) -IH-rh 
yY-)V^mm 1 <7)Xg3 ISI^tJ&aL. 5 - ( 2 
-:J'nn-3— ^:tH7x-;W) -2- (4-;^h^>' 
Kyi^';!/) - 2H-fV7V-)Vi%tz. 
114 91— 92*0; NMR ( 4 0 OMH z , C DC 
I3 ) ^PPm 3.76 (3H. s) , 5.78 
(2H, s) . 6.90 (2H. d) . 7. 06 
( IH, t) . 7. 40 (2H. d) . 7.8 
2 ( IH. d) . 7. 99 ( IH, d) . 
[0212] (XS2) 5- ( 3- (2- (4-y^' 
o7'f-;U-2-f-TyU;W) x^r:yi.) -2-^'no7 
xx;p) -2- (A-:<Y^i^Ky'J)V) -2H-f b 
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5- ( 2-^nD-3--f:5rH7x-;l') -2- (4- 
;.< h^S/A^yi/';!/) -2H-rh^y'--'l't 4-v^o 

LxmmmmL. 5- o - (2- (4-i^^'nrf- 

)V) -2 - (4-^h.=^J^<yi^;U) -2H-Th7V 

MM. 6 9-7 0*C (^^B^ : X-t;1/- n -^^ 
-^y) ; NMR (400MHz. CDC I3 ) 5pp 
m 1 . 89~2. 1 1 (2H, m) , 2.26- 
2.40 (4H, m) . 3. 72 ( IH, m) . 

3. 80 (3H, s) , 5. 79 (2H, 
s) . 6. 9 1 (2H. d) , 7. 00 ( IH. 

s) . 7. 34 (IH. t) , 7.4 1(2 
H. d) . 7. 72 ( IH. d) . 7.97 
(IH. d). 

[0213] (IS3) 5- (3- ( 2- (4-i^^ 
p7'^;l/-2-f-TVU;l') x.^=.)V) -2-^'nn7 

- 1 H-xh7V-;i^<?>^^ 
5- (3- (2- (4-i^^'nr^;P-2-^TyU 
)V) X.^~}V) - 2-7uu'7 3.~}V) -2- (4-P< 
h^>"<.yi^';l/) -2H-Th^y-/1/S:|IM0>J1OI 

RtS 16 7-1 7 0*0 (SlSa^iJ: *-X:?y- 
/I'); I Ri/max cm-i 2 2 2 0 ; NMR(4 0 0 
MHz. DMSO-dj ) ^ppm 1. 83-2. 1 
0 (2H. m) . 2.1 9—2. 3 5 (4H. 
m) . 3. 70 (IH. m) . 7.61 (IH. 

s) , 7. 65 (IH. t) , 7.92(1 
H. dd) . 8. 02 ( IH. dd) ; MS 

(EI)m/z34 1 (M* ) ; TcS^J-^fffiCieHiz 
Ns C 1 Sc^fm® (%) C. 56. 22; H, 
3.54: N. 20. 49, Sl^ffl (%) 0.5 
6. 35 ; H. 3. 76 : N. 1 9. 94. 

[02 14] [^Slt^j43] 5-(3-(2-(4- 

>f yrot/i/- 2— frV'J;w) xf-r:yi/) -i-viv 

(ISl) 5- (3- (2- (4--< VrohVl^-2 
-■ fryj/l^) Xf-r.;U) -2-7;P:tD7x-;P) - 
2- {^-:^y^'y^V\/}V) -2H-y-hy'/-fUD 

mmm3 9X'-^^ifz. s- (3-^^^-2-7)1^ 

a7x-;u) - 2- (4-> h^i^'^^yv'Vi^) -2H- 
T h ^y-zi't 4 — f yroeyp- 2 -x^-;H-ry 
-/u^nisw 1 <^xs4 nmi,zm. t . 5 - ( 3 - 
(2 - (4-'f yyo tr;p- 2 -^ryuyp) x^ri 

-2-7;p5j-D7x-;W) -2- (4-.?<b^>''< 

y ) - 2 H - r h yY-)l'inti. 

ibSl 16-1 1 9*0: NMR (400MHz. CD 



C I3 ) ^ ppm 1.35 (6H. d) . 3.1 

2-3. 1 9 (IH. m) . 3. 80 (3H. 

s) . 5.78 (2H, s) , 6. 89—6. 9 

2 (2H. d) . 6. 98 ( 1 H. s ) . 7.2 
7 (IH. t) . 7. 39-7. 41 (2H, 

d) . 7. 64-7. 68 ( 1 H, m) . 8.1 
2—8. 17(1H, m); MS(El) m/z 

43 3 (M* ) ; TtmmmCi^R^oP^f, osm 

n.m(%) C, 63. 73 : H. 4. 65 : N. 
16. 16. (%) C. 63. 69 ; H, 

4.69; N. 1 6. 22. 
[0215] (Xg2) 5- ( 3- (2- (4-^y 
rne;W-2-f-TyU;l') xf-^^yU) -2-7/W:to 
7x-;i^) -iH-rh7y-;i'<7)-^^ 
5- (3-^:tH-2-7;l';ro7x:::;l^) -2- (4 
-P< h^i^^yi^>) -2H-Th7y-;Pi:4-'f y 
7*ne;l^- 2 -:ci--)\^i-7Y-fUimm 1 OIS5 

IL^ 1 5 5-1 5 8-C (W^B^H^m : ^uat^)\^A- 
n-'v^ify) ; IRvmax cm-i 2220; NM 
R (400MHz, DMSO-dg )^ppml. 28 
(6H. d) . 3. 07-3. 16 (IH, 
m) . 7. 55 (1 H, t) , 7. 58 ( IH, 
s) , 7. 97-8. 00 ( IH. m) . 8. 
17— 8.20 (IH. m) ; MS(EI)m/z 

3 13 (M* ) ; jtmrnmci^RnP^i 

nm{%) C, 57. 49 ; H, 3. 86 ; N. 
22. 35. (%) C, 57. 50 ; H, 

3.95; N. 22. 29. 

[0 2 16] [||JfeM44] 5-(3-(2-(4- 
n-ynb°;U-2-^ryy;P) xf-::^;!/) -2-7/1/ 
:t07x— - IH-ThyY—JU: 

ixmi) 5- (3- (2- (4-n-rat:;i/-2 
-f-ryi);!/) xf-3i;u) -2 -7/1^^07 x-;i/) - 
2- (4-.Xh^i^'<.y>'';i/) -2H-rh9y-/u«o 

^^J39rffli^^:. 5- (3-'fjJ-H-2-7;P3fn 

7x-;l/) -2- (4-^ h^i^^y^-VP) -2H-r 
h 7y-/Pt 4 - n -rohVl'- 2 -xf--;w^ry- 

fi^^mm 1 C0IS4 1 t . 5 - ( 3 - ( 2 

- (4-n-rat:;U- 2 -^ryU/U) x^:i;P) - 
2-7/Wjj-07xr:;P) -2 - ( 4 h^v^^yi^* 
/P) -2H-xh7y-;US:#/;. 
it^,97— 99*0; NMR (4 0 OMHz , CDC 1 

3 ) e^ppm 0. 98 (3H. t) . 1.78 
(2H. m) , 2. 80 (2H. t ) , 3.8 
0 (3H, s) . 5. 78 (2H. s) , 6. 
89-6. 91 (2H. d) , 6. 98 (IH. 
s) , 7. 27 (IH. t) . 7. 40-7. 4 
2 (2H, d) , 7. 64-7. 68 ( IH, 
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m) . 8. 12~8. 16 (IH, m); MS 
(EI)m/z 433 (MM; TcS^^fffiCzsH 

20FN5 osmmmix) c, 6 3. is-, u, 

4. 65;N, 16. 16, il^ffi (%) C. 6 
3.58; H. 4. 7 1 ; N, 1 6. 02. 
[0217] (Ig2) 5- (3- (2- (4-n- 

7'ptvi/-2-f-Ty';;i') -2-y)V:^u 
5- (3- (2- (4-ii-rofcr;i/-2-f-rvu 

)V) X.^-)V) -2-7;W^07x-;l/) - 2- (4- 

MA 1 4 9-1 5 2*0 (SifeS^ii : ^DO;^;UA- 

n-z^dr-t^y) ; lRi/maxcm-1 2224; N 
MR (400MHz, DMSO-ds ) 5ppmO. 9 
2 (3H. t) , 1.70 (2H, m) . 2. 
75 (2H, t) . 7. 55 (IH, t) , 7. 
59 ( IH, s ) . 7. 94-8. 0 1 ( IH, 
m) , 8. 14~8. 22 ( IH, m) ; MS 
(EI)m/z 313 (M* ) : TC^^^fSCisH 
ijFNs ScOfl^ffi (%) C. 57. 49; H. 
3.86: N, 22. 35. H^ffi (%) C, 5 
7.47; H, 3. 98 ; N. 22. 1 1. 
[0 2 18] [^J6m 5] 5-(3-(2-(4- 
^^^u-:/i-)V-2-^TY^) )V) X^-fU) -2-;<f- 
;l/7x-;l^) - 1 H-f-h^y-^P : 
{TMl) 5- {3-A:iY-2-^^)Vyx.-)V) 
-2- {A-^h^>"<^y=J)V) -2H-ThyY~)V 

5- (3— f Jj-H-2-^f->'L'7x-;U) -IH-rh 
7y-;l/^^iS^JlcOlS3fc|5l^tc33iai., 5- (3 
-'f jJ-h'-2-;><^;P7x-;U) -2- (4-^h=Jrv' 

-2n-^Y^^/-)V^\mmtLX%tz, 

NMR (400MHz, CDC I3 ) 5ppm 2.7 
6 (3H, s) , 3.80 (3H, s) , 5. 
75 (2H, s ) , 6. 90 (2H, d ) , 
7. 39 (2H, d) , 7. 81 ( IH. d 
d) . 7. 94 ( IH. dd) . 
[0219] (IS2) 5- (3- {2- {A-i/'y 
uy^)i'-2-^TV^))V) xf-:i;l/) -2-)^.'}-)Vy 
x-;P) -2- {A-:^V^i^Kyi;)V) -2H-Th 
7y-/PO-^^ 

5- (3— f:th'-2-^f-;l/7x-;U) -2- (4- 
;><h=3r>"<.y>'>) -2H-Th7y-;Pi:4-i^:;'D 
2 -xf-:i;H-7y-;l'S:|||IM 1 <^IS4 i: 
|H3ail::«raL. 5 - (3- (2- (4-i^i;'nyf-;i^- 
2-^Ty';;I^) xf-r:;P) - 2-;^^;P7x-;P) - 
2- {A-yiV^l/KVi/jV) -2H-Th7y-;U^ 

ItA 1 4 0- 1 4 2X: (SJSSjSji : X-t;1/- n - 



; NMR (400MHz. CDCI3 ) ^ 
PPm 1. 88-2. 11 (2H. m) . 2. 27 
-2. 42 (4H, m) . 2.77 (3H, 
s) , 3. 69 ( 1 H. m) , 3.8 1 ( 3H, 
s) , 5. 77 (2H. s) , 6. 91 (2 
H, d) , 6. 97 ( IH. s ) , 7.30 
(IH, t) , 7. 41 (2H, d) , 7. 67 
( IH. dd) , 7. 96 ( IH. dd) ; tcS 
^flfttCzsHaaNs OS<^fmffi (%) C. 68. 0 

0 ; H. 5. 25 ; N. 1 5. 86, MSM 
(%) C. 67. 83 ; H. 5. 26 ; N, 1 
5. 94. 

[0220] (Ig3) 5- (3- (2- (4->':? 
oyf-;P-2-f-7y'J/l') Xf--;P) -2-^f-;l^7 
x-;i')-lH-Th7 y-;PO^^ 
5- (3- (2- (4->';?nyf-;P-2-f-TyU 
;l^) 3i^-)V) -2-^^)Vyji~)V) -2- <4-^ 
hdrv'^yi^VU) -2H-Th7y-;Ui&IISI0ll<^I 

St^[ 2 0 9-2 1 1 (S^H^B?iJK : x^ y-;P-x 
-t;P) ; NMR (400MHz. DMSO-dg ) 
appm 1. 84-2. 06 (2H, m) , 2. 1 
9-2. 34 (4H, m) , 2. 64 ( 3H, 
s) . 3. 69 (IH. m) , 7.52 (IH. 

t) . 7. 56 ( IH, s) , 7.79(1 
H. d) , 7. 85 ( IH, d) ; MS (E 
I)m/z 32 1 (M* ) ; 7U^:»-«fffiC,7 H15N 
5 smn^{%) C, 63. 53 ;H. 4. 70; 

N. 21. 79. mmM.{%) 0.63. 44; 

H, 4. 80 ; N, 2 1. 7 3. 
[022 1 ] [||Mfi?lj46] 5-(3-(2-(4- 
>-^'a7'f-;u-2-f-Ty'J;U) xf-x;i^) -2-h'; 
7;U3i-n.Xf-;P7x-;U) -l\\-'fYyV-)V: 
{JMD 5- (3-'f^H-2-hU7;^^^^f- 
;^7x-;^) -2- {A-XV^i/Ky-J)V) -2H- 
rb^y-Zl^c^-^fiX 

5- (3->f:tH-2-Mj7;U^D^f-;W7x:::;l/) 

- 1 H -X h 7y-;P5r^si^j 1 <r)iM3 1 mm^z>m 

L, 5- ( 3--f:tH-2-h';7;^:tn^^;U7xX 
;P) - 2- (4-;<b^v'<.>'x» -2H—fh7y 

NMR (400MHz, CDCla ) ^ppm 3.8 

1 (3H, s) . 5. 76 (2H. s) , 6. 
91 (2H, d) , 7. 22 (IH, t) , 

7. 36 (2H. d) , 7. 48 (IH, d) . 

8. 22 (IH. d) . 
[0222] (IS2) 5- ( 3- (2- (4->'7 
uy^)V- 2 -f-ry 'J;l/) xf-:z;U) - 2-\-^}y)V 
:top<f-/W7x-;l') -2- {A-^V^iyO'J)^) 
-2H-Th7y--;l/C7)^^ 
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5- (3- (2- (4-i^i7n:/^;W-2-^rVU 

x.i'=i;l') -2-V^)y)Vir'Oi:)i^)Vyx-)V) - 
2- ( 4 -^h^ -2H— rh7V-;Wt 
4 - i/:? ayf-zP- 2 -xf-:i;U^rV-/U^|Uft«?iJ 1 

oixm-AbmAz^mv. 5- o- (2- (4-i^^' 

-2- (4-^ h^i^'<.>'i^Vl^) 

- 2 H -r h 7 V-yHrtft^*!t^i: 

NMR (400MHz. CDC I3 ) 5ppm 1.9 
0— 2. 1 1 ( 2H, m) . 2.26 — 2.43(4 
H. m) . 3. 63~3. 77 ( IH, m) . 
3. 81 (3H. s) . 5. 78 (2H. s) , 

6.91 (2H. d) , 7. 02 (IH. 
s) , 7. 38 (2H, d) , 7. 57~7. 6 
3 ( IH. m) . 7. 88~7. 90 ( IH. 
m) . 

[02231 (XS3) 5- (3- (2- (4->'^ 
oy^;l/-2-^7^/U;l^) xf-:i;l/) -2-Y^}y}V 
:^uyii-)Vyx.~)V) -lH-f-h7V-/K7)-^^ 

5- (3- (2- (4-i^;?oy^;P-2-f-ry'u 
;l/)x^r.;p) -2-Ml7;U3ro^f-;l/7xx;l/) - 

MM. 2 0 9-2 1 1"C (SSH^B?S^ei : ^uut^j]^J^- 
n-A.dE-Hf>-) : I R J./ max cm- 1 2224; N 
MR(400MHz, DMSO-dg ) 5ppml. 8 
9~2. 04 (2H, m) , 2. 21—2. 35 
(IH. m) , 3. 70 (IH, m) . 7. 63 
(IH. s) . 7. 80 (IH. d) . 7. 94 
(IH. t) . 8. 19 (IH. d) : MS 
(FAB)m/z 376 (M* +1); 7m^V\ 
liCnHiaFs N5 S- I/2H2 0<r>%\nm. {%) 
C. 53. 12 ; H, 3. 41 ; N. 18. 2 
2. «!€€(%) C. 53.39: H. 3. 27; 
N. 18. 44. 

[0224] [^iim7] 5-{3-(2-(4- 
y'i;'uf^)V-2-^TV^))V) x^x;l^) -6- h 'J 
y)V^u^'i-)Vy -lH-r^9y-;^: 

(isi) 5- (3-'f^^'-6-^U7;^JJ-D^f- 
y^7x-;^) -2 - (4-^ -2H- 

5- (3-> f:tK-6-hy 7;l/^a^^;P7x:::^/W) 

- 1 H -T b yY-JUi:m&m 1 3 1 isi^tcjas 
L. 5- (3->f jj-h'-6- ^y7/^^o^f-;^7x- 
;^) -2- (4-;^h^i^'<.y>'» -2H— fb^y 

11^59— 6rC: NMR (400MHz, CDC 1 
3 ) 5ppm 3.81 (3H, s) , 5.77 
(2H. s) . 6. 91 (2H, d) . 7.3 
8 (2H. d) . 7. 52 (IH, d) , 7. 



94 (IH, dd) . 8. 22 (IH. d) . 
[02251 (IS2) 5- (3- (2- (4-i'i7 
D7'^;l/-2-f-TV';;l^) xf-x;i/) - 6-hU7;l' 
:tO^^/l/7xr:;l/) -2- ( 4 h^>"<.yi^;l/) 
-2H-Th9y-/K0-^^ 
5 - (3- (2- (4->'i?oy^;U-2-^rv''J 
X^-;U) -6-M>7;l^:tn^^/l'7xX;l/) - 

1 H -f h yY-Jl't 4 - i/^ DT'^yl'- 2 -Xf-x;W 

^ry-;us:iiiiw i <?)i^4 1 mmiz^mt. 5 - 

(3 - (2 - (4->'i?o7'f-;i^-2-f-ry'J;w) X 

- 6-ht»7;U3j-a^^;l/7x-;P) - 2- 

NMR(400MHz. CDCI3 ) 5-ppm 1. 8 
9-2. 17 (2H, m) , 2. 2 7—2. 41 (4 
H, m) . 3.70 (IH. m) . 3. 81 
(3H, s) . 5.78 (2H. s) . 6. 9 

2 (2H, d) . 7. 00 ( IH, s ) , 7. 
39 (2H, d) , 7. 78 ( IH, d) , 7. 
83 ( IH, d) , 8. 08 ( IH, s ) . 
[02261 (X^3) 5- (3- (2- (4-i/^' 

n7'^;k-2-^rv'U;l') xf-:i;U) -e-hVy/l' 
^o;<f-;i/7x-;i') -iH-Tb7y-;i/£7)-^fiS; 
5 - (3- (2 - (4-i^:?oy^/l^-2-^Ty'J 
;p) xf--;U) - 6-M;7;P:tn^'f-;U7x-;p) - 
2- (A-^h^i^^y'Jfl-) -2H-ThyY-)\^t: 

mmm i cois 5 1 naic^aa t . mm^nt: , 

iijS 2 0 9-2 1 1 'C (SSS»m : OD;iv;UA- 
X^/-;l'-n-A.af1^y) ; IRj/max cm-i 2 
224; NMR (4 OOMHz, DMSO-dg ) 5 
ppm 1. 84— 2. 06 (2H, m) , 2.1 
9—2. 34 (IH. m) , 3. 69 (IH. 
m) . 7.61 (IH. s) , 8. 03-8. 1 

3 (IH, m) , 8. 16 (IH, s) ; MS 
(FAB)m/z 3 76 (M* +1); 7^^¥x 

<lCi7Hi2F3 Ns S<7)lt»ii (%) C, 54. 40; 

H, 3. 22 ; N, 18. 66. M^M (%) 
C. 54. 29 : H, 3. 38 : N, 1 8. 4 1. 

[0227] C^S60|J48] 5-(3-(2-(4- 
i/:?nyf-;t'-2-^Ty'J;U) xf-3^;l^) 
^z/ii}l'7fs=.)Uyai-fU) - 1 H -T h ^y-yU : 

(ISI) 5- (3->f^h'-5-^b^i^;<?;U-K- 
;l/7x-;P) -2- (4-^h=3fi^'<>'i^>) -2H- 

5- (3-'f:tH-5-p<h^i^;<?;W3j^-;l'7x-;l') 

- 1 H-TVyy-)\^?:mmmi<oxw.3tnm^z>m 

5- (3-^3j-H-5-^h^v;<?;P-J^-;l'7x- 
;u) - 2- (4-;^ -2H-rh7y 

lt)S 97X:; IRt/max cm-' 1728; NM 
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R (4 OOMHz. CDC l3 ) * PPm 3.80 
(3H. s) , 3. 95 (3H. s) . 5.7 

5 (2H, s) , 6. 9 1 (2H. d) , 7. 

39 {2H, d) . 8. 44 ( IH. s) . 

8. 66 (IH. d) , 8. 74 ( IH. s) : 

MS(EI)m/z 450 (MM : TxM-^^MC 

17H15 IN4O3 C7)|ts:fi| (%) C,4 6. 35; 

H, 3.36; N. 12. 44, aU^fii (%) C, 

46.08: H. 3. 65 ; N. 1 2. 50. 
[0228] (IS2) 5- (3- (2- (4-i^^' 

n7'f-;l'-2-f-TV'y;U) x^ri;P) 

;<;;l.*:-;U7x-;l.) -2- (4-^ h^>-^y'J)U) 

-2H-rb7^/-;W«0^Bg 

5- (3-'f^H-5-^h^v';^;i'^-;i/7x-;P) 

-2- (4-;<h^>'<yi^» -2H-xh7V'--'l- 

4 - i^^' nr^;i^- 2 -x.i--)Ui-TY-)\^immm 
i<r>xm4 tmmizumt. 5- (3- (2- (4-i/ 

^'P7'f-;P-2-^Ty'J/P) xf--;i/) -5-^h^ 

>';>^;l^;lf-;l/7x::iyl^) - 2- ( 4-^ 

yl^) - 2 H-r h 7V-;P2r?ife?4mi: LTtf/c, 

NMR (400MHz, CDCI3 ) ^ppm 1. 9 

3-2. 40 (6H. m) , 3. 7 1 ( IH. 

m) , 3. 81 (3H, s ) , 3. 97 (3H. 

s) , 5. 75 (2H. s) , 6.92(2 
H, d) . 6. 99 (IH. s) , 7.41 
(2H, d) , 8. 32 ( IH. d) . 8. 54 
(IH. t) , 8. 79 ( IH. d) . 
[0229] (IS3) 5- (3- (2- (4->'^' 
n:^^/l'-2-f-rV'J;l') xf-:i;i/) 

;{^;l^;K-;l/7 x::.;U) - 1 H - r h Wl^tfO^iS 
5- (3- (2- (4-i^^n7'^;U-2-f-ry'J 

2- (A-jth^i^Ky'Jjl-) - 2 H—rh 7^-/1/5: 

1 8 9~ 1 9 rc iwm^Bmn ■. mc^^f-i^ 

y) : IRt/max cm-12224. 1 720 ; NM 
R (400MHz, DMSO-dg ) .Jppm 1.8 
0~2. 32 (6H. m) , 3. 69 ( IH. 
m) , 3. 98 (3H, s) . 7. 60 (IH, 
s) , 8. 32 (IH, s) , 8. 53 ( 1 
H, s) . 8. 68 ( IH. s) ; MS (FA 
B)in/z 366 (M* +1); 7cS^*fi[Ci8 
H15N5 O2 S«H-S:fl(%) C, 5 9. 16; 
H, 4. 14 ; N, 19. 17, jffl^ffi {%) 
C, 58. 79 ; H, 4. 14 ; N. 18. 76. 
[02 301 [Ilifem9] 5-(3-(2-(4- 
x:7nrf-;l'-2-f-Ty';;U) x^:i;U) -6-;<h 

ixmi) 5- (3-'^^^•^*-6-^^^x7x- 
;^) -2- {4-:>(h^>'Kyi/}U) -2H-Th7y 



5- (3->f5j-h'-6-;<h^j/7x:::;P) -IH-r 

hyY-)Uimmmicr,xm3tmmizm.i. 5- 

(3— f3j-H-6-^bdE-i/7x-;l.) -2- (4-^ 

Mji[ 13 3-13 5r(S^B«BJ$li:^nnrf^;UA- 
n-^^-^ry) ; NMR (40 OMHz, CDCl 
3 ) 5ppm 3. 80 (3H. s) , 5.76 

(2H. s) . 6. 80 ( IH. d) . 6.8 
9—6. 91 (2H, m) , 7. 37-7. 39 (1 
H. m) . 7. 70 ( IH, dd) . 8. 20 

( IH, d) ; MS (E I) m/z 4 22 

(MM : 7c^t«-«fffic,6Hi5iN4 Oi mnm 

{%) C. 45. 52 ; H. 3. 58 ; N, 13. 
27, {%) C. 45.49; H. 3. 6 

8 ; N, 13. 29. 

[0231] (XS2) 5- (3- (2- (4-i^:? 
07'f-;l/-2-f-Tyy7l^) xf--;^) -e-;*}-^'^ 
7x-yl^) -2- (4-^h^i^'<.y>'» -2H-f 

h 7y-;K7)^^ 

5- (3--<:th'-6-^b^£^7xX;l^) -2- (4 

tmrn^zmmi. 5- (3- (2 - (4-£^^'Dy^;i. 

-2-i-7YV)U) :r.^-fU) -e-;<h^i^yj:- 
)V) - 2- {A-Jiy^i/KyiP)V) -2H-rh5y 

11^98— lOl'C; NMR (400MHz, CDC 
l3)^PPm 1. 93-2. 40 (6H. m) . 

3. 7 1 (IH. m) , 3. 64-3. 73 ( 1 
H, m) , 3. 80 (3H. s ) , 3.96 
(3H, s) , 5. 77 (2H. s) . 6.89 
-6. 92 (2H, m) . 6. 93 (IH. 
s) . 7. 03 (IH. d) . 7. 38-7. 4 
2 (2H. m) , 7. 66 ( IH, dd) , 
8. 17(1H, d) ; MS(EI)m/z 45 
7 (MM ; TC^^J-^fffiCjsHjsNs O2 Sffmm. 
(%) C. 65. 63 : H. 5. 07 : N. 1 
5. 31. mm.{%) C. 65. 40 : H. 
5. 03 ; N. 1 5. 45. 
[0232] (IS3) 5- (3- (2- (4-i^^ 
o7'-^;P-2-f-ryU;l') xf-x;i^) -6-^h^v 
7xX;U) - 1 H-y-VyY'-)V<7)-^^ 
5- (3- (2- (4-i^^ay^;W-2-^Ty'J 
;P) xf-r:;|^) -6-pt h^i^7xr:;i.) -2- (4- 
^h^-yKy^JjV) -2W-TVyY-)Vimimi<n 

IjUS 2 19-2 2rC(S^S^iK::5'nD:it;l.ix- 
n-'v^-tiX) ; IRt/max cm-i 2216; NM 
R (4 0 0MHz, DMSO-de ) Jppml. 86 
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~2. 34(6H, m) . 3.63-3.71(1 
H. m) . 4. 04 (3H, s) . 7.39(1 
H. d) . 7. 5 1 ( 1 H, s) , 7.88 

(IH. dd) . 8. 29 (IH. d) : MS 

(EDiti/z 337 (M* ) : 7CS^«filCi7H 
isNs 0Sc7)|ti[ffi(%) C, 60. 52; H. 
4.48; N, 20. 76, SS^fl (%) C.6 
0.50: H, 4. 60 : N, 20. 93. 

[0233] [ll»J50] 5-(3-(2-(4- 
>'^nyf-;W-2-f-rVU;P) x^r:;W) -2-^f- 
Ji'f-^y -lH-f-h7V-;U: 

(Xgl) 5- (3-'f^^'-2-p<f-;H-^7x- 
;^) -2- (4-^h^i^^yi^';l') -2H— fh^V 

5- ( 3-^:tK-2-;<^;U^:t7x:::7W) -1 H- 

(3--<Jth'-2-^f-;Wf-:t:7xri;P) -2- (4- 
^h^S/^y>^/W) -2H— fh^V-Zl^S-^Hfe?*!^ 

NMR (400MHz, CDC I3 ) 5ppm 2.3 

0 (3H, s) , 3. 80 (3H. s) , 5. 
77 (2H. s ) . 6. 88~6. 92 (2H, 
m) , 7. 07 (IH, t) , 7. 38~7. 4 

1 (2H, m) . 7.61 (IH, dd) , 
8. 06 (IH. dd) . 

[0234] (IS2) 5- (3- (2- (4-1^:? 
n7'^;i/-2-^Ty'y;u) xf-r^yi') -2-^f-;l^f- 
3}-7x-/l/) -2- {4-:<h^>'<y>'f\^) -2H- 

5- (3-^^K-2-^^;u^^7x^;i^) -2- 
(4-;<h^i^'<yi^';l^) -2H-rh9V-;l^t4- 

S4i:liai{c3!!rat. 5- (3- (2- (4-i^^oy 

f-;l'-2-^ry'J>p) xf-:i;i^) -2-^f-;Pf-:^7 
y.-)]^) -2- (4-^h^>"<y>'>) -2H-rh 

NMR (400MHz, CDC I3 ) ^ppm 1.8 
9~2. 40 (6H. m) . 2. 44 (3H, 
s) , 3. 67~3. 75 ( IH, m) , 3.8 
0 (3H. s) . 5.79 (2H. s) . 6. 
89-6. 91 (2H. m) , 6. 99 (IH. 
s) . 7. 36 ( IH. d) , 7. 40~7. 4 

2 (2H, m) , 7. 6 9 ( IH. dd) . 
7. 73 ( IH. dd) . 

[0235] (IS3) 5- (3- (2- (4-j^^' 
OT^f-Zt— 2-f-rVy/l') xf-c:/U) -2-j(i-fH- 

5- (3- (2- (4-i/^'n7'f-;l^-2-f-rV>; 
;l/) xf-:^;P) - 2->>{^;Uf-5j-7x-;P) -2- (4 



SI'S 1 5 1-1 54'C (Stea?m: ^?nu:J^;PA- 
n-^^-tf y) ; I Ri/max cm-i 2212; NM 
R (4 0 0MHz, DMSO-dg ) ^pprnl. 86 
-2. 32 (6H. m) . 2.39 (3H. 
s) , 3. 65—3. 73 (IH, m) . 7.5 
9 (IH. s) , 7. 62 (IH, t) , 7. 
72 ( IH, d) . 7. 95 ( IH, d) ; M 
S(EI)m/z 353 (MM; Tm^^^Cn 
H15N5 S2 c^ft^fi (%) C. 57. 77; H. 

4. 28 : N. 19. 81. il^ffi (%) C, 5 
7. 64 ; H, 4. 38 ; N. 19. 60. 
[02361 [HSfifi^JSl] 5-(3-(2-(4- 
i^^u'f^)V-2-^TV^))V) xf-x;|^) -5-7'0 
t7x-;l/) -\U-^VyY—)V: 

(Igl) 5- (3— <;rh'-5-yat7x:::;U) 
-2- ( 4 h^i^^ys^'yp) -2H—fh7y-;P 

5- (3-^7j-H-5-7'Dt7x-;l/) -IH-rh 

yv-)v^wmiir>xm3tnmzms.L. 5- (3 

-^:tH-5-7*0^:7x-;t') -2- (4-.Xh^v' 

Ul4 1 5 4-1 5 5'C m^^Mn : ^ ao:t^;PA- 
n-^^D-y) ; NMR (400MHz. CDC 1 

3 ) 5ppm 3.80 (3H. s) . 5.72 
(2H, s) , 6. 90 (2H, d) , 7.3 
7 (2H. d) . 7. 92 (IH, t) , 8. 2 

4 ( IH, t) , 8. 40 ( IH. t ) ; MS 
(FAB)m/z 473(M* +1); 7cS^«f 

ffiC,5H,2Br IN, 0(^ff»« (%) C. 38. 2 
4 ; H. 2. 57 ; N. 1 1 . 90, mWM. 
(%) C, 38. 2 5: H. 2. 54 ; N. 1 
2. 10. 

[0237] (Xg2) 5- ( 3- (2- (4-i^^ 
07'f-;l^-2-f-Ty';;l^) Xf--;U) -5-7'o^:7 
-2- {A-:>iV^i^Ky=J)i') -2H-xh 

5- (3-'^?rH-5-7'Dt7x-;P) -2- (4- 
^h^v-^y-/;^) -2n-T\-yY-)VbA-'y^vi 
2 -:c^-)V^7Y-)V^^m 1 C0IS4 i: 
l«I«C5!Lat. 5- (3 - (2- (4-i^^n7'-?-;l'- 
2-f-TV'y;L') X^-;P) -5-7"D^:7x-;U) - 
2- (4-^hdfi/'<;yi^yU) -2V\-TYyV-)Vi 

1 2 7-1 2 9r (H^a^ii : ^'00*;PA- 
n-/\4r-9-y) ; NMR (4 0 OMHz . CDC 1 
3 ) i^Ppm 1. 95-2. 09 (2H, m) . 
2. 29— 2. 40 (4H. m) , 3.68-3. 
72 ( IH. m) . 3.80 (3H. s) . 

5. 73 (2H. s) , 6.91 (2H, d) . 



(51) 



!^i3¥10-l 95063 



6. 99 (IH, s) , 7. 40 (IH, d) . 

7. 78 (IH, t ) , 8. 29-8. 39(1 
H, m) ; MS (FAB) m/z 5 08 [ (M* + 
2) +1)],506[(M')+1)]: Ttm^ 
^fliCaiHjoBrNg OS - 1/4 Hj 0<7)tfSffl (% 

) C, 56. 4 2 ; H, 4. 04 ; N. 1 3. 
71, m^m(%) C. 56.49; H, 4.0 
7 : N, 1 3. 69. 

[0238] (XS3) 5- (3- (2- (4-i^^' 

oyf-;L'-2-f-ry'y;p) xf-r:/p) -5-:/D*7 

X r^^W ) - 1 H - T h 7 V-yi^o-^^ 
5 - (3- (2- (4-:^^nyi-)\^-2-^T'/V 
;P) x^r:;l/) - 5-7"o* 7x-;t') -2 - (4-p< 
h^i^<y=Jjl-) -2H-f h7^/-;l'?:IIM0iJlOX 
S5t|5l«(ci5!ML. ^^^J^ft/.:, 
Wj^ 104~105r (decomp. ) (||^a?§ 
ii: ^nn*;UA-X:J'/-;l^-n-'s^-9-y) ; I 
Rvmax cm-i 2210: NMR ( 4 0 0 MH z , 
DMSO-de ) dppm 2. 06 (2H, m) , 
2. 19-2. 32 (4H. m) . 3.73(1 
H, m) , 7. 59 (IH. s) , 8. 14 (1 
H, s) , 8. 28 (IH, s) , 8. 30 

(IH, s); MS(FAB)m/z 388[(M 
* +2) +1) ] , 386 [ (MM +1) ] ; TiM 
mmCisHnBrNi S- 1/4 Hj OOlHrffi 

(%) C, 49. 1 8 : H. 3. 22 ; N, 1 7. 
92, mm (%) C. 49. 20 : H. 3. 1 

2 ; N, 1 7. 88. 

[0239] mmm52] 5- (3. 5-t';^(2 
- (4->'^'D7'-^;l--2-^rVJ;^) x-^-;p) y 
x:x;P) -IH-rh^r-yP: 
(Xgl) 5- (3. 5-S/'-f5j-K7x:::;l/) -2- 
( 4 h^i^^yvVU) - 2 H-T b 7V-;K^-^^ 
5- (3-ro^:-5— f;tb'7xr:;i^) -2- (4- 
^ i^Vl- ) - 2 H -X h 7 V-.'l'Sr^SSP!! 1 6 

<OXS2i:l«l:Kt:3J!ML. 5- (3. S-i^MsTK^x 
-/W) - 2- (4-^h^i^'<.yi^» -2H-Th9 

SJl^ 1 7 7-1 7 8-C mt^mm : i7nn;n>PA- 
n-^^-^y) : NMR (400MHz, CDC 1 

3 ) ^ppm 3. 80 (3H, s) . 5. 72 
(2H. s) , 6. 91 (2H, d) . 7.3 
7 (2H, d) , 8. 1 1—8. 12 ( IH, 

m) , 8. 43 (2H, d) . 
[02401 (XS2) 5- (3, 5-t';^ (2- 
(4-v^'o7'f-;l/-2-^ryU;P) x^:::;U) 7x 

-;P) -2 - (4-^h^v"<.y>'» -2H— fh5 

5- (3. 5-i'M3i-K7x-;P) -2- (4-^h=5f 
-2H-Th7y-;Ui:4-i^^'o7'^;U 



mmi. 5- (3, 5-t'X (2- (4-i^^07'^;l' 
-l-^TYOfU) x.i-::ijU) 7 x~JV) -2- (4- 
:>(V^i^Ky'J/l') -2H-Th7V-/I^S:^llfe7t 
;P7r;^fcLTt#^. 

NMR(400MHz. CDCI3 ) 5ppm 1. 9 
0-2. 1 1 (4H. m) , 2. 28-2. 42 (8 
H, m) , 3. 66-3. 7 5 ( IH. m) . 
3. 80 (3H. s) . 5. 74 (2H, s) , 

6. 92 (2H, d) , 6. 98 (2H, 
s) . 7. 4 1 (2H, d) , 7. 82 ( IH. 

s) , 8. 37 (2H. d) . 
[0241] (IS3) 5- (3, 5-h'X (2- 
(4-i^^^7f->'^-2-f-7yy;^) x-?-:i;U) 7x 

5- (3, 5-t:x (2- (4-^^:?n7'f-/l^-2-^ 
ryU/P) x^r:;i.) 7x-;>) -2- (4-;Xh^>' 
'^y^Vl/) -2H-Th7y--'P^IISfefi?iJl<0XS5i: 

ilUS 2 12-214°C(decomp. ) (SM^b^ 
^i: i?on;^;UA-x^>'-;U-n-'\df-9-y) ; I 
Ri^ max cm- 1 2216: NMR(400MHz. 
DMSO-dfi ) ^ppm 1. 85—2. 06 (4 
H. m) , 2.1 9-2. 34 (8H, m) , 
3. 65-3. 73 (2H. m) . 7.59(1 
H, s) , 8. 1 6 ( IH, s ) , 8.36 

(2H, d) : MS (FAB) m/z 469 (M* 
+ 1) :7C*:»-:WfiC25H2oN6 S2 •3/4H2 0(0 
frnm (%) C. 62. 28 ; H. 4. 49 ; 
N, 17. 43. mm(%) C. 62.46; 
H, 4. 38 ; N, 1 7. 49. 

[0242] [^^J53] 5-(5-(2-(4- 
v'^n7'f-;l/-2-f-Tyj;W) x^r:;l^) -3- (1 
H-Tb7y-;U-5— <;U) 7x:i;P) -iH-rh 
5y-yU : 

(XSl) 5- (5— ^5rH-3- (-2- (4-^ 
h^i^Kyi/jU) -2H-Th5y-;W-5-^/l') 7 

-2- (4-:>(h^i^Ky'J)U) -2H—fb 

5- (5-'fj}-K-3- (-2- (4-^h=Sri^'<yi'' 
;P) -2}\-y-VyV-tV-5-^ )V) y -1 
H-T b 7y-;U^II*S^J 1 C0XS3 1 |iI«tc35[iaL. 
5- (5-'f7rh'-3- (-2- (4-^h=ifi^<>'S^' 
;l^) -2}\-T\'yV'-lV-5-^)V) 7X-/U) -2 

- (4-^h=3f>"^yx;i') -2H— fh7y-;p^# 

WA 1 8 3-1 8 6'c {mm^nmm ■. ^do^j^/pa- 

n-^^^y) : NMR (400MHz, CDC 1 
3 ) 5ppm 3. 80 (6H. s) . 5. 74 
(4H. s) . 6.91 (4H. d> , 7.3 
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9 (4H, d) . 8. 56 (2H, d) . 8.8 
2-8. 83 ( 1 H. m) . 
[02431 (IS2) 5- (5- (2- 
ar-^/l'-2-^rv'U/U) x^ci;P) -3- ( IH- 
■fh^VwP-S-'f/U) ^x-yl') -IH-f h7V 

5- (5— f^F-3- (-2- (4-;<h^i^'<yv 
-2H-Th7V-;i'-5-'f;w) 7x-yp) -2 
- (4-^h=3fi'^y>^;i/) -2H-T-h7y'-;pfc4 

it^ >3 0 0t: :J'no*;U-£.-x:?y 
— n-A.d{-^y) ; I Ri/max cm-i 2220; 

NMR (4 0 0MHz. DMSO-ds ) ^ppm 
1. 88-2. 04 (2H. m) , 2.23—2. 
35 (4H, m) . 3. 66~3. 74 ( IH, 
m) . 7. 61 (IH, s) . 8. 46 (2H, 

d) , 8. 86~8. 87 ( IH, m); fcM 
^^ffiCnHigNg S- 1/2H2 Ocr,i{M.i& {%) 
C, 53. 1 2 ; H. 3. 67 ; N, 32. 79, 

(%) C. 53. 25 : H. 4. 05 : 
N, 33. 06. 

[0244] [||»J54] 5-(3-(2-(4- 
j^^nrf-;l^-2-f-7VU;l') xf-x;i/) -2-^h 

(Igl) 5- (3-^^h'-2-^h^i^7xX 
;l^) -2- {4-^h^iy<yi^f\-) -2H-Th7V 

5- (3-^^h'-2-^h^>'7xX;l.) -IH-r 

h^v-;u^^sfic?ijic7)ig3ti5i^t:3!aaL, 5- 

(3--<JrK-2-^ h^i/7xx;l^) -2- (4-^ 

it^ 6 5-6 9°C m^^omm ■. ^ uu^^jUA- n - 
^^■fy) : NMR (400MHz, CDC I3 ) ^ 
ppm 3.78(3H. s), 3.80(3H. 

s) , 5.77 (2H, s) , 6. 88-6. 
91 (2H. m) , 6. 97 (IH, t) , 
7. 39-7. 4 1 (2H, m) , 7.90(1 
H. dd) , 8. 02 ( IH, dd) ; MS 

(EI) m/z4 2 2 (M* ) ; 7C3Rt»-«ffiCi6Hi5 
IN4 O2 cOftS[<i (%) C,4 5. 52: H, 
3.58; N, 13. 27, M^M i%) C,4 
5. 69 ; H, 3. 75 ; N, 1 3. 48. 

[02451 (IS2) 5- (3- (2- (4-y^' 
a7'f-;I^-2-^TyU;U) xf-x;l/) -2-j(h^>' 
7xx;p) -lH-Th7V-;K^-^^ 
5- (3-'f^H-2-^h=5f>'7xXyP) -2- (4 
h#>"<.>'S^';l') -2H-rh7y-;Ui:4-y^' 
orf-;P- 2 -xf-x;H-ry-yW^IISfi«^ 1 <7)XS4 



1 5 3-1 5 5'C (S^fH}§«5 : 
n-A,d(t-(^y) ; I Ri/nax cm-i 22 16; N 
MR (4 0 0MHz, DMSO-dg ) *ppml. 8 

5-2. 34 (6H, m) , 3.65-3.73 
(IH, m) . 4. 01 (3H, s) , 7.42 
( IH, t) , 7. 59 ( IH, s) , 7.88 
( IH. dd) , 8. 1 2 (IH, dd) : M 
S(EI)m/z 3 37 (M* ) : 7tM^Vii&Cn 
HigNj OSOff^^I (%) C. 60. 52 : H, 
4.48; N. 20. 76, iU^ffi (%) C, 6 
0.34; H. 4. 53 ; N. 20. 60. 
[0246] mmmSd] X^;U 4- (2- (4 
-i^^07'f-;U-2-^Ty'J;l^) x^-;P-2- ( 1 
H-ThyY~)V-5-^)U) 7xy=Jri^7-fer-b : 
(Xni) x^yU 4- (2->f^K-2- ( 1- 
(4-;<b^x^yj/';l') -lH-T-h7y-yl^-5- 
'f/W) 7xy^v7-feT-h RX/ x^;P 4- (2 
-^:^Y-2- (2- {A-)^V^i^-5-A)V) -2 
H— rh7y-;i'-5--f;l^) y x.y^i^T-^T-V<r) 

4 - (2--<:tF-2- {lW-'rVyV~)V-5-A 
IV) 7xy^>'r-fer-hS:lli£Ml«0lS3fc™c 
miL. 4- (2— f^K-2- (1- (4-^b^fi^ 
^yi^'^u) -iH-rb7y-;w-5--f;i/) 7xy=Jf 
i^T^T—Vmf xf-;l/ 4- (2--<:tb'-2- 
(2- (4->h^i^-5— <yP) -2H-rh7y- 
,p_5_^,p) 7xydfv'T-fex-hSr*«>l : K^il-^ 

NMR (4 0 OMHz , CDC 1 3 ) ^•ppm 1.2 
6 and 1. 29 (3H, each t) , 
3.76 and 3.79(3H, eachs), 

4. 23 and 4.25 (2H, each 
q) , 4. 59and 4.70 (2H, s) , 

5. 58 and 5.75 (2H. each 
s), 6. 63 and 6. 72(1H, eac 
h d) , 6. 74—6. 76 and 6. 88- 

6. 90(2H, each m), 6. 98-7.0 
0 and 7. 38—7. 41' 2H, each 
m) . 7. 52 ( 1/2H. d) , 7. 67 an 
d 7.76(1H, each dd). 8.27 
( 1/2H, d) . 

[0247] (IiS2) xf-;l. 4-(2-(4->' 
:?nyf-;l/- 2 -^ry i;;l/) x^x;i.-2- 
rb7y-/u-5--^;U) 7xy^i/T-br-bo-^^ 
xf-;l/ 4- (2-^^h'-2- ( 1- (4-p< h^>^ 
KyiflV) -IH-f h7y-7l^-5-'f;P) 7xy^ 
i^r-br-hirxf-yu 4- (2->f:tH-2- (2- 

( 4 h i/^y'J)\/ ) - 2 H -T h 5y-;l^- 5 - 
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its 1 7 6-1 7 8-C iWrnmU : ^aat^}].^- 
n—^^-fy) ; IRi^maxcm-i 2216, 17 
30; NMR (400MHz. DMSO-dg) 
pm 1.26(3H, t), 1. 84~2. 33 
(6H. m) . 3. 63-3. 7 1 ( IH. m) . 

4.17 (2H, q) . 5.13 (2H, 
s) . 7. 34 (IH, d) , 7. 52 (IH, 

s) , 7. 83 (IH, d) , 8. 31 ( 1 
H, s) ; MS (E I ) m/z 409(M+); 
TC^ii-SfiiCaoHigNs O3 SCOtmmiX) C. 5 
8. 67 : H. 4. 68 ; N. 17. 10, 
m {%) C. 58. 67 ; H, 4. 68 ; N, 1 
7. 16. 

[0248] [^SfeM56] 4- {2- <.4-'>^n 
7"f-;l/-2-f-7VU;l^) x^-;l/-2- ( IH— fb 
7V-/l^-5— f;U) 7xy^i^i^g!: X^^l.- 4- 

( 2 - ( 4 - i^^ orf-ZP- 2 -^T y* y ;U ) X^ri;U 
-2- (1 H-r h^V-zl—S— yx/^v-r 

•feT-h3 5 0mgCTHF5m l&l/O. 2 5N7K^ 
'(b:^ b U A7Ki§?a 10ml SrjDi. . SSf 1 B#iawf 
Lfc. ^m^^ 10 0ml icar. 1 NJgi!l 0 m 1 

2 9 0 m g m^m^t LT#7^c, 

2 5 1~2 5 5'C; IRumx. cm-i 22 1 
6.1720; NMR (4 OOMHz, DMSO-d 
6 ) ^ppm 1. 86~2. 34 (6H, m) , 
3. 63~3. 7 1 (IH, m) , 5.06(2 
H, s) . 7. 34 (IH, d) , 7.52 
(IH. s) . 7. 85 (IH. dd) , 8. 
34 ( 1 H, d ) ; MS (E I ) m/z 38 1 

(M* ) ; Tc^^^ffflCigHigNs 03 smnm 

(%) C, 56. 68 : H, 3. 96 ; N. 18. 
36. mm (%) C. 56. 54 : H. 4. 1 

0 ; N. 1 8. 14. 

[0 24 9] [|IJife^J5 7] 5-(3-(2-(4- 
i^^ufi-fl-l-^TYVJl^) xf-:i;P) -2-hb' 
n^i/7x-;l/) -lH-Th7V-;U: 

(isi) 5- (2-b^'□^x-3-'^3^•^•7x- 
;^) -2- (4-^h^i^^y>')U) -2H-Tb7V 

5- (2-tHDdri^-3— f:tH7x-;l<') -IH- 
Th7V-;PSr. 2^«<7)4-^hdr>'/<.y^> ^^o 
'J U "^A^fflV^ mm 1 «0Ig3 1 

Hfmt. 5- (2-bHodfj^-3— f:tK7x- 
/P) -2- (4-p<h#S/'<yi^;l/) -2H-Th7y 



NMR (400MHz, CDC I3 ) S-ppm 3.7 
8 (3H, s ) , 3. 82 ( 3H, s ) , 4. 
89 (2H. s) , 5. 73 (2H, s) , 

6. 84~6. 88 (4H, m) , 6.99(1 
H, t) , 7. 32~7. 34 (2H, m) . 

7. 37-7. 40 ( 2H. m) . 7.94(1 
H, dd) . 8. 04 ( IH, dd) . 
[0250] (IS2) 5- (3- (2- (4-i^:7 

o7'f-;l^-2-f-TVy;l/) x^-;p-) -2-tHDdf 
v7x-;P) - 1 H-'fhyY-Jl^<D^fS. 
5- (2-t Hndf>— 3-^3j-h'7x-;U) -2- 
(4-^h^v"<.yi'';l^) -2H-rh7V-;Wi:4- 
i/^nrf-zu- 2 -x^zi/pf-rr-yi'SrHii^iJ i <^x 

IMbS 19 5-19 9'C (decomp. ) (WMS^ 

^nuif^jUM,) ; IRi^mx cm-i 3 116,2 
980. 2948. 2216. 1 616, 1 588. 1 
554.1 5 1 2; NMR ( 4 0 OMH z , DMSO 
-dg ) ^ppml. 84—2. 34 (6H, m) , 
3. 63-3. 72 ( IH, m) , 7. 1 6 ( 1 
H, t) , 7. 52 (IH. s) . 7.75 
(IH, dd) , 8. 04 (IH, dd) ; MS 
(EI)m/z 323 (MM: 7n«t«-^ffiC,6H 
13N5 OS(Dtm^{%) C. 58. 61 ; H, 
4.15; N, 2 1 . 36, il^fi {%) C. 5 

8. 69 ; H, 4. 13 ; N, 21. 04. 
[025 1 ] [|Slt^J58] 5-(3-(2-(4- 
>'^D7"^yl^-2— ^ryj;!/) xf--;k) 
7'n;K^i/7x-;P) -lH-f-h7r-;P: 

(Xgl) 5- (3-'fjrH-2-'f yrndfdri^7 
xci;p) - 1- (4-;<h^£^'<.>>'» - IH-rh 

5- (3-^J^^'-2-'f yrn;K^i/7x3:;U) -1 

H - X b 7 v-;psr 1 coig 3 1 mmi,zm. i . 

5- (3->f3rH-2— f y7*03i^dfi'7x-;l/) -1 

- {4-^h^i^Kyi^)U) -lH—f^9^^-;^&^^^ 

NMR (400MHz, CDCI3 ) ^ppm 1.0 
5 (6H, d) , 3. 7 1 (3H. s ) , 4. 
05-4. 06 (IH, m) , 5.51 (2H, 
s) , 6. 68—6. 7 1 (2H, m) , 6.8 
9-6. 92 (2H. m) , 6. 91 ( IH, 
t) . 7. 29 (IH. dd) , 7.99(1 
H, dd). 

[0252] (IS2) 5- (3- (2- (4-x^ 

o7"f-;u-2-f-7yyyp) xf-r.;i^) -2— f yrn 

5- (3->f3rK-2-'f y7*0;K^i^7x-yl') -1 
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- i^^ xnr^fl^- 2 -xf-ri;i/^r^/-;W5rllJg0iJ 1 co 

MA 193^1 9 6*0 (dec omp. ) CmSM 

i^: ■^\JM^^)\/M,-n-^^-^y) ; IRi/max cm 
-1 3096, 2976, 2216, 1600;NMR 
(400MHz, CDC I3 ) 5ppm 1.33(6 
H, d) . 1. 92-2. 45 (6H. m) . 
3. 72~3. 80 ( IH, m),5. 10~5.1 
8 (IH. m) , 7. 04 (IH, s) , 7. 
28 ( IH, t ) . 7. 66 ( IH. d) , 

8. 37 (IH. d) , 13. 30 (IH, br 
s) ; MS(EI)in/'z 365 (MM; 7C 

S^^SffiCigHigNs OSmM.mi%) C, 62. 
44 ; H. 5. 24 ; N. 19. 16, M^iM. 
{%) C. 62. 45 ; H. 5. 27 ; N, 1 

9. 29. 

[0 2 5 3] [^}£<?IJ5 9] 5-(3-(2-(4- 
i^^o7"f-;l'-2-^7V'J;P) x^r:;p) - d-^^ 
)Vy3.-)V) - IH— rh^V-;!-' 

(igi) 5- (3-'f3^^'-6-^^;^7x-;^) 

-2- (4-.>«b^i/^yj^» -2H-rb7y-;l' 

5- (3-^;^■^'-6-^f•;^7x-;^) -IH-rh 
5 V-;I.S:IIMCa| l <^IS3 1 lil^tcMaU. 5 - ( 3 
-A-^Y-b->^^)Vy3:-)V) -2- (4-;^h^i^ 
^yvVl/) -2H-Tb5y'-/USr#/^, 
it^ 6 7~6 9X: (SSgajS^iX^y-^l--*) : 
NMR (400MHz. CDCI3 ) ^ppm 1. 
33 (6H, d) , 2.56 (3H. s) , 
3.81 (3H, s) . 5. 75 (2H. s) , 

6. 2 1 (2H. d) . 7. 04 ( IH. d) , 

7. 39 (2H. d) . 7. 65 (IH. d 
d) , 8. 33 (IH, d) . 

[0254] (Ig2) 5- (3- (2- (4-i-:7 
n7'f-/W-2-f-rVi;;P) xf-x/w) -e-yi^)Vy 
-2- (4-P<h^i^'<.yx;>) -2H— 

5- (3— f^K-6-p{f-;l^7xX;|^) -2- (4- 

^h^>"<.:^i^» -2H-xh9y-;i'i:4-J^^n 
2 -xf•:l;^^ry-/^^lSlftW i <7)XS4 1 

nm\,z^L. 5 - (3 - (2 - (4— >^ayf-;P- 
2-^Ty>;yu) x.^~)V) -6-^^;W7x-;i/) - 
2- (4-^h^>-<yj^>) -2H-xb7y-;l'Sr 

NMR (400MHz, CDC I3 ) ^PPm 1.9 
0~2. 00 (IH, m) . 2. 00~2. 10 (1 
H. m) . 2. 30-2. 50 (4H. m) . 
2.65 (3H, s) . 3. 60~3. 80 (1 



H, m) . 3.8 1 (3H, s) , 5.76 
(2H, s) , 6. 92 (IH. s) , 6.9 
3 (2H, d) , 7. 3 1 ( IH, d) , 7. 
42 (2H, dd) , 7. 55 ( IH. dd) , 
8. 25 ( IH. d) . 

[0255] (Xg3) 5- ( 3- (2- (4-i^^ 
oyf-;P-2-f-ryi>;U) Xf--;l/) -6-p<f-;l'7 
xX;P) - 1 H -f h 7y-;K0^^ 

5- (3- (2- (4-i^^'oyf-;p-2-f-Ty'; 

x-?-:i;l/) - 6 -.?<f-;l^7x-;l<') - 2- (4-.X 
h^i^Kyi/jV) -2H-Th7y-;P$-|ISSfi»Jlcoi 
g5i:|5|:KtiiiiiaL. ^1^Sr^#/>:, 
it^ 13 1~132'C(decomp. ) {'Emm 
%: -^UUii-^JVA) ; IRvmax cm-i 1 662, 1 
586, 1 390, 1 286, 994; NMR(40 
OMHz, DMSO-dg ) 5ppm 1. 80—2. 
00 (IH. m) . 2. 00-2. 10 (IH, 
m) . 2. 20-2. 40 (4H, m) , 2. 5 
6 (3H, s) , 3. 60-3. 70 ( IH. 
m) . 7. 54 ( 1 H. s ) . 7. 56 ( IH, 
d). 7. 76(1H, dd). 8.02(1 
H, b r ) , 8. 1 2 ( IH, s) ; MS (F 
AB)m/z 32 2 (M* +1); jtm-^^m 
CnHijNs S-Hj 0(7)lt^€ (%) 0, 5 2. 3 
8 : H. 3. 97 ; N. 15. 42, fflSffi 
{%) 0,52.42; H. 4. 04 ; N. 1 
5.51. 

[02 56] CIISS0IJ6O] 5-(2-(2-(4- 
v^nyf-;i^-2-f-Tyu;P) xf-^t^p) 7x::^;W) 
-1H-Th5y-;U: 

(XSl) 5- (2— f;i-K7x:i;l/) -2- (4- 
:>( h^i^^yJfl') - 2 H -T b yY-JU<D-^g(. 

5- (2-'f*H7x-;p) -1H-T^9y-;^^II 

St0IJlOIg3t|H]«t:J!iat. 5-(2--f^H7x 
-;l^) -2- (4-^ h^i^OS/Vl^) -2H-rh7 
y-;PS:?44^t Lxnfz. 

NMR (4 OOMHz , CDC I3 ) 5ppm 3.8 
0 (3H. s) , 5. 77 (2H, s) . 6. 
88-6. 92(2H. d), 7. 11-7. 15 

( IH, m) . 7. 40-7. 45 (3H. 
m) . 7.7 1-7. 73 ( IH. m) . 8.0 
0—8. 02 ( IH, m) . 

[0257] (Xg2) 5- ( 2- (2- (4-v^ 
ny-f;!/- 2 -^ry D;l^) 7x-/P) -2 

- (4-;<h^i^^yi^fU) -2H-ThyY-fU<^ 
J£ 

5- (2-'f:th'7x-;P) -2- (4-^ bdfi^'<.> 
v;U) -2H-f h7y--'l^fc4-i/;5'oyf-;l/-2- 
xf-rL;l.^ry-;PS:^0lJ 1 «0Xg4 i: |SI«t2«aa 
5- (2- (2- (4-j^^oyf-;l.-2-f-ry 
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x^:z;U) 7xr:;P) -2- (4-^h4f>"<>' 
- 2 H -r h ixntc, 

NMR (400MHz, CDC I3 ) d'ppm 1.9 

1~2. 08 (2H, m) , 2. 30-2. 39 (4 

H. m) , 3. 68~3. 73 ( 1 H, m) . 

3. 77 (3H, s ) , 5. 79 ( 2H, s ) , 
6. 81~6. 84 (2H, m) , 6.96(1 

H, s) . 7.4 1-7. 43 (2H, m) . 

7. 43~7. 52 (2H. m) . 7.72-7. 

75 ( IH. m) , 8. 13-8. 15 (IH, 

m) . 

[0258] (X@3) 5- (2- (2- (4-$^^ 
^rf■;^-2-f•rVU;^) xf-::i;l/) yji-fi') -1 

5- (2- (2- (4-i^:J'07'^;W-2-^rV'J 
/P) Ji^-fU) 7j^—)1') -2- {4-:^h^i^<y'J 

1 4 6- 1 4 7°C ( d e c omp . ) (S^h^b7§ 
^ : ^and^;|/A-n-'^^-<fy) ; IRumax cm 
-1 2216; NMR (4 OOMHz. DMSO-d 
6 ) ^ppm 1 . 82-2. 04 (2H. m) , 
2. 1 8-2. 4 6 (4H. m) , 3.61-3. 
70 (IH. m) , 7. 53 (IH. s) . 7. 
67-7. 73 (2H. m). 7.88-7.91 
(2H. m) ; MS(FAB)m/z 3 0 8 ( 
+ 1) : 7c«iJ-*f€Ci6H,3N5 solt»fi(%) 
C, 62. 5 1 ; H, 4. 26 : N, 22. 79. 

{%) C. 6 2. 09 ; H. 4. 28 : 
N. 22. 56. 

[02593 [|lil0iJ6 1] 5-(4-(2-(4- 
vi?o7'^;l'-2-^TyU;l^) x^ri;l/) 7x-yP) 
-1H-Th5y-;1': 

(ISI) 5- (4— f^F7x-;U) -2- (4- 
5- (4-'f;rH7x-;l/) - IH— f^7y-;^5rll 

mmi<7)xm3bmmi,z9mL. 5- (4-> f^tn^x 

-2- (4-^b^x^yx/l/) -2H—fh7 

ItA 1 2 2- 1 2 3*0 (mm^amm ■. 9 Da7^;^i^- 
n-^df1^:x) ; NMR (400MHz. CDC 1 
3 ) ?ppm 3. 79 (3H, s) . 5.72 
(2H. s) . 6. 88—6. 91 (2H, 
d) . 7. 36-7. 39 (3H, m) . 7.7 
9— 7. 86 (4H. m) ; MS(FAB)m/z 
393 (M* +1): TC^^iWffiCisHialN, 
Sc7)ffa[ffi (%) C. 4 5. 93 ; H. 3.34: 
N, 14. 29. mm.<%) C. 4 6. 13 : 
H. 3. 35 : N. 14. 47. 
[02601 (IS2) 5- (4- (2- (4-i^^ 



oyf-;u-2-f-ryi;7W) :x.^~)V) ^x-yp) -2 

- (4-;< h^i^'<>yi/» -2H-xb7y-;P<^^ 

5- (4--^:th'7x-y|/) -2- (4-^h^>"<y 
-J)V) -2H-xh7y-;l'i:4-v'^oy^;U-2- 

x^n;i.^ry-;w^iiMfi?iJ 1 <oiS4 fc isi^tcjaa 

5- (4- (2- (4-i^^'nyf-;l/-2-f-7y 
xf-x;l/) 7x-;l^) - 2- (4-^h^i^O' 
-2H-Th7y-;l/l:«fe?Mi^i:UT#^^, 
1 4 0- 1 4 1 'C {W^^^itn : ^uuir^jVK- 

n-zvdr-'fy) ; NMR (4 0 OMHz . CDC 1 

3 ) ^Ppm 1 . 9 1-2. 08 (2H, m) . 

2. 29-2. 39 (4H. m), 3.65-3. 

74 ( IH. m) . 3. 97 (3H, s ) . 

5. 73 (2H, s ) , 6. 90 (2H. d) . 

6. 96 ( IH. s ) , 7.38 (2H. d) . 
7. 67 (2H. d) . 8.14 (2H. 

m) ; MS(FAB)m/z 428 (M+ + 
1) ; 7cS^^«f«C24H2iN5 OSm%^{%) 
C. 67. 43 : H. 4. 95 ; N, 1 6. 38, 

mm.{%) C, 67. 15 ; H. 4. 99 ; 
N, 16. 12. 

[026 1 ] (XS3) 5- (4- (4- (4-i^^? 
oy^;P-2-f-Ty'J/U) x^r:;i/) 7x-;l') -1 
H-xh7y-;K?)-^« 

5 - (4- (2- (4-i^:7ay^;l^-2-^Ty'J 
}V) :l^-iv) 7x-;p) - 2- (4-p( h^i^^yx 

- 2 H -T h 7y-;uSr»feeaj i coxg 5 1 

MA 1 6 6-167X:(decomp. ) (Site^^ 
';uuit-)\'d^-'!\-^^^y) ; IRvmaxcm 
-> 2208; NMR (400MHz. DMSO-d 

6 ) ^ppm 1 . 86-2. 03 (2H. m) . 
2. 2 1-2. 33 (4H. m). 3.63—3. 
72 (IH. m) . 7. 56 (IH, s) , 7. 
89 (2H. d) . 8. 1 2 (2H. d) ; M 
S(FAB)m/z 308 (M* +1): jm'TS 
WC18H13N5 SiOimffi (%) C, 6 2. 51 : 
H. 4. 26 ; N, 22. 79, (%) 

C. 62. 31 ; H, 4. 28 ; N. 22. 60. 
[0262] [IU6CT62] 5-(3-(2-(4- 
S^^'ny-?-;P-2-f-7y'J;P) x^r:;i/) -6- (N 

-^f-;L'-N-hy7;uji-or-fef-;i') rsy7x- 

;P) -IH-f h7y-/l^: 

(ISI) 5- (3— f:tH-6- (N-p{f-;I^-N 

- h U 7;P:toT-b^;U) TS y ) 'Oyx h "J^KO^ 

5- (3- (2- (4-i/':J'oy-5-;l/-2-f-Ty'J 
x^x;U) -6- (N-.>{f■;^-N- h U 7;P:to 
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3!a:SL, 5- (3-'f:th'-6- (N-;<^;l'-N- h 

ii^ 9 4~9 6X: (SfeB^B^SE: ^^no^t^/PA-n- 
'NdE-^-i^) : NMR (400MHz. CDC I3 ) * 
ppm 1. 85-2. 45 (6H, m) , 3. 44 

(3H, s) . 3. 72 (IH, m) , 7.0 
5 (IH. s) . 7.42 (IH, d) , 7. 
87 ( IH. d) , 7. 97 ( IH. s) : M 
S(FAB)m/z 390 (M*+1): liM-^Vi 
€Ci9Hi,F3 N3 OSOfUC^i (%) C, 5 8. 6 
0; H. 3.62; N. 10.79. SISffi 

{%) C, 58. 18 ; H. 3. 87 : N. 1 
0. 57. 

[0263] (IS2) 5- (3- (2- (4-i/i? 
n7'f-;l/-2-^rv'Uyl/) xf-r:;i/) -6- (N-> 

lH-rh7V-;Pco-^fi£ 

2, e~JU^'Jy 3 9 6mgRl/DMF 3m I l,Z^ TiQ^ 
mtfTiZ h V 7;P:taBf®?0 . 0 9 5ml iMtfz, Z 

(3--^:tH-6- (N-^^;l^-N-M;7;l^:toT 
7^y) ^yY~h*J)V'32 0mgimt. 7 
0-7 5-C-C6I^^SIf L^. l^mt. Rmi2N^ 
M5 Om 1 izm^fz, fftHL/ii^a?r^KL, *^f^, 

L. mmm2 7 o m g m^^at ixntz, 

It^ 155~156'C; I Ri/max cm-i 224 
4, 1728, 1714; NMR ( 4 0 OMH z , C 
DCl3)5ppm 1 . 93~2. 4 5 (6H, 
m) , 3. 47 (3H, s) , 3. 70 ( IH. 

m) , 7. 00 (IH, s) , 7.47(1 
H. d) . 8. 58 (1 H, dd ) . 9. 08 

(IH, d) ; MS(FAB)m/z 433 (M 
♦ + 1 ) ; 7C^^*f€C,9 His Ne O Scolt^ffi 

(%) C. 52. 77 ; H. 3. 50 : N, 1 
9. 44. m^miX) C. 53. 10 ; H. 
3.83; N, 1 9. 6 1 . 

[0264] [^M0iJ63] 5-(3-(2-(4- 
i^:J'P7'^;l'-2— ?-TV'J;l^) xf-:i;P) -6-^f- 
;^T$y7x-;^) -IH-rh^V-yW: 5- (3- 

(2- (4-i^^ayi-)U-2-^7YV)l') x.^~ 
yl/) -6- (N-^f-;U-N-hU7;U3ra7-fe^yP) 
TSy'7x-;l') -lH-rh5V-;H 6 0mg{C 
0 . 5 N^K-f h V ^J»ymm3m 1 y-7l^3 
m I trani.. M?a-C5B*^l«ti|^Uo, Kmm^rO. 5N 
Jam Om 1 car. SfttSMfaSr^JRty'.:. SIS^bS:^ 
OD;i-./PA-X:?y-;l/*»/^||^H^BL. aStlSrltttfa 



MA 157~161'C; I Rt^max cm-i 221 
6; NMR (400MHz. CDC I3 ) ^ppm 
1. 92-2. 45 (6H, m) . 2.99(3 
H, s) , 3. 70 (IH, m) , 4. 84 

( IH, br) , 6. 72 ( IH, d) . 6.9 
4 (IH, s) , 8. 16 (IH, br d) , 
8. 62(1H. br s); MS(FAB)m 
/z 337 (M* +1) . 

[0265] [|IStCT64] 5-(3-(2-(4- 
>-^o7"f-;l^-2-f-Ty*U;U) xf--;U) -6-hU 
7;P:tnr-feh75y7i-;l/) -IH-rh^V- 
71-: 5 - (3 - (2 - (4-xi?n7"-?-;l--2-f-rV 

y;i/)x^-;p) -e-hvyju^ur-^hnyx 

y y - b y ;H:|||{i0iJ 6 2 2 fc miz>m I . m 

Wj^ 2 1 o~2 1 2'c (mm^mi^ ■. i^no^/PA- 

x^'y-yU) ; NMR (400MHz. DMSO-d 
6 ) ^PPm 1. 85~2. 40 (6H, m) , 

3. 70 ( IH, m) , 7. 14 (IH, s) , 
7. 76 (IH, s) , 7. 78 (IH, d 

d) . 8. 47 (IH. d) , 8. 70 (IH. 

d) , 12. 59 (IH, s) ; MS (FA 
B)m/z 418(M* +1): TC^^^ffiiCig 
HiaFs Ne OS(^ttg:ffl(%) C, 51.67; 
H. 3. 1 3 : N. 20. 09 , aiSffl (%) 
C. 5 1 . 5 1 ; H, 3. 33 : N, 1 9. 97. 
[0266] [||jl0lJ65] 5-(3-(2-(4- 
>'^ayi-)l-2-i~7YVfU) x^rL;l/) -6-T5 
y7x:::;l') - IH— fb7y-;P: 5- (3- (2- 
( 4 -v-^oyf-;!^- 2-^Ty U/l^) x^riyl-) -6 
-by7;l/;tor-fehr5y7x-;l^) -IH— fh7 

y-;p5:iiM0ii6 3 1 mmmmi. mmmmz, 

1 2 8~ 1 3 6*C (S^^B^iE : ^uut^t\.A- 
x^'y— ;P-n-A.4f-9">') ; IRt^max cm-i 2 
196; NMR (4 OOMHz , CDCl 3 ) 5pp 
m 1 . 83-2. 4 5 (6H, m) , 3.83 
(IH, m) , 6. 72 (IH, d) , 7. 04 
(IH, s) , 7. 27 (IH. m) , 8. 0 
3(1H, d) ; MS(FAB)m/z 323 

(M* +1) : jtmmmc,6iii<i^6 smmm 

(%) C, 59. 6 1 ; H, 4. 38 ; N, 2 
6. 07. {%) C. 59. 78 ; H. 

4. 79 ; N, 25. 24. 

[0267] [|U£0IJ66] 5-(3-(2-(4- 

i^^'oyf-/i^-2-^Tyy;u) :t.^~)V) -2-T-fe 

h=^fv^f-;l^7x-/l/) -iH-f-h^y-;^: 
(XSl) 5- (3- (2- (4-$^:7ny-f;l/-2 
-f-Tyy;U) xf-x;|/) -2-7-feh=5f.i^^^;Ky 

5- (3-'f4-K-2-r-feh^i^^-?-;U) O'y-b 
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mmicoxmtmmzmmL. 5- o- (2- (4 

—>^or^;l/-2-^7y';;^) xf-a;l^) -2-T 

its 84~8 7X: (^fi^ji: ^'OO^yPA-n- 
'^df-ty) : NMR (400MHz. CDC I3 ) 5 
ppm 1. 87-2. 45 (6H. m),3. 71 
(IH. m) , 5. 49 (2H. s) . 7.0 
3 (IH. s) . 7. 49 (IH, t) . 7. 
72 (IH, d) , 7. 85 (IH, d) ; M 
S(FAB)m/'z 3 37 (M* +1) : 7C^^«f 
ffiCigHieNz O2 S- 1/4H2 OOtf-Sffl (%) 
C. 66. 94 : H. 4. 88 ; N. 8. 22. 
SJS^i (%) 0,66.80; H, 4.83; 
N, 7. 78. 

[0268] (IS2) 5- (3- (2- (4-S/^' 
orf-;l/-2-f-rVU;l') xf-:z;l') -2-r-feh^ 

mi. mmmz. 

1 2 8~1 3 6°C (Si^a^^E : ^OO^yPA- 
X:?/— yU-n-^v^fify) ; I R v max c m- 1 2 
232.1716; NMR ( 4 0 OMHz , CDC 1 
3)^ ppm 1. 76~2. 32 (6H, m) , 

1. 95 (3H, s) , 3.55 (IH. 
m) . 5. 25 ( IH. d) . 6. 88 ( IH. 

s) , 7. 5 5 (IH. t) , 7.81(1 
H. m) . 7. 85 ( IH. m) ; MS (FA 
B)m/z 380 (M*+1); TcStii-tfriiCig H 
hNs O2 smM.m(%) C, 60. 19; H, 
4. 52 ; N, 1 8. 46, il^ffi (%) C, 6 
0.61; H, 4. 8 1 ; N, 1 8. 48. 

[0269] [^S6^J67] 5-(3-(2-(4- 
>'^?n:^^;P-2-^rVUyU) J^i'-JU) -2-tK 
a^i/:>(i-fUyx.-}l') - iH-ThyY-Ji : 5- 

(3- ( 2- (4-i/^'o7'^;U-2-^Ty'';;W) X 

h 9 v-yi/^nws^j 6 3 fc nmiizm. t , 

ilUii 2 5 5-2 5 9°C (H^fajM : ^'OO^tyl.A- 
x^'y-;l') ; NMR (400MHz, DMSO-d 
6 ) ^ppm 1 . 95~2. 48 (6H. m) . 

3. 50 ( IH. m) . 5. 83 ( 2H, s ) , 
7. 53 (IH, br s) . 7. 67 (IH, 
t) . 8. 04 (IH. t) , 8. 17 ( 1 

H, br s) . 8. 72 ( IH. d) ; MS 

(FAB)m/z 338(M* +1); TcS^tfr 
fiCnHisNs OS • I/2H2 Oc7)lt»fi (%) C, 

58.94; H. 4. 66; N, 20. 21. U 
Sfil (%) C. 58. 72 ; H, 4. 46 ; N. 

20. 24. 



[02701 [|lit0"J68] 5-(3-(2-(4- 

-2-T■fe^y^-2H-r^7V-;^: 5- (3- (2 

- (4-£/^'P7'f-;w-2-^7y'J;l^) x^::^;u) 7 
xxyw) - IH— fh7V-;l/6 1 5mgfc:iE;^i|5 
m 1 St/^tfUi-'y 1 m 1 5:JlI;t. ^Sfl 5^m-l 
fz, 1 NiSK 10 0ml \<zm\ Vx^^iB^b 

7j<^f^. ^I^Lfz. ffi^B^BSrX-T/l'-n-'v^^r-^- 
^/^^/oSiSSL. 5- (3- (2 - (4-i-^ny^;P 
-2-^rV'J;l^) x^-;U) 7x~;W) -2-T-fef- 

2 H - T h 7y-;US:#^v:, 
it^ 110~112"'C; IRz^maxcm-i 22 1 
6,1778; NMR (400MHz, DMSO-d 
6 ) ^Ppm 1. 90~2. 42 (6H, m) . 

3. 03 (3H. s ) . 3. 69-3. 76 ( 1 

H. m) , 6. 99 (IH, s) . 7. 56 
(IH. t) , 7. 67 (IH. dt) , 8. 
30 (IH. dt) . 8. 52 (IH. t) ; 
MS(EI)m/z 34 9 (M* ) ; 7cS:5J-*f<tC 
18H15N5 0Sc7)|t»ffl (%) C. 6 1. 87 ; H. 

4. 33 ; N, 20. 04. «€€(%) C. 6 

I. 87; H. 4. 49 ; N, 20. 06. 

[027 1] [|lifiM69] 3-(3-(2-(4- 
=y^ur^lV-2-^TV^))V) X.^-)V) 7x-;l^) 
-4H-[1. 2. 4] ;^■^^f^''7V-;^-5-:ty : 

(Igl) 3- (3--f^K7x-;l/) -4- (4- 

^ h^i/'<>-i^» - [ 1 , 2 . 4 ] :t^Hf i^'TV-Zl' 
-5-:t>'0-^^ 

3- (3— fjrK7x-;P) -4H- [1. 2. 4] >j- 
^-^-v-'TV-yW- 5 - SrHiUM 1 COIS 3 b nm.\>z 

saat. 3- (3-'f ^K7x-;p) -4- (4-^h 

^i^^yi^^/U) - [1 . 2, 4] :^^^i^7V-)V-5 

NMR (400MHz, CDC I3 ) ^ppm 3.8 

0 (3H, s) , 4. 74 (2H. s) , 6. 
84—6. 86 (2H. m) . 7. 03—7. 05 
(2H. m) . 7. 23 ( IH, t ) , 7.4 

1 ( IH, d) , 7. 73 ( IH. s ) . 7. 
9 1 ( IH, d) . 

[0272] (1^2) 3- (3- (2- (4-i^:J' 
uy^)V-2-^7Y^))V) x^x;i.) y3.-)V) -4 

- ( 4 Y^'y^yi/)V) - [ 1 . 2 . 4 ] :t=^r-9-v 

3- (3--f3j-K7x:::;l/) -4- (4-^ V^i^Ky 
-J)V) - [ 1 . 2 . 4 ] ^^^'J7V-tl- 5 -Jj-yi: 
4 - S/^' o 7"^/U- 2 -Xf-nyUf-rV-yPS-Hli^lJ 1 
OlS4t|5l«tc3!!iaL. 3- (3- (2- (4-5/^^ 
o7'^;l^-2-f-TyU;P) xf-::^;!/) 7x:i;W) -4 

- (4-^ V^i^Kyi;)V) - [ 1 . 2. 4 ] ^^-^'J 
7V-)V- 5 -:tyS:}Mfe?*^*!H!lfc UT^/c. 
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NMR (400MHz, CDC I3 ) ^ppm 1.9 
0—2. 40 (6H. m) , 3. 68—3. 79 (1 
H, m) , 3. 76 (3H, s) , 4.77 
(2H, s) , 6. 81-6. 83 (2H. 
m) , 7.01 (IH, s) , 7. 01-7. 0 
3 (2H, m) . 7.45 (IH, d) . 7. 
50 (IH, t ) , 7. 65 ( IH. s) . 
7. 77 ( IH, d) . 

[0273] (1^3) 3- (3- (2- (4->^^' 

ayf-;i/-2-^TV'U;P) xf--;p) -4 
H- [ 1 , 2 . 4 ] ;t=3f^f xTy-;W- 5 -ty<0^^ 
3- (3- (2- (4-v:?n:?'^;l'-2-^7VU 
71,) Xf-ri;P) yx-JU) - A- {A-^V^i^'<^yi^ 
)V) -II. 2, 4 ] t^^'JrY-)V- 5 -^>'$-|| 
Mf?iJlcOlS5t|Hl:lt=J!ML. ^itljSrft^. 
itjir 24 6-2 4 9°C m^i'n^U : ^'na^-^yUJU- 
n->^di-»?-y) ; I Ri/max cm-» 2224, 17 
82; NMR (400MHz, DMSO-dg) 
pm 1 . 84-2. 34 ( 6H, m), 3.64 
-3. 72 ( IH, m) , 7. 57 ( IH, 
s) , 7. 69 ( IH, t) , 7. 9 1 ( IH, 

d) , 7. 92 (IH, d) . 8.07(1 
H, s) , 13. 01 (IH, s) ; MS (E 
I) m/z 323 (M* ) ; 7Cll^^*TfflCnH,3N 

3 O2 S<OH«e (%) C, 6 3. 14 ; H. 4. 0 
5: N, 12. 99, i!l^<l(%) C, 62. 7 

4 : H, 4. 07 ; N, 1 2. 6 1 . 
[0274] [||»J70] (Z)-5-(3-(2 

- (4-j^^n:?'^;i'-2-f-rV';;l') x^-;w) < 

ys^'Ury) -2-^:t^y^ryu>=->-4-:^y : 

(Igl) 3- (2- (4-i/^?^7'^/^-2-f-T 
3 — f 3j- h'^yXT^Prb 4 -i^^' o^^;!,- 2 

-x.^~iv^rv-)vt:mm i <oig4 1 isj^tc^as 

L, 3 - (2 - {4-i^^u:fi-)V-2-^7V^))V) 

111^77— 79r; NMR (400MHz, CDC 1 
3 ) (?ppm 1. 89— 2. 43 (6H. m) . 
3. 67-3. 7 5 ( IH, m) , 6.99(1 
H, s) , 7. 56 ( IH. t) , 7. 83 

(IH, dt) , 7. 91 (IH. dt) , 8. 
09 ( IH. t) . 1 0. 02 ( IH. s) . 

[0275] (IS2) (Z)-5-(3-(2- 

'JVTy) -2-i-:^^vi-7YU'Jy-4-:^y<7y^ 

3 - (2- (4-x^'ny^;l'-2-^TV'J;l-) 
~JU) '^yXryUrt H5 3 5mg. vy—y2e6m 
gRXmmt h U A 6 5 6 m g {C»l! 2 0 m 1 & JD 



: ifKx^yU= 2 0:1) tCT^ift, ^DO;^ 

/\.A-Ti-^^^yi!3-m^^^BL. mmmm^^ 

198— 201'C; IRi/max cm-i 220 
8,1732; NMR (4 OOMHz, CDC I3 ) 
5ppm 1 . 9 1-2. 4 1 ( 6H, m) . 3. 6 
9-3. 77 ( IH. m) . 7. 00 ( IH. 
s) , 7. 49-7. 5 1 (2H, m) , 7.6 

3 ( IH. s) , 7. 64-7. 67 (IH, 
m) , 7. 69 (IH, s) , 9. 77 (IH, 

s) ; MS (EI) m/z 382 (MM; 7C 
m^VrmCi^HuNi OS3 <^it^ffi(%) C, 5 
9. 66 ; H. 3. 69 : N. 7. 32, il^fil 
(%) C. 59. 52 ; H, 3. 66 ; N. 7. 2 
2. 

[0276] [|ISfiW71] 5-(3-(2-(4- 
>'^'Dy^;l,-2-f-rVU/l/') x^:i;!,) 7x-;l,) 

- [ 1 , 2 , 4 ] ;t^-ri^'ry 'J y- 3 -^y : 
ixmi) 5- (3— f^K7x-;l/) -2- (4- 

^h^i/^yi-VP) - [1. 2, 4] 5^■=^f^f>''rvuy 
- 3 -^yo^fi^ 

5- (3— f;rK7x-;P) -[1,2,4] Jj-^^l^i^' 

Tvu y- 3 1 <7)xmbmmiz>m 

5- (3-^7rH7x-;W) -2- (A-^h^i^ 
Kyi^)U) - [1. 2. 4] t^-f'J7Y0y-3-:i- 

NMR (400MHz. CDC I3 ) dppm 3.8 

0 ( 3H. s) . 5. 32 ( 2H, s ) , 6. 
92 (2H, d) , 7. 42 ( IH, d) , 
7. 85 ( IH, d) , 7. 94 (IH, t) , 
8. 06 (IH, d) . 8. 43 (IH. s) . 
[0277] (XS2) 5- (3- (2- (4-x:7 
n7"f-;U-2-f-TyU;U) xf-:z;U) 7x-;>) -2 

- ( 4 h^i^Ky'Jfl') - LI. 2, 4 ] ^=Sf-9-i^' 
TYVy-3-:^yff)-^^ 

5- (3-^^F7x:^;P) -2- (4-^ h^i/^y 

v^;^) - [1, 2. 4] :t^-9->''ry'jy-3-:tyt 

4 -i^^nyf-;!,- 2 -xf-^/i/f-ry-Zl-SrllSICT 1 

(r)xnAi:mi>zmL. 5- (3- (2- (4->'i? 

oyf-;P- 2 -^ry U;l^) x^-;i-) 7x-;l/) -2 

- {A-^h^i^<y'J)V) - LI, 2, A^^^^'J 
TY'J y- 3 -jj-yS:#?lfe?ft4^iai: 
NMR(400MHz, CDCI3 ) ^ppm 1. 9 
0-2. 00 ( IH, m) , 2.00-2.10(1 
H, m) , 2. 20-2. 4 0 (4H, m) . 

3. 60-3. 80 ( IH. m) . 3.82(3 
H. s) . 5.34 (2H. s) , 6.92 
(2H, d) , 6. 99 (IH. s) . 7.4 
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4 (2H. d) . 7. 53 (IH, t) . 7. 
78 ( IH. d) , 8. 09 (IH. d) . 8. 
30 ( 1 H. s ) . 

[02781 (IS3) 5- (3- (2- 
D7'f-;l/-2-^TyU;P) xf-r:yi/) yx-)U) - 

[1.2, 4] ^^-^j/'7V';y-3-^y<7)-^Be 

5- (3- (2- (4-v:7o7'f-;l^-2-^TV''; 
X^::./P) 7x-;W) -2- (4-^ h^S^^yi/' 
- [1. 2, 4] ^df-9->''ry';y-3-:tySrll 

2 0 8-2 1 2'C (S^^ii^: ^'Dn;t;;WA- 
^^y— ;l/-n-'N^-9-y) ; I R v max c m- 1 1 
600. 1470. 1380. 1248. 1 136: 
NMR (400MHz, DMSO-dg ) ^ppm 

1. 80~1. 90 (IH, m) , 1. 90~2. 
10 (IH, m) . 2. 20—2. 40 (4H, 
m) . 3. 60~3. 80 ( IH, m) , 7.5 

5 (IH. s) . 7. 61 (IH. t) . 7.8 
8 ( IH. d) . 8. 03 ( IH. d) , 8. 
25 (IH. s) . 10. 66 (IH. br 

s) : MS (FAB) m/z 324 (M* +1): 

TcS^^^flCi^HjjNj O2 S O. 475H2 
tmm (%) C, 61. 51 ; H, 4 . 24 ; 
N, 12. 66. m^mi%) C. 61.92: 
H. 4. 64 : N. 12. 50. 
[0279] [Ilig0ij72] 3-(3-(2-(4- 

xf-r:;j/) 7x-;l^) 

-5-tHodf>'^yjr^-<^y-/w: 3 - (3— f^n 

7:L~fU) -5-hHP^i^-fVjj-=5f-9-y-;l/i:4-x 

4 1 mmi>z>m l . ^mntz-. 

MA 1 4 3-1 4 8'C (SiSa?tM : i7un*;l/A- 
n-A.3r-fy) : NMR ( 4 0 OMH z , CDC 1 
3 ) 5ppm 1 . 90 — 2. 00 ( 1 H. m) . 

2. 00-2. 1 0 ( IH. m) , 2.20-2. 
40 (4H. m) . 3. 60-3. 80 ( IH. 
m) . 4. 20 (2H. ds) . 6.99(1 
H. s) . 7. 54 (IH. t) . 7. 56 

( IH. d) . 7. 63 ( IH, s ) , 7.66 
(IH. d) ; MS(FAB)m/z 323 (M 
* +1) . 

[0 2 80] [||Jfi0IJ7 3] 2-(3-(2-(4- 
i/7nyf-;l/-2-f-Ty''J;l') xf-x;i/) yj^-fU) 
- [ 1 . 3 . 4 ] :^^^i^7YV V- 5 -iiV : 2 - 

(3— f:tb'7xx;i') - [ 1, 3. 4 ] ;t=Sf-9-i^'rV 
'J y- 5 -:t y t 4 - oyf-;!/- 2 -xf-x;l^f-T 

il^l 86— 1 90X: : NMR (400MHz. DM 
SO-ds ) ^PPml. 90-2. 00 (IH, 



m) . 2. 00-2. 10 (IH, m) , 2. 20 
-2. 50 (4H, m) , 3.60-3.80 (1 
H, m) . 7. 00 (IH. s) , 7.50(1 
H, t) . 7. 7 1 ( IH, d) . 7.85 
(IH, d) . 8. 08 (IH. s) : MS 
(FAB)m/z 324 (M* +1); fcM^Vf 

^iCnHisNa O2 S-0. sHiOmnmix) 

C. 63. 44 ; H. 4. 02 ; N. 1 2. 3 

3.mmm{%) ces.is-. h. 4. 24; 

N. 12. 34. 
[0 28 1] CII]|fi^J74] 2-(3-(2-(4- 
i^:7n7'^;l'-2-f-7y''J;P) x^-;i/) 7xx;i^) 
- [ 1 . 2 . 4 ] :^^^i^T^/V 3 . 5-'M 
y :2- (3--f:tK7xX;P) - [1, 2, 4] 
^'J7V y v^'y- 3 , 5 - i^'^r y i: 4 - i^^' D7f-;l/- 

2 -x.^~)v^7Y-)Vimmn 1 oig4 1 nm^z^ 

14 1 — 145'C (decomp. ) ; IRi/ 
max cm-' 1738. 1 574, 1358, 1 18 
2: NMR (400MHz, DMSO-de ) ^PP 
m 1. 90-2. 00 (IH. m) . 2.00- 

2. 10 (IH. m) . 2. 20-2. 40 (4H. 
m) . 3. 60-3. 80 ( IH, m) , 6.9 

6 ( IH, s) . 7. 48 ( IH. t ) . 7. 
61 (IH. d) . 8. 14 (IH. d) . 
8. 47{1H, s) : MS (FAB) m/z 3 
40 (M^ +1) . 

[0282] [|liS0lj75] 5-(3-(2-(4- 
i/'7u'f^)V-2-'i-7Y^})V) 
y) i-TWJy-2. 4-v:ty : 3- ( 2- (4- 
i/^'07'^/U-2-^TV''J/P) X^x;W) KyXr/l^ 
ThKt2. 4-^rVi;y>''^y2:*M0!l7Oi:|5|;K 

MA 1 9 8--2 0 I'C m^^mn -. ^ oat^fl^A- 
n-'v^-tfy) ; IRi/maxcm-i 2212.17 
48; NMR (400MHz. CDC I3 ) 5ppm 
1. 89-2. 44 (6H. m) , 3.69- 

3. 77 ( IH. m) . 7. 00 (IH. s) . 
7. 47-7. 53 ( 2H, m), 7.63-7. 
65 ( IH. m) . 7. 73 ( IH, s) , 

7. 83 (IH. s) , 9. 09 (IH. s) ; 
MS (EI) m/z 366 (M*) ;7cS^^fiiC 

19H19N2 02 822- 1/4H2 o<Dimm{%) 

C. 6 1. 52 ; H. 3. 94 : N. 7. 55. 
ai^ffi(%) C. 6 1. 5 1 : H, 3. 89 : N. 
7. 31. 

[0283] [IIM0IJ76] l-(3-(2-(4- 
$/:?Q7"^;U-2-^7y!J;U) x-?-xyp) 7xx;i^) 
-4H-7=-h7yyy-5-:ty : 

(Xgl) 1- (3-^:tK7x-;l/) -4- (2- 
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1- (.3-^:tV7x-)U) -4H-xh7r'Jy-5 
-ty20 2ms. ^M;!?'J'>A1 5 2mg{CDMF5 

Om 1 B^Stx^yi^T'ttajL/::. *tti?g^, l&W 

= 1 : 1) tftilL. 1- (3-'f^h'7x-;l-) -4 

- (2- ( ^'J^^;^>''J/^) xh^fv-) ^^;p-4h 

NMR (400MHz, CDCI3 ) ^Ppm 0. 0 
3 (9H, s) . 0. 99 (2H, t) . 3. 
75 (2H. t) , 5. 39 (2H. s) . 

7. 24 ( IH. t) , 7. 70—7. 73(1 
H, m) , 7. 97~7. 99 ( 1 H, m) . 

8. 35 (IH, s) . 

[02841(1^2) 1- (3- (2- (4-i^^' 
^7'^/^-2-^rV'J;^) x^:i;P) 7x-;l^) -4 

H -T b 7 V 'J y - 5 -jj-yo-^^ 

1- (3-^^K7x::^yU) -4- (2- (hU^^/l^ 
xU;!.) xbdfx) ^f-;l'-4H-rh7y'Uy-5- 
4 -i^^ay^tu- 2 -x^-yPf-rV-yPSrH 
MMlc^IS4fc|5)«t:i!!iaL. 8l#M#c:n{::DMF 

3 m 1 . T h ^T'^yUr y^r-'^A 7;U^r 'J H ( 1 . 
OMcOTHFJgJK) lml?:Jn;c. 6 0'C-C2itlSI^ 

t/c. 1 Nimi 0 0ml W^HSSh^bS: 

bMLti. ffliSB^B^:?nn*;l^A-n-'vdr-9-yj&»/i>S 

196~199r:; IRi/max cm-i 221 
2,1742; NMR (4 OOMHz, DMSO-d 
s)dppm 1 . 9 1~2. 46 (6H, m) , 
3. 7 1~3. 80 ( IH. m) . 7.01(1 

H. s) . 7. 52 ( IH, t) , 7.59 
(IH. d) . 7. 99 (IH, d) , 8. 33 
(IH, s) ; MS(FAB)m/z 323 (M 

* +1) ;7C^^^ffiCi6Hi3N5 OScOlfSffi 
(%) C. 59. 43 ; H. 4. 05 ; N, 2 

I. 66, (%) C. 59. 06 ; H. 
4.09; N, 21.33. 

(0285] [11560117 7] 4-(3-(2-(4- 
5^^'Q7'f-;W-2-f-TyU;l') xf-:i;P) 7x-;P) 
-1 or 2 or 3 H- [ 1 , 2 , 3 ] - h UT 
V-;W : 

(ISI) X^;|/ 4- (3-7'u^:7x:i;U) -1 
H-[l, 2. 3]-hy rV-;U- 5 -;&;P;K=¥5^U 



Ti^'-ft-t-hy^Al. 1 lg?:DMF10m UCSS 
Sxf-;l/ x;^r;H. 3gC0DMF 5m 1 ji?gS:5t«- 

^(>iz6 0'cx3 0'^mnifz. i^mk. Emmt:. * 

1 0 Om 1 RlA'2MJgS?5 Om 1 ft^tCft^'^i'^, Vrt^LfZ 

mm : ^uVTt^iUA : X:J'y-;l^=8 : 2 ) T'^ML, 
4- (3-7'n^7x::i;P) -1 H- [1. 2. 3]- 
h'J7V-/H. 5 2gS:^#f^. 
NMR (400MHz. CDC I3 ) ^PPm 1.3 
9 (3H, t) , 4. 44 ( 2H, q) , 7. 
34 ( IH, t) , 7. 58 ( IH, m) , 
7. 84 ( IH, d) , 8. 05 ( IH, b r 
s) . 

[0286] (1^2) Xf-;l^ 4-(3-7'ot7 
x.-)U) -1- {4-:^h^>'<y'J)U) -IH- 

[1, 2, 3] -^yry■-;^-5-;^?/^4<^i^^- 
^. Xf-;l.'4- {3-rtt^yj:-)l') -2- (4-.X 
hdfi/'<yi/;W) -2H- [1, 2, 3]-h';TV'- 

)i'-5-:^)\^Tr^^>'U-hm/ x.^)v 4- {3-y 

n*7x:^;U) -3- {4-;<h^>-<yi^)l') -3H 

-[1, 2, 3] -^U7V-;^-5-;<&;^.■Kdfi^^_ 
^<^-^^ 

xf-;l^ 4- (3-7'n^7x-;W) -IH- [1, 

mi(^xu3tmmz!mi. xf-;p 4- o-ro 

^7x-;u) -1- (4-^h^>"<.yv;i') -IH- 
[ 1 , 2 , 3 ] - h y TV-;l/- 5 i^i^- 

x^;U 4- (3-7"nt7x-yl') -2- (4- 
;>tbdfj^'<yj^» -2H- [1. 2, 3] -hUrV 
-;l'-5-;!?;U-t'^S/^-hJil/ xf-;i/ 4- (3- 
7'o^:7x-;l') - 3- (4-;^ h^i^^yi^';!/) -3 
H-[l, 2. 3]-hy 7V-yW- 5 
-h^lfi. 2<jmi^3fi<0^i^%i:fC#^. 
NMR (4 0 OMHz , CDC 1 3 ) 5ppm 1.2 
4~1 . 34 (3H, m) , 3.78 (3H, 
s) , 4. 25-4. 45 (2H, m) , 5.5 
9~5. 87 (2H, series of s), 
6. 83-7. 97 (8H, m) . 
[0287] (Xg3) 4- ( 3-'f:tH7x:::;U) 
-IH- (4-^h^v<yv>) - IH- [1, 2, 
3] - hV7Y-}W tfzii 4- (3->f:tH7x- 
J\^) -2- (4-^h^i^Ky'Jj\^) -2H- [1, 
2, 3]-hyry-;k il/S«i:4- (3— ^;tH7x 
- 3- (4-^ Y-^i^Ky'JjU) -3H- [1, 
2.3] -hVTY-fU<7)^& 
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mm : n -^^^y : itex^;l'= 5:1) t'^S! 
la. 2{a^v^{i3fiiOm-Stt«s-C\ An^y3S}gi: 
|S|mc. ffiiXXr^l/L?t. 4- (3— ^:tH7iC^;L') 
-IH- (A-Jlh^i^Kyi^}^) -IH- [1. 2, 
3] -hUTV-zk 4- (3->f3j-K7x- 

;l/) -2- (4-p<h^i^'<yi^» -2H- [1, 
2, 3] -M;rV-;k ^^{± 4- (3-^:tH7 
x-)U) -3- (4-^h^i^^yi'» -3H- 
[ 1 , 2 , 3 ] - h 'J Ty'-;U^?*^^!|l!)Sr^ tT#;^^, 
NMR (400MHz. CDC I3 ) (Jppm 3.8 
2 (3H, s) , 5. 5 1 (2H, s) , 6. 
93 (2H, d) . 7. 1 3 ( IH, t) . 
7.27 (2H, d) , 7. 60 ( IH, m) , 

7. 70 (IH, d) , 8. 1 2 ( IH, m) . 
[0288] (Ig4) 4- (3- (2- (4-i^7 
orf-yp- 2-f- rV'J;W) xf-ri;!^) 7x-;U) -1 

or 2 or 3 - ( 4 -p< ^^v<yv'';^) - 1 
H- [ 1 , 2 . 3 ] - h U TV'-;^<?5-^fiK 

3 tlt/::^ H#:i: 4 - i^i? o^^yP- 2 -xf-::: 
;l/f-r /-/WS: . mm 1 C0IS4 i: R^t^Jira L , 4 
- (3 - (2 - (4-v^'n7'^;W-2-^Tr';;l') 
xf-:i;l/) 7x-;i/) -1- (4-^b^v-<y>''yu) 
-IH-Cl. 2. 3]-h ';7V-;'P. 4 - 

(3- (2- (4-i^^o7'^;p-2-^ryu;i') X 
^r:;!.') yj:~)V) -2- {A-^h^iyKyi^jU) - 
2H-[1, 2. 3]-h'JTy-;K ty^tt 4- 

(3- (2 - (4->'i?o7'^;P-2-f-rv'y;i^) X 
^-/P) 7x-;P) -3- {4-:^h^iyKyi;)\^) - 

3H- [1, 2. 3] - hVTY-ji^^mmiiim 

NMR (400MHz. CDC I3 ) (Jppm 1.8 
5-2. 43 (6H. m) , 3. 69 ( IH, 
m) , 3. 83 (3H, s) , 5. 52 (2H, 
s) , 6.94 (2H, d) , 6.96(1 
H, s) . 7. 28 (2H, d) , 7.42 
( IH, t ) , 7. 53 ( IH, m) , 7. 63 
(IH, s) , 7. 88 (IH, m) , 7.9 
5 (IH, t) . 

[02891 (Ig5) 4- (3- (2- (4-xi!' 
n7"f-;l/-2-^rV';;W) xi--fU) 7xx;p) -1 
H-[i. 2, 3]-b'j rv-;U(7)-^^ 

1 4 6~i 5 ox: m^^amm r^no^ypA- 

n-A^df-9-y) ; I Rt/max cm-> 2216; N 
MR (400MHz , CDC I3 ) ^P pm 1.85 
~2. 45 (6H, m) , 3.71 (IH, 
m) . 6. 97 (IH. s) , 7. 47 (IH. 
t) . 7. 59 (IH. d) . 7. 87 (1 



H, d) . 7. 79 ( IH, s) , 8.05 
(IH, br) :MS (EI) m/z 306 
(M* ) ; 7tm■»^mC^^H,^N, S- I/5H2 O 

mM.m{%) C. 65.68; H, 4.70; 

N, 18. 0 2, Ji^ffi(%) C. 65.83; 

H, 4.67: N. 17. 55. 
[0290] [^WJ78] xf-;l/ 4- (3- (2 

- (4-v;?o7'f-;P-2-^ryU;l^) xf--;I^) 7 

x-;i/) -IH- [1 , 2, 3] -M;rv-;w-5- 

ixni) Xf-;U 3- (2- (4-v^o7'f-;l^- 
2-f-TVll;L') Xf-r:;!/) 7 x -71^7*0 t':t;WS£0-^ 
fig 

Xf-;l. 3-'f Jj-h'7x-;l^rah-:t;l^i?t4->'j5'D 
7"f-;U- 2 -xf--;l^f-Ty-;kSrllMM 1 c7)Ig4 i: 
xf-zl. 3- (2- (4-i^^'n7'f-;l' 
-2-f-TVU;W) xf-x;u) 7xx;i/rat:t;mS: 

NMR(400MHz, CDCI3 ) 5ppm 1. 3 
7 (3H, t) . 1. 85-2. 45 (6H, 
m) , 3. 70 ( 1 H. m) . 4. 3 1 (2H. 

q) , 6. 98 ( IH, s ) , 7.38(1 
H, t) , 7.59 (IH. d) , 7. 65 
( IH, d) . 7. 79 ( IH. s) . 
[0291] (Iig2) x^;U 4-(3-(2- 
(4-j/^n7'f-;l'-2-^7y'J;l^) x^x;l^) 7x 
- IH- [I. 2. 3] -hU7y-;U-5-;«f 

x^;P 3- (2- (4-x^nyf-;W-2-f-ryU 
;l.) x^-;U) 7x-;urDh-:t;WKS:||ii{?lj7 7<0I 

s 1 1 mmimm l . mmmi%rz . 

liUS 14 2-14 5'C (Sfe^^i^S^: i7no;^;WA- 
n-'sdfHfy) ; I Rvmax cm-> 22 16. 17 
12; NMR (400MHz, CDC I3 ) ^ppm 
1. 37 (3H. t) . 1. 85-2. 45 (6 
H. m) . 3. 73 ( IH. m) . 4.42 

(2H. q) . 6. 99 (IH, s) . 7.4 
5 ( IH. t) . 7. 62 ( IH. d) . 7. 
89 ( IH. d) , 7. 99 ( IH, s ) ; MS 

(EI) m/z 37 8 (M* ) ; 7C^^«T<iC2oHi8 
N4 O2 ScOH-ITfi (%) C. 63. 47: H. 
4.79; N. 14. 81. M^iM. (%) C. 6 
3.37; H, 4. 90 ; N, 14. 55. 

[0292] [IIM01J79] 4-(3-(2-(4- 
i/^'ny^;U-2-^Ty';;P) x^x/u) yx-)U) 
-1H-[1. 2, 3] - hV7Y-Jl^-5-:^fl^^^y 
i!:X^;P 4- (3- (2- (4->':7oyf-;P-2 
-^ryU/U) x^x;l^) 7xx;p) - 1 H- [ 1 . 
2. 3] -h!;ry-;l'-5-;&;P;K^vV-hS:|IM 

w 5 6 1 mmizm u . ^e^sr^yi. 
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14 2~145'C (SIS^SI: 
x^-y-zU) ; IRi^iax cm-' 2216, 174 
0; NMR (400MHz, DMSO-dg ) ^PP 
m 1 . 85~2. 40 (6H, m) , 3.68 
(IH, m) . 7. 32 ( IH, s) . 7. 54 
( IH, t) , 7. 65 ( IH, m) , 7.9 
5 (IH, br) . 8. 09 (IH, br) ; 
MS(EI)m/z 3 50 (M* ) ; TiM^VxHC 
isHiiHt Oi S(Ot[%m (%) C. 6 1. 70 ; 

H, 4. 03 ; N. 1 5. 9 9, MZM (%) 

C. 6 1 . 84 ; H, 4. 27 ; N, 1 5. 7 1 . 
[0293] [^SS^IJSO] 4-(3-(2-(4- 

*/^'nrf-;l^-2-^TVU;W) xf--;w) 7x-;l') 
-i-^^;u-iH- ti. 2. 3]-h';rv-;i^- 

(XSl) xt/P 4- (3- (2- (4-v-^'ay 
^;U-2-f-rV'J;P) xf-:::;l') 7xx;U) - 1 

f-;w-iH-[i, 2. 3] -^';7y■-;^-5-;^?;^ 

TK^i^lz-h. ^IIX x^/l/ 4-(3-(2-(4- 
>'^u7"f-;l'-2-f-7yy;l^) X^zi;l^) 7x-yl') 
-2-^^;W-2H- [1, 2. 3] -hUTV-Zl^- 
xf-yp 4- ( 3- (2- (4-i/^'o7'f-;^-2-f• 
Ty'J/^) X^r:/U) 7x::i;P) -IH- [ 1 , 2, 
3] -hyTV-;l'-5-:i&;I^H<=Jfv'W-b^llMfl»ll 

3'>'fl:yf-;u^fflt\ iHiatcMSL, 1(4: 2{i= 

1 : 1 C73ig-^i: tXxf-;!^ 4-(3-(2-(4- 
v'^o7'f-;P-2-^ryU;l') xf-x^l^) 7x:::;t') 
- 1 -^i-f\^- 1H-[1, 2, 3] -hV TV-lV- 
3-ij)Vifsi^^yV-Y. xf-;P4 - {3- {2- 

(4-v-^'n7^;^-2-^ry'y;p) x^xyu) 7x 

-2-^f-;P-2H- [1, 2, 3]-hUTy 

NMR (400MHz, CDC I3 ) 5ppm 1.3 

2 and 1. 39 (3H, each t) . 

I. 85-2. 45 (6H, m) , 3.70(1 
H. m). 4.31 and 4.36 (3H. 
each s), 4.37 ans 4.43(2 
H, each q) , 6. 96 (IH. s) . 
7. 46 ( IH, t) , 7. 64 ( IH, br 
d) , 7. 78and 7.88(1H. each 

br d), 7.97 and 8.07(1H. 
each b r s ) . 
[0294] (IS2) 4- (3- (2- (4-i^^ 

o7f-/i/- 2 -^ryy;w) xf-x;w) -jx.-iv) -i 
-^^;u-iH- [1, 2. 33 -M>Ty-;u-5- 

±ia. i-^f-7Pf*. &t/2-p{-f;i#<^ii^Sr. ^ 
ifi0iJ5 6fc|Sl^tc5!ML> ^'on;^;|/A-n-'sdf-9-y 



142~145'C: I R j^max c m-i 221 
6; NMR (4 0 OMHz, DMSO-ds ) PP 
m 1 . 82—2. 3 5 (6H, m) . 3.68 
( IH. m) . 4. 18 (3H. s) . 7.4 
9 (IH. t) . 7. 53 (IH. s) . 7.6 

2 ( IH. d) , 8. 1 3 ( IH. d) . 8.4 
4(1H, s) ; MS(EI)m/z 364 (M 

* ) . 

[0295] [^^J81] 4-(3-(2-(4- 
v:?n7f-;L'-2-^ry>J;l') :s.^~)V) 7x-;l/) 
-2-^^;i^-2H- [1. 2. 3]-h';ry-;i^- 
5-:*;l'.i<>'K: 4- (3- (2- ( 4-v'^'oyf-;P 
-2-^ry'J;i/) xf-r:;P) 7x-;P) -2-;^f-;u 
-2H-[1, 2. 3] -hU7y-;W-5-;*;l/d<^ 

iL^t 142~145'C; IRvmaxcm-i 221 
6; NMR (400MHz, DMSO-ds ) 5PP 
m 1. 82~2. 35 (6H, m) , 3. 67 
(IH. m) . 4.10 (3H, s) . 7.4 
8 ( IH. t) . 7. 53 ( IH, s) , 7.5 
7 (IH. d) , 8. 17 ( IH, d) , 8. 3 
7(1H. s) ; MS(EI)m/z 364 (M 

* ) . 

[0296] [||Jfe0lJ82] 5-(3-(2-(4- 

-1- (2-^h=ifi^xb^i^) y^;k-lH- [1. 
2 , 3 ] - h y TV-)V- 4 -ij)Vit^ym. : 
(IMl) x-?-;P 5- (3— f;i-h'7x~;W) -1 
- (2-.>< hdfi/Xhdfv-) ^f-;l^-lH- [1,2, 

3 ] - b y ry-7U- 4 h . xf-;P 
5- (3-'f JrH7x:i/P) -2- (2-.X h^v-xh 
'Sfv') ;^f-;U-2H- [ 1 , 2. 3]-fyTy-;P- 
A-f])Vifsi^i^V-Y . RX/ X^;W5- (3— f^K 
7xX;W) -3- (2-y h^i^xh^v) ;<^;l/-3 
H-[l, 2, 3]-hy 7y-;P- 4 -X^;Prf-C=3r i'l^ 

Xf-;P 5- (3--f:tF7xx;l/) -IH- [1, 
2. 3] -hy7y-;U-4-;*;l^^r^i/^-M:llJ5l 
0iilc!5lS3cO4-.X h:Jf>"<.y>'';U i?viV\^<rmh 

2- (2-^h^i^xh^j^) ^'oyK 
SrfflV\ |5]:^tj!!iaL, K 2. Sy3{ic7)ig^!t5!);7)x 

5- (3-'f:tb'7x:::;P) -1- (2-yh=3f 
>-xh^i^) ^f-;l.-lH- [1. 2. 3]-hy7y 
-;l/-4-;iir;i';K^v^-h. xf-;u 5- (3— f:t 
h'7xx;i^) -2- (2-;<h^vXh^S/) y^;l/- 
2H-[1, 2, 3] -hy7y-;l^-4-;<?;U;f:=^fi' 
V-H. &y xf-;l^ 5- (3— f^K7x-;P) - 
3- (2-^h=^rJ^xh=^r>') ^^;U-3H- [1, 
2. 3] -hy7y-;W-4-X?;l/4^=5fi^l^-M:}**^ 
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NMR (400MHz, CDC I3 ) 5ppm 1.2 
5~1 . 42 (3H, m) , 3.25~3.40(3 
H. series of s), 3. 36(1 H, 
s) . 3. 54 (2H. m) . 3. 49~3. 
85 (4H, m) , 4. 30~4. 48 (2H, 
m) . 5. 80~6. 1 2 ( 3H, s e r i e s o 
f s ) . 7.1 5~8. 23 (4H, m) . 
[0297] (IS2) x^;P 5-(3-(2- 
(4-x^'oy^/U-2-^TV'';;l^) xf--;W) 7x 
~)\^) -1- (2-;^h^i^xh^i^) p<^>l/-l H- 
[1, 2. 3} -h07Y-)\^-4-:/})\^4i^i^U-h 

±iaiglt1#'^nf^, -f*b-i*fc4->'^'nr^;t/- 

2 -xf-:z;l/^TV-;U&llfiifi^J 1 <^Xg4 fc P^tiift 

y^- mmm: n-^^^y-mk:s^^j\^=4: -. i ) 

T-^^t. x^;l^ 5- (3- (2- (4-i-^nr^ 
;P-2-f-TVU;U) X^x;U) 7x-;U) -1- (2 
-^bdfi/Xhdfi/) P<^/L'-1H- [1. 2, 3]- 

NMR (400MHz. CDC I3 ) (?ppm 1.3 
1 (3H. t) , 1. 88-2. 43 (6H, 
m) . 3. 36 (3H. s) . 3. 54 (2H. 

m) . 3. 68 (IH, m) , 3.82(2 
H, m) , 4.35 (2H. q) , 5.70 
(2H. s) , 6. 97 (IH, s) , 7. 52 
( IH. t) , 7. 57 ( IH, m) , 7.7 
4 (IH, m) , 7.76 ( IH. m) . 
[0298] (Xg3) 5- (3- (2- (4-vi? 

^rf■;^-2-f-7y'U;^) x^x/i.) 7xx;u) -i 

- (2-^hdfi^xh=af>') ^^;1^-1H- [1. 2. 

3 ] - h U 7Y~)l- 4 -;»;u#yK^7)^^ 

xf-;l^ 5- (3- (2- (4->'^^7'f•;^-2-f- 
ry'J/^) xf-x;l.) 7x:::;U) -1- (2-;><h^i^ 
Xh^fv) ^f-;P-lH- [ 1, 2. 3]-hury- 

4 i^u- himm 56 1 ^miznm 

Mil 14 3~146'C (S^^ii: :?PP;fv;PA- 
n— Ndf-if>') ; NMR (400MHz, DMSO- 
ds ) 5ppm 1. 82-2. 38 (6H, m) , 
3. 23 (3H. s) , 3.43 (2H, m) . 

3. 64 (3H. m) , 5.61 (2H, 
s) , 7. 4 1 (IH, s) , 7. 59 (IH, 
t) . 7. 67 ( IH, br d) . 7.75 
(IH, br d) , 7. 84 (IH, br 
s) : MS(EI)m/z 439 (M* +1). 
[0 2 9 91 [IIMIJIJ8 3] 5-(2-(3-(2- 
(4-J^^07'f-;|^-2-f-7yy;P) Xf--;l/) 7x 



-4-i-7YVJU) -IH-xh^y-yU: 
(Igl) 5- (2- (3-^^^^'7x-7^) -4- 
f-ryU^U) -2- (4->h^£^'<>i^» -2H- 

5- (2- (3-^;i-H7x~;l/) -4-^Ty';;P) 

- 1 H-T h yY-iv^mmm i <^ig3 1 mmizmm 

5- (2- (3-^^h'7x-;W) -4-^ryU 
;P) -2- (4-.Xhdf>"<.y>-» -2H-xh7y 

UUS 1 7 3- 1 7 6'C (WSS^?M : ^'OOt^/PA- 
n-A.4f-tfy) ; NMR (4 0 OMHz, CDC 1 
3 ) 5ppm 3. 76 (3H. s) . 6. 13 
(2H. s) . 6. 84~6. 87 (2H, 
m) . 7, 25 (IH. t) , 7. 31~7. 34 
(2H. m) . 7. 84 ( IH, d) . 7. 93 
( IH. d) , 8. 32 ( 1 H, s ) . 8.3 
5(1H, s) ; MS(EI)m/z 475(M 

* +1) : TiMmmciiHu i^iOsmnm 

i%) C. 45. 49 ; H. 2. 97 ; N, 1 
4.73.mZm(%) C, 45.46; H, 3. 
06 : N, 14. 74. 

[0300] (IS2) 5- (2- (3- (2- (4 
-i^^vy^-fU-l-f-TY^Jfl-) xf-r:;!/) 7x::: 
;P) -A-i-TYOlU) -lH-rh7y-/K0-^^ 
5- (2- (3- (2- (4-i^^'Dy^;l/-2-^T 
y>J;P) Xi'-fV) 7xX;W) -4-^ry'j7U) -2 

- (4-^ b^i^Kyi/Vk) -2H-xb7y-;l^fc4 

- i/^- nyf-;!^- 2 -x-f r-^i^f-ry-zl^SrllitM 1 <5:) 

ig4i:Pi«ij:3!!raL. mm. mmi(^JM5t 

1 5 6~1 5 9'C (decomp. ) (W^^M 
jSE : ^ODJ^yPA) ; I Rvmax cm-i 2216; 
NMR (400MHz, DMSO-de ) 5ppm 
1 . 88~2. 33 ( 6H, m), 3. 65~3. 
73 (IH. m) . 7. 57 (IH, s) . 
7, 69 ( IH, t ) , 7. 84 ( IH, d) , 

8. 1 7 ( IH. d) , 8. 39 ( IH, 
s ) . 8. 66 ( 1 H. s ) ; MS ( FAB) m 
/z 39 1 (M* +1) ; 7C«^*f<iCi9H,4N6 
Sim^m^X) C. 58. 44; H. 3. 6 
1 ; N. 2 1. 52, ai^^ (%) C, 58. 6 
0 ; H, 3. 34 ; N, 2 1 . 5 5. 
[0301 ] [IIWJ84] 3-(3-(2-(4- 
i^:?ayi-)U-2-^7YU)l') x^x;U) 7xx;l/) 

mmm 

(ISI) 3- (3- (2- (4->'^'ny^;U-2 
-f-ryyyi^) x^x;u) - 1 -rv^Ky-^yc;)^^ 
4-i^^vy^)U- 2 -xf-xyUf-ry-^l'i: 1 -ro 

3 ->f ^ K'<.y-fe: y^rnsfefjij 1 <oxn4 1 mmtzm 
au 3- (3- (2- (4-s^^pyf-;p-2-^r 
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NMR (400MHz. CDC I3 ) S'ppm 1.8 
5—2. 45 (6H. m) . 3. 70 ( IH. 
m) . 6. 97 (IH. s) . 7. 24 (IH, 
t) , 7. 52 ( IH. m) . 7.74(1 
H. s) . 

[0302] (1^2) 3- (3- (2- (4->'i? 
o7'-f;U-2-^7Vy;l') xf<-;U) yx-fU) Ky 

3- (3- (2- (4-v^nrf-;l/-2-f-m; 
yl^) xf-r:;U) - l-T'n^rALy-fe'yeOOmg. 3- 
*;l^5;P7x-;l';Kn::i>y^' T>'h'2 3 2mg, 
Th7=^^ (Mi7x-;l'7t;^7'f y) [OjA'^i^' 

5ml&lXl. 2-i^'^h^i^X:^'y2 5ml SrjDi.. 
2i^JpSft)iiiSEUv:. J^Si^. *1 OOm^Jni. mt 

i^^)ij'yiV^:f^\>^h:^^J^7'0'7Y-/yy >(- (?S 
a}?S: n-'\^-9->'-iffi?x-^;W=3 : 1 ) X^mL3 
- (3 - (2 - (4-i^^'or^;U-2-f-TVy;U) 
X.^-)V ) 7 X -/l- ) -^y X7;l'T t H 3 2 5 m g 5-?* 

NMR (400MHz. CDC I3 ) 5ppm 1.8 

5-2. 45 (6H. m) . 3. 7 1 (IH, 

m) , 6. 97 (IH. s) . 7. 49 (IH. 

t) . 7. 58~7. 67 (3H. m) . 7. 
84~7. 92 (3H. m) . 8. 12 (IH. 
t) . 1 0. 1 1 (IH. s) . 
[0303] (1^3) 3- (3- (2- (4-i^^' 
n7"f-;I^-2-f-7VUyP) x^:z;U) 7x::::;W) <y 

3- (3- (2- (4-v-^'n7"f-;P-2-^TrU 
yW) xf-r:;i^) y s.~)i') '^yXTyPrt F 3 0 Om 
g. hh'n=3fi^;^75>'JSi!lS6 5mg, &tA'¥i?:^^ 
y-^Al 1 9mg{;dfrg^5m 1 ?:JDX.. 2I^JPS'iiffi 
Ly'v:, ?^fflf^. KJSMi::*5 Om l ^Jni., i^it^^l^ 

yxi^tauz. ifyinm^ma^k^yiiX'mmk. im-rh 

X?y;l^^fflV^2.;i^9-i.^'OVh^^77-f- (j§tii?R: n 
-A,dE.-9-y-p|§x^;U=9 : 1 ) •C'^ilL3- ( 3- 
(2- (4-v-^a7"f-;l/-2-f-7yU;l^) xf-:i 
7xx/u) A:.yy-hU;l^280mgSr?A1^tli:L 

xm. 

NMR (400MHz. CDC I3 ) appm 1.8 

7—2. 45 (6H. m) . 3. 7 1 ( IH. 

m) . 6. 98 (IH. s) . 7. 48 (IH, 

t) . 7. 54-7. 94 (7H. m) . 
[0304] (Ig4) 3- (3- (2- (4-5^^ 



n7'^;l^-2-f-7yU;l') xf-x;U) 7xx;U) ^,ft 

3- (3- (2- (4-v'^oy^;U-2-^7y'J 
/U) x^ri;l.) 7x::.;U) KyY~h V)l-2 5 Omgli:: 
4 N^|<|g^l:-^ h V ^J^A<.mm. 5 m 1 ai^x^ 1 0 

m 1 smmn^M^iUz. mmmmt: i n 

mtfc. fflSSaliS: ^' a at^jUA - x^ y <i>SSB^H 

iWI 119— 12 0''C; I Rj^max cm-' 22 1 
6.1694; NMR (400MHz. CDC I3 ) 
^ppm 1. 85-2. 45 (6H. m).3.7 
1 (IH. m) . 6. 97 (IH, s) . 7. 
45-8. 14 (7H. m) . 8. 35(1H. b 
r s) : MS (E I ) m/z 3 59 (M* ) ; 
7C^:i^tlfffiC22Hi,N2 SiTjfi-Sm (%) C. 7 3. 
51;H. 4. 77; N. 3. 90. SS^tt (%) 
C. 73. 80 ; H, 5. 0 0 ; N. 3. 52. 

[030 5] [||]!ig^J8 5] 5-(3-(2-(4- 
'^^uy^/\,-2-^TYUfi') xf-:::/P) 7xx;^) 
- 3 -x^;H y ^df ^^y-;^- 4 -AJ\^7f.ym : 

(lei) 5- (3-'f:tK7x::^;W) -3-x^;U 

Xf-;U 3--fjrH7'Pt:t;l^K7 5 0mg. 4-:?0 

o7x-;Myi^7>'i!i. i9g. i--h^y'viJ-< 

>'3 34mg. St»Ux-f-/U75y>0. 087ml 
lZKy-t£y3 0m 1 ^jD;i. 2BM*U^« T^mii 

^Ai^v^ h^'^y mmm: n-^^-fy-mm 

x^;W=l 0:1) t«L5- (3-^:tK7x- 
>U) - 3 -X^;K y ^■9-y-;U-4 -;<f;^-■^<4f i^^'- 
^ 8 5 6 m g ^?sS||tfe?ft^^?5!ii: t-C#^v:, 
NMR(400MHz, CDCI3 ) ffppm 1. 3 
3 (3H. t) , 1. 34 (3H, t) . 2. 
97 (2H. q) , 4. 3 1 (2H. q) . 
7. 22 ( IH. m) . 7.83 (2H, m) . 

8. 22 (IH. d) . 
[0306] (1^2 ) x^;|/ 5 - ( 3 - ( 2 - 
(4-i^7o7'f-;l^-2-f-7y';;l^) xf--;U) 7x 
-;i.) - 3 -x^yi/^ y ^df-9-y-;i^-4 

5- (3-^^K7x::^;U) - 3 -xf-;P-f y^^f-^-y 
4 V l^- h i; 4 - j/^' oyf-zU- 2 - 

ai^~jui-rY-f\^^mmm i coig4 i: mmizmm 

Xf-/U 5- (3- (2- (4-i^^'Pyf-;l'-2 
-f-7yu;i^) x^riyp) 7x-;P) -3-xf-;Ky 

jj-^-9-y-;u- 4 h $:m^mt LX% 

tz, 

NMR (400MHz. CDC I3 ) *ppm 1.3 
3 (3H. t) . 1.36 (3H. t) . 1. 
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85-2. 45 (6H. m) . 2. 98(2H. 
q) . 3. 70 (IH. m) . 4.33 (2H, 

q) , 6. 97 ( IH. s) , 7.49(1 
H. t) , 7. 72 ( IH, d) , 7. 89 ( 1 
H. d) , 8. 10 (IH. s) . 
[0307] (IS3) 5- (3- (2- (4-i^i!' 
prf-;l^-2-f-Ty''J;l^) xf-r:/w) yx-Jl) -3 

xf-;P 5- (3- (2- (4->'^nr^;P-2-f- 

TVU/t-) xf--;u) yx.-jU) -3-xf-;U>f V:^^ 
-9-r-;W-4 h5:IUi0iJ5 6 

14 9-1 5 0r (SiSfa^jS;:X-T7l^) ; 
IRumax cm-1 2224,1 71 0: NMR(4 
OOMHz, CDC I3 ) ^ ppm 1.37(3H, 

t) , 1. 85~2. 43 (6H, m) , 3. 
01 (2H. q) , 3. 71 (IH. m) . 
5. 70 (IH, br) , 6. 98 (IH, 
s) . 7. 47 (IH, t) , 7.67 (IH, 

d) . 7. 92 ( IH, d) . 8.08(1 
H. s); MS(EI) m/z 3 78 (M* ) ; 

7mmmcuiiis'!^2 03 s- 1/2H2 ommm 

(%) C. 6 5. 1 0 ; H, 4. 94 ; N, 7. 

23. mmmi%) c. 65. i6: h. 4. 7 

8 ; N. 7. 08. 

[0308] [||»J86] N-ilU-^hyV- 
}V-5-4)V) -5- (3- (2 - {A-i^^uy^jV 
-2-i-7Y'J)\^) J^i-~fU) yjL-JU) -3-xf-;l/ 
^ y^:^r-»fV-;l^-4 -;&;Ud?df-9-5 H : 5- ( 3 - 

(2- (4-v^a7'f-;U-2-^ry*U;l^) xf-r: 

;i^tryK3 0 0mg. 5-rsy-iH-Th7y'-/i' 

8 5m StJf 1 , 1 ' -:^)U7f.-;WJ^ SrJ^y-;H 
74mgCDMF5m 1 $rjll;t80~8 5"CT'5^raii 

t^c« j^fflf^, Kmm^yii 10 0ml {car, ^waiL 

265~268X:: IRumax cm-» 222 
0,1 682; NMR (4 OOMHz, DMSO-d 
6 ) ^PPm 1 . 25 (3H. t) . 1. 85~ 
2. 35 (6H, m) . 2. 85 (2H. q) . 

3. 67 (IH. m) . 7. 56 (IH, 
s) . 7. 64 ( IH, t) . 7. 86 (2H. 

d) . 8. 04 (IH. s) . 12.61(1 
H. br) ; MS (E I ) m/z 445 (MM: 

ymmmCiiHis^T 02 s<7)m.m (%) c. 

59.31: H, 4. 30 ; N, 22. 01, M 

(%) C, 59. 1 6 : H. 4. 30 : N, 
21. 83. 

[0 3 09] [|ISi0l|87] l-(3-(2-(4- 



>'^'o7'f-;u-2-f-ry''J;P) xf-:z;u) ^x-yu) 
-3-;<i-)U-5- ( iH-f h7y-;l^-5— f;l') 

-2, 4- ( IH, 3H) -h"'J $.=Jyi^^y : 1- 

(3- (2- (4->'^'prf-;w-2-^7y'J;i') X 

f-x;l^) 7x-;l') -3-^^;!^- 5- (2 - (4-^ 

h^S/^yj^VP) -2H-xh7y-;P-5— f;i-) - 
2. 4-(lH. 3H) -h'U $i;yi/;j-y$:^fi?ijl 
cOlS5i:l5l«t3!!ML, mm^Wz, 
MA 25 6-2 5 9^ (SMSm : ^'ua^/PA- 
XrJ'y— ;l/-n-A.df-i^y) ; iRumax cm"' 1 
722,1 658; NMR ( 4 0 OMH z . DMSO 
-ds ) ^Ppm 1. 86-2. 02 (2H, 
m) . 2. 20-2. 31 (4H. m) . 3.3 
5 (3H. s) , 3. 63-3. 71 (IH, 
m) , 7. 54 (IH, s) , 7. 62-7. 6 
9 (2H. m) . 7. 77 ( IH. d) , 7. 
87 (IH. s) . 8. 64 (IH. s) ; MS 
(El) m/z 43 1 (MM: TcH^ffttCjiH 

02 smnm (%) c, 58.45; h, 

3.97: N, 22. 73. SUSffi (%) C. 5 
8.19: H. 4. 03 ; N. 22. 62. 
[03 10] [HIS^JSS] l-(3-(2 

- (4-i^^o7"f-;P-2-f-7y'J;k) xf-:i;p) y 
x^L/p) -5- ( lH-Th7y-/l--5-^;W) - 
2. 4->''3i-=¥y-3- (IH, 3H)-ey5vy7 
•fe-h : 

(I=gl) x^;l^ 1- (3-'f^H7x::x;P) -5 

- (2- -2H-rh7y- 
;P-5— f;l^) -2. 4->'':t^y-3- ( IH. 3 

H) -t-y 5>''yr•fe-^^o-^JS 

Xf-;U 1 - (3-^^K7x-;l') -5- ( IH-T 

h7y-;w-5— fyi^) -2, 4->''^^y-3- (i 

H, 3H) -ey5i/'yr-b-hi&IS5fef50l<OIg3^ 
|S|«t:MaL. x^;p 1- (3-'f7rH7x-;P) - 
5- (2- (4-;<h^S/'<.yv;U) -2H-f h^y 
-)V-5-^)U) -2. 4-v:t^y-3- ( IH. 3 

H) -t';Si/'y7-fe-hS:T^yP7rXfcU-CII^. 
NMR (400MHz. CDC I3 ) ?ppm 1.2 
9 (3H. t) , 3. 78 (3H, s) , 4. 
23 (2H, q) , 4.81 (2H. s) . 
5. 75 (2H, s) , 6. 87-6. 89 (2 
H. m) . 7. 24 ( IH. t ) . 7.36- 
7. 38 (2H. m) . 7. 40 ( IH. d) . 
7. 77 (IH. s) . 7. 81 (IH. d) . 

8. 30 (IH. s) . 
[0311] (IS2) X^iU l-(3-(2- 
(4-x^'^yf•;^-2-^7yy;^) x^riyl-) 7x 
-JV) -5 - (2 - (A-jth^'^Kyy'fU) -2H- 
fhyY-JU-5-^)i') -2. A-i^yt^V-S- 

(iH. 3H) -ei;5i;y7-fe-hio^jiE 
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Xf-^P 1- (3-> f:tH7x::i;U) -5- (2- (4 
-;<h^i^Kyi^)l') -2H-Th7y-;^-5--f 
;W) -2, 4->''^^y-3- ( IH. 3H)-fU5 

-)\^^ms&m 1 <7)xm t mmizmm i . x^;p i - 

(3- (2- (4-i^^vyi-)U-2-^TYV)l') X 
7xri;P) -5- (2- ( 4 h^i/'<^yx 
-2H-r^7y'-;^-5-^;^) -2, 4-x;t 

#y-3-(iH, 3H) -tusi/'yr-fe-h^-r* 

NMR (400MHz. CDC I3 ) 5ppm 1.3 
4 (3H. t) , 1.9 1~2. 08 (2H, 
m) . 2. 28~2. 39 (4H, m) , 3.6 
5~3. 74 ( IH. m) , 3. 78 (3H, 
s) . 4.30 (2H. q) , 4.81 (2H, 
s) , 5.70 (2H. s) . 6. 86~6. 
88 (2H. m) , 6. 99 ( IH, s) , 
7. 1 6~7. 1 8 (2H, m) , 7.29(1 
H, d) , 7. 45 ( IH, s) , 7. 49 (1 
H, t) , 7. 64-7. 67 (IH, m) . 
7. 67 ( IH, s) . 

[0 3 12] (Ig3) X^/U l-(3-(2- 
(4-i^^U'/i-)U-2-i-7YU)\^) X.^-JU) 7x 
-5- ( 1 H-Th7V-/U-5-^yl^) -2. 
4-xJr^y-3- ( IH. 3H) -h*y sj^yr-ir- 

xf-;P 1- (3- (2- (4-i^:7D7'^;l'-2-^ 
ryU/P) xf-ri;!^) 7x-;U) -5- (2 - (4-^ 

hdfi/^yv^/P) -2H-rh5V-;i'-5— f;P) - 

2, 4->''^^y-3- ( IH, 3H) -h-y si^'yr 
■fe- h S-|IM«»J 1 OIS 5 i: L , 

247-249-0 (decomp. ) (H^S^ 
: ^'00:i^;UA-n-'N=3f'f>') ; IRi/max cm 
22 1 6, 1 752, 1 720. 1 656. 1 60 
2: NMR (400MHz. DMS0-d6 ) ^PP 
m 1.22 (3H. t) . 2. 18~2. 32 
(4H. m) , 3. 63~3. 71 (V^H. 
m) , 4. 18 (2H, q) . 4. 74 (2H, 
d) . 7. 55 (IH. s) , 7.65(1 
H. t) , 7. 71 (IH, d) , 7.79(1 
H, d) , 7. 92 (IH, d) , 8. 75 
( IH, s ) ; MS (E I ) m/z 503 
(M* ) ; 7C«^5-*ffflC24H2,N7 O4 S- 1/4H 
20<0im.m(%) C. 56. 74; H. 4. 2 
7 ; N, 19. 30, SJ^ffi (%) C. 56. 5 
4 : H, 4. 28 ; N, 1 9. 1 2. 
[0 3 13] [|IMfi?IJ89] l-(3-(2-(4- 
v'^'^7'f■;^-2-f■TyUy^) X^r.;!.-) 7x-;t') 
-3-.Xf-;w-5- ( lH-rb9y-;l/-5-'f;w) 



-2, 4-y3r^y-3- ( IH, 3H)-euSi;y 

i^i?:x^;l^ 1- (3- (2- (4-i^^ayf-;l/- 
2-^TyU;P) xf-x;^) 7xx;l.) -5- ( 1 H- 
rh7y-/U-5-'f;l/) -2, 4-i^';i-^y-3- 
(IH, 3H) -e'J5v>'r-fe-h?:iai0iJ5 6f:|S| 

2 1 9-2 22'C (de c omp. ) (S^hIj^ 
^ y—fV-) ; I R max c m" • 

2220. 1726. 1666. 1658. 160 
4; NMR (4 OOMHz, DMSO-dg ) 5-pp 
m 1. 9 5-2. 02 (2H, m). 2.20- 

2. 30 (4H. m) , 3. 62-3. 71(1 
H, m) , 4.65 (2H, s) , 7. 54 
(IH, s) , 7. 65 (IH. t) , 7.71 
(IH, d) , 7. 79 ( IH. d) , 7. 92 
(IH. s) . 8. 74 (IH. s) ; MS 
(EI)m/z 475(MM: TCm^J-ffffiCjaH 

nN, O4 S-3/4H2 OiOltmfl (%) C, 5 
4.04; H, 3. 81; N, 20. 05, 
m (%) C, 53. 91 ; H, 3. 93 ; N, 1 
9. 94. 

[0314] [^01J9O] l-(3-(2-(4- 
i^^a7'f-;l'-2-f-7y'J;l') x^x;l^) 7xX;l.) 
-3- (4-^h^S/'<y$/;U) -5- ( lH-rh7 
y-;P-5— f;l^) -2. 4-(lH. 3H)-tU5 

(ISI) 1- (3- (2- (4-i^^oyf-;l/-2 
-f-ryj/P) 7xx;l/) -3- (4-;<h 

dfj^'^yi^^) - 5- (2 - {4-:^h^i^O'J)U) 
-2H-tYvV-)V-5--^ IV) -2. 4- (IH. 
3 H ) - 1° U 5 i/'y i^'^y^o-g-^ 
1- (3-'f:tH7xX/l/) -3- (4-;'< h^f>"<^y 
>-» -5- (2- (4-.><h^i^'<.>'v>) -2H- 
Th7y-/l^-5--<;U) -2, 4- ( IH. 3H) - 
f U 5 i^'y y 4 - n 7"f-;U- 2 - xf-x;^^ 

Ty-;i^s:^fij 1 <r>jMA t nm^zm. t . i - ( 3 

- (2- (4-i^:5'Qy^;U-2-^ryU;W) x^x 
;p) 7xx;p-) - 3- (4--Xh^i-^y>'Vl/) -5- 
(2- (4-^h^i^Ky>'';k) -2H-Th7y-/U 
-5— f;l^) -2. 4- ( IH. 3H) -f'JSi->i^' 
:ty2:r^;U7rJ^t Lttl^. 
NMR (400MH2. CDC I3 ) 5ppm 1.9 
1-2. 08 (2H, m) . 2. 28—2. 41 (4 
H, m) , 3. 65-3. 74 (IH. m) . 

3. 77 (3H. s ) , 3. 78 (3H. s) . 
5. 1 9 (2H. s) . 5.76 (2H. 

s) . 6. 82-6. 88 (4H, m) . 6.9 
7 (IH. s) , 7. 35-7. 37 (2H. 
m) . 7.41 (IH. d) . 7. 50 (IH. 
t) . 7. 55-7. 57 (2H. m) . 7. 6 
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0 (IH, s) , 7. 65 (IH, d) . 8. 
26 ( IH, s ) . 

[0315] (Xg2) 1- (3- (2- 
o7'f-/l/-2-tTy'Uyl/) 7x:i;l/) -3 

- (A-^h^i^Kyi^ju) -5- (IH-rb^V- 
yP-5— f;P) -2. 4- ( IH. 3H) -eU Si^y 

1- (3- (2- (4->'i?n:^^;P-2-^rV'J 
;^) x^ri;P) 7xr:;P) -3- (4-:?th^>'Ky'J 
-5 - (2 - (4-^h^v-<y>'';u) -2H-t 

h7y-;W-5-'f;l^) -2, 4- ( IH. 3H) -t' 

'J 5 i^y'j:^yim&m 1 c^xs 5 1 mmizmm i . 3 
mz4 h^i^Ky'jjim^^'rimmm^nt:, 

Wjk 2 0 5~2 07°C (decomp. ) (Si^fi^ 
i^: ^aa}i-^)UJ>,-n—^^-^y) ; I Rj^max c m"! 

2216, 1718. 1666, 1604:NMR 
(400MHz. DMSO-ds ) 5-ppm 1. 88 
~2. 02 (2H. m) . 2. 20~2.30(4 
H. m) , 3.6 5~3. 69 (1 H, m) . 
3. 72 (3H. s) . 5. 08 (2H. s) , 

6. 82-6. 91 (2H. m) , 7. 36~ 

7. 38 {2H. m) . 7. 54 ( IH, s) , 

7. 64 (IH. t) . 7. 7 1 (IH. 

d) , 7. 78 ( IH, d) , 7. 92 ( IH, 
s) , 8. 67 (IH, s) ; MS (EI) m 
/z 537 (M* ) . 

[03 1 6] [IIS6W9 1] N-dH-rh^y- 
/U-S-^f/U) -3 - (2- (4-i^i?o7>;W-2- 
f-TVU;l/) xf-:i;l') '^yXTS K : 3 - (2- (4 

fc5-TSy-lH—fh7 V-;l'5rll»J8 8 i: 

St^ 244-246X: (decomp. ) Cmm 
1^: ^uaitijUA-n—^^'fy) ; IRi^max cm 
-1 2220, 1 674, 1 590; NMR(400 
MHz, DMSO-dg ) 5ppm 1. 84~2. 1 
0 (2H. m) . 2.1 9-2. 3 5 (4H, 
m) , 3. 68 ( IH. m) . 7. 56 ( 1 H. 

s) . 7. 69 (IH, t) , 7. 95 (1 
H. d) . 8. 17 (IH. d) . 8. 41 (1 
H. s) , 1 2. 57 ( IH. s) ; MS (FA 
B)m/z 351 (M» +1); 7C*4J-*fffiCn 

H,4N6 osmn-m(%) c, ss. 27; h, 

4.03: N. 23. 98. iHSii (%) C. 5 

8. 1 0 ; H. 4. 00 ; N, 23. 82. 

[03 171 [||ifefif«92] N-dH-fh^y- 
yu-5-^;^) -3- (2- (4-v^ay^;u-2- 
f-ryU/U) x^-;l/) -6-^ h^vOXTS H : 

(xgi) 3- (2- (4-i/:?oyf-;i'-2— ?-ry 



##0IJ 1 8 fc |pI;K{C t -r ^-^.^l^x^;!^ 3 - ( 2 - 
(4-i^^ny^;P-2-^ry'J;P) x^x;U) -6 
h^i^7xx;U;;:^;U;K=3fi^^-bSr##0"Jl 9i:|nl 
)KtCjlML. 3- (2 - (4-£/i?oyf-;P-2-^T 
yyyp) x^x;U) -6->h=JE->'S,&#i?*#^. 
iJU±[ 14 l~144r (decomp. ) (Sfe^Jt 
ii: ^'no4^;WA-n-^^-9"y) ; IRt/maxcm 
-1 221 2,1700.1678; NMR(400 
MHz. CDCI3 ) 5ppm 1. 89—2. 41 
(6H, m) . 3. 65~3. 74 ( IH. m) . 

4.12 (3H, s) . 6. 96 (IH, 
s) , 7. 08 (IH, d) . 7. 77 (IH. 

dd) , 8. 41 (IH. d) : MS (EI ) 
m/z 3 13 (M* ) ; TC^^^^fiCn H15 N3 O 
S • I/4H2 OWltEfi (%) C, 64.23; 
H. 4. 9 1 ; N, 4. 4 1. SJ^ffi (%) C, 
64.38: H, 4. 89 : N. 4. 1 6. 
[0 3 18] (XS2) N- ( IH-f h^y-;!/- 
5-'f;U) -3- (2- (4->'^oyf-;W-2-^T 
yU;U) xf-x;^) -6-> h^^ri^O-XTi Hct)-^^ 
3- (2- (4->'^nyf-;W-2-^TyU;W) x-^ 
x;P) -6-^h^i-^,ft#i?t 5-r5y-lH-T 

Wj^ 233~235*C (decomp. ) {W^m 
: :?oa;^;Ui>.-n-'s^^fy) ; IRj/max cm 
-1 221 2, 1680. 1614, 1564, 152 
8.1502: NMR (400MHz. DMSO-d 
6)^ppm 1. 88~2. 28 (6H. m) . 
3. 63-3. 68 ( IH. m) , 3.94(3 
H, s) , 7. 30 ( IH. d) , 7.50 
(IH, s) . 7. 84-7. 88 (2H, 
m) . 12. 01 (IH. s) : MS (EI) m 
/z 38 0 (MM ; Ttm^VfmCisHisNs O2 
Sc7)|t^«t (%) C.56.83; H. 4. 24: 

N, 22. 09, jffl^fi (%) C. 56. 74 ; 
H. 4. 1 5 : N. 22. 35. 
[0 3 19] [||]|£0IJ9 3] N-dH-xh^y- 
)U-5--()U) -3- {2- {4-i^^ari-)U-2- 
i-7YU)l') xf-x;i^ ) - 6 — f V r n.-ff^ i^KyXT 

(XSl) 3- (2- (4-i^^ny^;P-2-^T 

yjyw) xf-x;>) -6— f yro4cdfs^^,f.#ii<^-& 

1 8 fc mmiz ixnht[fz4 y roe;i/ 3 - 
(2- (4-v^oyf-;p-2-f-ryy;u) xf-x 

;l/) -6-'f yrn;Jf^i/7xx;P;&;l.;Jf^>'l./-h 

Sr. mmi9tmmiz>mL. 3- (2- (4-i^^' 

oyf-;l'-2-f-Ty'J;W) x^x;P) -6->fyrn 
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1 6 8~ 1 7 or (HJgfa^ii : ^' 007^;I/A- 
n—^^^y) ; IRt/maxcm-i 2216. 17 
38. 1692, 1602. 1 500; NMR(40 
OMHz. CDCI3 ) ^ppm 1. 52 (6H, 
d) . 1. 89~2. 4 1 (6H, m) , 3.6 
5~3.72(1H. m) , 4.86~4.96 

(IH. m) , 6. 96 (IH, s) . 7.0 
6 (IH, d) , 7. 74 (IH, dd) , 8. 
43 ( IH. d) . 10. 98 (IH. s) ; 
MS(EI)m/z 34 1 (MM ; TCS^WfflC 
19H19N3 OS - I/4H2 OiOttEii (%) C, 6 
5.97; H. 5. 68; N, 4. 05. SJ^fil 

(%) C. 66. 09 : H. 5. 59 ; N. 3. 
83. 

[0320] (IS2) N- ( lH-T^7y■-;^- 
5— f;i/) -3- (2- (4-i^7nrf-;l'-2-^T 

3 - ( 2 - (4-vi7oy^;l^-2-^TVU;l^) 

-/u) - 6 y ra^^i^^,ft#iti: 5 -r s y - 1 

WM 21 1~214'C (decomp. ) (If^rafS 
ii: ^^D;^;^A-n-'\^-t^y) ; IRvmax cm 
-1 2216.1664.1 592; NMR(400 
MHz. DMSO-dg ) 5ppm 1.34(6H, 
d) . 1. 88~2. 30 (6H, m) . 3. 
61~3. 68(1H, m) , 4.83-4.86 
(IH. m) . 7. 32 (IH. d) . 7.5 

0 ( IH. s) . 7. 80 ( IH. d) . 7.9 

1 (IH. s) , 1 1. 88 (IH. br 

s) ; MS(EI)m/z 4 08 (M*); TcS 
^^ffflCjoHaoNg O2 S<Dimm{%) C, 58. 
81; H, 4. 93; N, 20.57. il^fl 
(%) C. 58. 61 ; H. 5. 05 ; N. 2 
0. 58. 

[03211 [|ISt«?!l9 4] N-dH-rh^y- 
,p_5_^yp) _3_ (2- (4-i^>?nyf-;l^-2- 
^ryU;!^) x^x;l/) -2-^^;U'<.yX75 H : 

(ISI) 3- (2- (4-i/i?nyf-;P-2-^r 
yij;u) xf-:i;P) -2-^^;l/^,&#i!0^^ 

1 8 fc ISiait lX%^tltz:ci-;l' 3 - ( 2 - ( 4 

-i^^orf-;i/-2-f-ryu;i') x^-;i^) -2-^ 
sasL. 3 - (2 - (4-i^^a7'f-;u-2-f-ry'j 

jV) xf-c^yl') -2->^;l^.ft#i!S-^;t. 
m^. 1 1 5'C ( : 7nn^;UA- n -'v^ 
•^y) : NMR (400MHz. DMSO-de ) 8 
ppm 1. 85-2. 40 (6H, m).2. 55 
(3H, s) . 3. 69 (IH, m) , 7.4 



4 (IH, t) . 7. 48 (IH. s) , 7. 
72 (IH. d) . 7. 80 (IH, d) . 1 
3. 40 ( IH. b r) . 

[0322] (IS2) N- ( IH-f-h^y-yU- 
S-'fyP) -3- (2- (4-i^:707'^;P-2-^r 
yy;!^) xf-a;i^) -2-^^;i-'<yXr$ Y<r)^^ 
3- (2- (4-i^^'nyf-;P-2-f-TyU;l^) x^ 
x;p) -2-^f-;l^SSi!t5-r$y-lH-Th 
7y-;US-|ISfi0iJ88i:|S|«t:*[yiL. ^!|«!i?r#;^. 
iti[ 28 9'C (decomp. ) (SISSJMr^'n 
05t^;PA-X:J'y— /U) ; IRvmaxcm-1 164 
6; NMR (400MHz, DMSO-de ) ^PP 
m 1. 85~2. 35 (6H. m) , 2. 57 
(3H, s) . 3. 66 (IH, m) , 7. 44 
(IH, t) , 7. 56 (IH. s) . 7.6 
9 (IH, d) , 7. 80 ( IH, d) , 1 
2. 52(1H, br s); MS(FAB)m/' 
z 365 (M* +1); TcS^J-^ffiCigHisNe 
OScOlh^ffi(%) C. 59. 32; H. 4. 4 
3 ; N. 23. 06. SlSffi (%) C. 59. 1 
3 ; H, 4. 48 : N. 23. 34. 
[0323] [|Ufi^j95] N-dH-Th^y- 
)V-5--i}V) - 3- {2 - (4-x^Pyf-;l^-2- 
^7y'J;^) :x:^~)V) -A-y)V:)t'aKyXT^ Y ■ 
(ISI) 3- {2- U-i^^u:f^)V-2-^T 

x^-;l^) -4-7;P:toSt>Si!c7)-^^ 
##<?ij 1 8 1 |5l«C t tff htifz:i^'f-)V 3 - ( 2 - 
(4-S^:?oy^;l/-2-f-Ty'J;P) xf-::^;W) -4 
-7)V:^uy3i~)Vi})V^-^i^V-ht:. ##M1 9i: 
ISI^CMSL. 3 - (2- (4->'^oyf-;l^-2-^ 

1 5 6'C ( : ^ OO^^/L-A - n -^^ 
■^y) ; NMR (400MHz, DMSO-de ) 5 
ppm 1 . 82~2. 3 5 (6H. m),3.68 

(IH, m) , 7. 53 (IH, t) , 7.6 
0 ( IH, s) . 8. 09 ( IH, m) , 8. 
21 (IH, m) , 13. 39 (IH, br) . 

[0324] (IS2) N- ( IH— f^7y-;^- 
5— f;U) -3 - (2 - (4-i^i^uyi-)U-2-i-7 

yuyp) -4-yti^uKyXT$. 

3- (2- (4-x:7o7*^;l/-2-f-ryU;U) Xf- 

-il-) -4-7)lttl$MMMt5-T$.y-lU-T 

MA 24 7-2 5 9r mi^mm ^'nn^i^/PA- 

Ji^y—JU) ; IRi/nax cm-> 1668; NM 
R(400MHz, DMSO-dg )^ppml. 85 
-2. 40 (6H, m) , 3. 69 ( IH, 
m) . 7.63 (2H. m) . 8. 24 (IH. 
m) . 8. 50 ( IH, m) , 12.50(1 
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H. br) ; MS(FAB)m/z 369 (M* 

+ 1) :7cs^«f€Ci7Hi3FN6 oscoimm 

(%) C, 55. 42 : H, 3. 56 ; N, 2 

2. 81, mmm (%) c, 55. 47 ; h. 

3. 76 : N. 23. 17. 

[0325] [|ISfeW96] N-{1H-tV^V- 
yP-5--<;P) -3- (2- (4-v^'o7'-^;U-2- 
^rVU;!^) -6-.Xf-;l/^yXTS K : 

(xni) 3- (2- (4-^/^^:r^;^-2-^T 
y >J yl/ ) - ) - 6 - p{ 
##fi?ij 1 8 b mmi,Z bT#4>il/cx^;l' 3 - ( 2 - 

{4-i^^viyi-iU-2-i-7YVJ\^) xf-:z;l/) -6 

mi>zmmL. 3- (2 - (4-i^^?o7^^/i'-2-f-T 

V>J;P) xf-:::;U) -6-^f-;l^,ft#itSr#fc, 
Si^ 163~165-C (decomp. ) (S^b^b^ 
ji: ^'oo^yUA-^^'y-yW) : NMR(400M 
Hz, CDCI3 ) ?ppm 1. 90—2. 00 (1 
H, m) , 2. 00~2. 1 0 ( 1 H, m) , 
2. 20~2. 50 (4H. m) . 2.68(3 
H, s) . 3. 70~3. 80 (IH, m) , 
6. 98 ( IH. s ) , 7. 29 ( IH. d) , 

7. 63 ( IH, d) , 8. 31 ( IH, 
s) . 

[03261 (IS2) N- ( lH-xh^V-7l^- 
5— ^/P) -3- (2- (4-i/^?n7'^;l.-2-f-r 

3- (2- (4-x^'Dyf-yu-2-^Ty'J;u) Xf- 
-;^) -6-^^;l^,&#Ki: 5-757- IH-rh 

9V-;^&IIM^J8 8t|5I«{^5^!®L, ^Jf^Hi/^. 

MM 2 50— 2 5 3''C (decomp. ) (S^B^aig 
iSE: ^'OD^J^/l/A ; NMR(400M 
Hz, DMSO-dg ) 5ppm 1. 80~2. 00 

(IH, m) , 2. 00-2. 10 (IH, 
m) , 2. 20-2. 40 (4H, m) , 2.5 
5 (3H, s) , 3. 60-3. 80 ( IH. 
m) , 7. 49 ( IH. d) . 7. 57 ( IH, 

s) , 7. 77 (IH, d) , 7.97(1 
H, s) , 8. 02 (IH, br) , 12. 52 

(IH, s) : MS(FAB)m/z 365 (M 
* +1 ) ;7C5g#*fffiCi8Hj8N6 OS • 3/4 Hz O 

C, 58. 52 :H. 4. 52: 
N, 2 1. 55, (%) C, 58. 75 ; 

H, 4. 59 ; N, 21. 35. 

[03 27] [|ISfi««l97] N-dH-xh^y- 
-2- (2- (4-i^^'nyf-7l^-2- 
f-ry'J;U) Xf-:i;l') KyX7^ K : 

(igi) 2- (2- (4->'^Dy^;i/-2-f-r 

##W 1 8 1 miz lxmtifz:L^Jl 2 - ( 2 - 



(4-i.^oyf.;W-2-f-Ty!;;U) X^xyl^) 7x 

2- (2- (4-v^oyf-;w-2— ?-Ty'J;u) xf- 

x;i.) m^mmtz, 

SUS 142~145*C (decomp. ) (H^S^g 
ii: :?on:t:;UA-7:J'y-;k) ; NMR(400M 
Hz, DMSO-de ) ^ppm 1. 80 — 1. 90 
(IH, m) , 1. 90-2. 00 (IH, 
m) . 2. 20-2. 50 (4H. m) . 3.7 
0—3. 80 ( 1 H, m) , 7. 08 ( 1 H, 
s) . 7. 50-7. 70 (4H, m) . 12. 
50-1 2. 70 (IH, br) . 
[0328] (XS2) l^- (in-ThvY-JU- 
5-^)V) -2- (2- (4-i^^nyf-;P-2-f-T 

2 - (2- U-i^^^^i'lV-2-^7V^))V) x^ 

~)V) ^MMmt 5-Tsy-iH— fh^y-yp^ii 

iL"±( 1 6 8-1 7 0'C (dec omp. ) (SSb^h^ 
^■.■7uui}r'~)VJx-?ifJ-)V): NMR(400M 
Hz. DMSO-dg ) ^ppm 1. 80 — 1. 90 
(IH. m) , 1. 90-2. 00 (IH, 
m) . 2.1 0—2. 40 (4H, m) . 3.6 
0-3. 80 ( IH. m) . 7. 07 ( IH. 
s) . 7. 50-7. 70 (4H. m) . 12. 
20(1H, br); MS(FAB)m/z 35 
1 (M* +1 ) . 

[0329] C*5I0"J98] (E)-5-(2-(3 
- (2- (4->^^oy^;U-2-f-ryU;W) xf-r:. 

)V) y X.-1V) -IH-rh^y-;!/: 
(Igl) (E) -5- (2- (3-^7rK7x- 
)V)X.r--)V) -2- (4-^h^i/<yi^>) -2H 

(E) - 5- (2- (3— f^H7x-;U) Xr-Zl-) 

- 1 H -T h yv-)v^mmm i ^xs 3 1 isitttcjaa 

(E) -5- (2- (3— <^h'7x-;U) xr- 
)V) -2- (4-^h^>"<.>'>'» -2H-Tb7y 

iiL^ 1 1 5-1 1 6'c mm^Bmm ■. ^oo*;i.a- 

n-'vdf-ty) ; NMR (40 OMHz, CDC 1 

3 ) Jppm 3. 80 (3H. s) . 5. 69 
(2H. s) . 6. 88-6. 92 (2H. 

m) . 7. 10 (IH, d) , 7.11 (IH. 
t). 7. 34-7. 37 (2H. m),7.48 
(IH. d) . 7. 59 (IH. d) . 7.6 

4 ( IH. d) , 7. 88 ( IH, s ) ; MS 
(EI)m/z 418(MM: TcS^^fffiCnH 

i^in, omW-m(%) C. 48. 82: H. 
3. 62 : N. 13. 40. (%) 0. 4 

8. 99 ; H, 3. 72 ; N. 13. 24. 
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[0330] (IS2) (E)-5-(2-(3- 
(2- {4-i^-^\:irf')l'-2-i-7YVfV) 

^U) 7xr:;l/) xr-;^) -2 - (4-->< h^fv-^yv'' 

)U) -2H-f h^y-zPcO-^fig 
(E) -5- (2 - (3-'f3rH7x-;l.)Xr-;U) 

-2- (4-;<h=^>''<.yi/;i^) -2H-f-h5y*-;p 

KDxmtmmmmi. (e) -5- (2- o- 

(2- (4-i^^'nr^;l'-2-^rV';;l^) x^:i 
7x:^;W) xr-/U) -2- {4-^h^=y<y'J 
- 2 H-f h 7/-;l^^?^?ft^^!t5!li: UT#^c. 
NMR (400MHz, CDC I3 ) ^ppm 1.9 
1~2. 08 (2H. m) . 2.30—2.30 (4 
H, m) , 3. 66~3. 74 ( IH, m) , 
3. 80 (3H, s) . 5.70 (2H. s) , 

6. 89-6. 92 (2H, m) , 6.96(1 
H. s) . 7. 14 (IH, d) . 7. 35- 
7.4 1 (3H. m) . 7. 53-7. 56 (2 
H, m) , 7. 68 ( IH. d ) , 7.75 
(IH. s). 

[0331] (Xig3) (E)-5-(2-(3- 

(2- (4-i^^o7'f-;p-2-f-rvu;P) xf-- 

(E) -5- (2- (3- (2- (4-v^07'^;l.- 
2-^7VU;U) xf-r.;i/) 7xx;U) x-fx/i^) -2 

- (4-;'<h^v'<y>'';U) -2H-rh7V-;P^|| 

)ifi0ij 1 oig 5 b mmi^zm. i . mmmintz. 

1 5 8-1 6 8'C (decomp. ) (S^faii 
SI : ^'OU*;l/A-n-^^1fy) : IRi'max cm 
-1 2216, 1 650, 1 598, 1 574. 1 55 
4.1 504; NMR (4 OOMHz, DMSO-d 
g ) dppm 1. 86—2. 03 (2H. m) . 
2. 18-2. 33 (4H. m> . 3.63-3. 
7 1 ( IH, m) , 7. 47 ( IH, d) , 
7. 53 (IH, s) , 7. 54 ( IH, t) , 

7. 63-7. 67 ( IH. m) , 7.65(1 

H. d) . 7. 83 ( IH. d) , 8.04 
( IH. s) ; MS (E I ) m/z 333 

(M* ) : Ttmmmcistii^Ni scnsmmix) 

C. 64. 84 : H. 4. 53 : N. 2 1. 0 

I, mmS.(%) C. 65. 05 : H. 4. 6 

0 ; N. 20. 7 0. 

[03 32] [|ISS^J99] (E)-5-(2-(3 

- (2 - (4-i^^'a7'f-;W-2-f-ry'Jyl^) xf-r: 

(Igl) (E) -5- (2- (3-'f7rh'7xX 

-i-7'o'<y-i--<;u) -2- (4-^h^£^ 
(E) -5- (2- (3-'f?i-K7x-;i/) -1-ro 



^y-l--()U) -lH-xb7y-;l^S:IIS60lllOI 

g3i:i5imc5aaL, (e) -5- (2- (3— f^n 
7xx;i/) -i-ro^y-i--f;i^) -2- (4-.x 
h^fi^O-i^;!/) -2H-Tb7y-^USrTt;l/7r::?. 

NMR (400MHz, CDCI3 ) 5ppm 2. 6 
6 (3H, d) , 3.79 ( 3H. s ) . 5. 
72 (2H, s) . 6. 75-7. 45 (8H, 
m) . 7. 88 ( IH. s) . 
[0333] (IS2) (E)-5-(2-(3- 
(2- (4-i^:J'oy^;^-2-f■TyU;^) x^ri 
7xx;p) -l-7'n'<.>-l— -2- (4 
h ^>"<y ) - 2 H -T h 7y-;W£^^ 
(E) -5- (2- ( 3— f:tb'7xri;U) - 1 -7*0 
^^y-l-^jU) - 2- (4-;'< h^i^O-vVP) -2 
H-y-h yV-lVb 4 - x^' oy^/P- 2 -xf-:z;l.f- 

ry-;us:syft0ij 1 C0IS4 b mL\zm. u , ( e ) - 

5- (2- (3- (2- (4-i/^'oyf-;U-2-^T- 
yU/U) xf-::i;U) 7x-/U) - 1 -7*o'<y- 1 — f 
-2- (4-;<h=Jfv'syi^>) -2H-f h^y 
-JV^^Wmb LTffit. 
NMR (400MHz. CDC I3 ) ^PPm 1.8 
5—2. 44 (6H. m) , 2. 62 (3H, 
d) . 3. 70 (3H. s) . 3.80 (3H. 

s) . 5. 72 (2H. s ) . 6. 86-7. 
80 ( 1 OH, m) . 

[0334] (IS3) (E)-5-(2-(3- 

(2- (4->'i7oyf-/i^-2-^ry'jyi/) xf-r: 

;P) 7x:::;P) - 1 -rn^y- 1 ->f ;U) - 1 H-f- 

h^y-zwio-^^ 

(E)-5-(2-(3-(2 - (4-S/':^'oyf-;U- 
2-^7yU;l') xf-z:;p) 7x-;l^) - 1 -ro'^y 
-i-'f;i') -2- (4-j><h=^>"<yi^;i/) -2H- 
T h 7y-;U&IIMfi»l 1 <nJM. 5 i: |Sieitii!|ia 

it^ 1 3 4- 1 3 5 'C (S^B^?i^ : ^ n.O;^yPA- 
n— ; I Ri/max cm-J 22 16: N 
MR (4 0 0MHz. DMSO-de -CDC I3 ) d 
PPm 1. 85-2. 42 (6H, m) , 2. 
68 (3H. d) . 3. 69 (IH. m) , 
6. 80 ( IH. s ) . 7. 1 5 ( IH. s) , 

7. 48 (IH, t) , 7. 58 (IH, 
d) . 7. 63 ( 1 H. d) . 7. 78 ( IH, 

m) ; MS (FAB) m/z 348 (M* + 
1) ; TC^^^CiaHivNj S- 1/4H2 Om 
^ffl (%) C, 64. 84 ; H. 5. 01: N, 1 
9. 90. mm. (%) C. 65. 01 : H. 
5.06: N. 1 9. 89. 
[0335] [HJfiflajlOO] (E)-5-(l- 

(3 - (2 - (4-i^^'ny^;i/-2-f-ry';/p) x 
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7X-/U) -l-rci^y-2-^J\^) -IH 

(Xni) (E) -5- ( 1- (3--f^H7x;i 
- I -ra^y- 2-^)1') -2- 

(E) -5 - (2 1 {s-^^fy^ya^-ju) -1-ro 
'^y-2--^;i/) -iH-rb^r-yi/SrHSfi^Jlcox 

mtmmizmmi. (e) -5- (i- o-^^k 

7x-;k) -i-ra'<:^-2-^;i') - 2- (4-X 
Y-^i^^yi^fU) -2H-fN7V-;Ui&r^;l'7rx 

NMR (400MHz, CDC I3 ) ^PPm 2.3 

4 (3H. d) . 3. 80 (3H. s) . 5. 

69 (2H. s ) , 6. 90 (2H, d ) . 

7. 1 3 (IH, t) , 7. 47 ( 3H. m) . 

7. 63 (2H, m) , 7. 76 ( IH, s ) . 
[0336] (XS2) (E)-5-(l-(3- 
(2- (4-i^^uy^)U-2-i-7Y0)U) xf-- 

7x-;p) -i-rD'<y-2--<;w) - 2- (4 
h=Jri''<^yy;l/) - 2 H -r h 7y'-;i^<o^^ 
(E) -5- (1- (3->f jJ-H7x-;p) -i-ro 
'^y-2— f;w) -2- (4-^b^-/<yv» -2 

H -T b ^y-Zt-fc 4 - i^:? o7f-;P- 2 -xf--;Pf- 

7y-;i-^^iS0ij 1 «oig4 b mmizimt. ( e ) - 

5- ( 1- (3- (2- (4-i^^'n:^f-;P-2-f-T 

yu;!/) xf-x;p) 7x-;U) -l-7°o^y-2-^ 
)\^) -2 - {4-;<h^>'Kyi^)l') -2H-Th7y 

NMR (400MHz, CDC I3 ) 5ppm 1.8 
5~2. 40 (6H. m) , 2. 38 (3H, 
d) . 3. 70 (IH, s) , 3.77 (3H, 
s) , 5.70 (2H, s) , 6.90(2 
H, d) . 6. 95 ( IH, s) . 7.38 
(2H, d) , 7. 43 (1 H, m) , 7. 5 1 
(IH, m) , 7. 64 (IH, br s) , 
7. 7 1 ( IH, br s ) . 
[03371 (1^3) (E)-5-(l-(3- 
(2- (4-i^^'o7'^;w-2-f-TV'';;i^) Xf-z^ 
)l) 7x-7l^) -l-ru^y-2-^)V) -IH-T 

h7y-;K0^B£ 

(E) -5- (1- (3- (2- (4-i^^'oy^;l/- 

2-f-7yD;l^) x-f-;i/) 7x-;P) - l-ru^y 
-2-^)V) -2- {A-^V^i^^yi^)]^) -2H- 

134~1 3 6*C (SSS^^ii: i?on;J;;PA- 
n-A>df-ify) ; I Rv max cm-' 2216; N 
MR (400MHz, CDC I3 ) ^ppm 1.85 
~2. 40 (6H. m) . 2.42 (3H, 
d) , 3. 78 (IH. m) , 7. 04 (IH, 



s) , 7. 35-7. 45 (4H, m ) , 7. 
61 (IH, s) ; MS(EI)m/z 347 
(M* ) : 7t:St«-^fflC19H17N5 SiOltSiffi (%) 
C. 65. 68 : H. 4. 93 ; N, 20. 1 

6, ai^ffl (%) C, 65. 40 ; H, 5. 0 
5 : N, 1 9. 89. 

[0338] [^JfiCajlOl] (E)-5-(2- 
(4 - (2 - (4-i^:5'n7^;l^-2-f-7y';;U) X 
-2-f-x:i;U) -2-xf-x/l^) -IH-f 

(ISl) (E) -5- (2- (4-:^o^-2-^ 
x:i;l^) -2-xrr:;p) -2- (4-.X b^fi/ALyi; 
-2H-'fb7y-;P<o-^iS 

(E) -5- (2- (4-7'n^-2-f-X-;L') -2 
-x-f-;U) - 1 n-7-h'yV'-)Vi:mmm 1 i0lS3 

mmf,z^mL. (e) -5- (2- (4-70^-2 

-^x-;l/) -2-Xx-;W) -2- (4-^bdf>"<. 
yytV) -2¥i-f\-y y-;l^2r , 
SjL;±[ 8 3~84°C (SISb^b?M : ^no*;Ui.-n- 
^Jf-^-i^) ; NMR (400MHz, CDC I3 ) 5 
ppm 3. 79 (3H, s) , 5. 67 (2H, 
s) . 6. 88-6. 95 (2H, m) , 7. 
07 (1 H, s ) , 7. 1 7 ( IH, s ) , 

7. 34-7. 36 ( 2H, m) , 7.85(1 
H. d) . 

[0339] (IS2) (E) -5- (2- (4-^ 
:tH-2-f-XC^;l/) -2-Xf-/l/) - 2- (4-;< 

h ^ i^'^y ) - 2 H - r h 7 y-;UiO-^^ 
(E) -5- (2- (4-7'Pt-2-f-x:i;P) -2 
-Xr-;W) -2- {A-^h^i/Kyi/)V) -2H- 

r b ^y-zi-^^Mfi^j 1 6 (oxg 2 1 mm.i.zm. t . 

(E) -5- (2- (4-'f3rK-2-^x::^;^) -2 
-Xt:i;1/) -2- (A-:3(V^>'^yi^)V) -2H- 
Th^y-;WS:#/i. 

ii^ 1 0 3- 1 0 4'C (SjiSB^BiliS : 9uxi7i-s)VM.- 
n-A.dj--ty) ; NMR (40 OMHz. CDC 1 
3 ) ^ppm 3. 80 (3H, s) , 5.68 

(2H. s) , 6. 89-6. 94 (2H, 
m) , 7. 13 (IH, s) , 7. 34-7. 37 

(3H, m) , 7. 73 (IH, d) . 

[0340] (IS3) (E)-5-(2-(4- 

(2- {A-i^-^uf^)i'-2-^rV'))V)X.^- 
)V) -2-^x-;p) -2-xf--;P) - 2- (4-;>{ 
V^i^Kyi;)V) -2\l-TVyY-)V(7y^^ 

(E) -5- (2- (4-'fjtK-2-^X-;l') -2 
-x-fc:;!^) - 2- {A-:<V^i^^y'J)V) -2H- 
r h 7y-/l^i: 4 - o:^f-;l^- 2 -x^r-yi^f-ry 
-yw^llM^Jl«0IS4t|5|aic5IML, (E)-5- 

(2- (4- (2- (4-i^^o7'^;l'-2-f-Tyy 
)V) -2-f-xr.;l/) -2-Xt-;W) -2 
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MA 13 3^1 3 5'C m^^^mU: ^oat^JlA- 

; NMR (400MHz. CDC 1 
3 ) *ppm 1 . 90~2. 1 0 (2H. m) , 
2. 28-2. 38 (4H, m) , 3.64-3. 
73 ( IH, m) , 3. 80 (3H. s) , 
5. 68(2H, s), 6.89—6.92(2 
H. m) , 6. 94 (IH. s) . 6. 95 
(IH, d) . 7. 34-7. 37 (2H, m) . 

7. 56 (IH. s) . 7. 74 (IH. 
d) . 

[03411 (IS4) (E)-5-(2-(4- 
(2- (4-i^^07>;l/-2-^rVU;l') xf-- 
-2-f-xr:;U) -2-xrci;l') -IH-rh^ 

(E) -5- (2- (4- ( 2- (4-j^^n7^^;P- 

2-f-TV'U;U) x^-;l/) -2-^x-;U) -2-x 
x-^L-) - 2- (4-.Xh^i/'<y>'>) -2H--fh 

7V-;p&^fi?ijicoiS5tisi«i=«iaL, mmvai: 

Wj^ 1 56-1 63'C (decomp. ) (SfeS^ 
jSE : ^ao^/l'A-n-A.df-ify) ; IR^/max cm 
-1 2216; NMR (4 OOMHz, DMSO-d 
6 ) ^PPm 1. 83— 2. 05 (2H, m),. 
2. 1 8-2. 32 (4H. m) , 3.62-3. 
70(1 H, m). 7. 12(lH.d). 7. 
52 (IH, s) . 7. 74 (IH, s) , 
7. 80 (IH, d) , 8. 21 (IH. s) : 
MS(EI)m/z 33 9 (M* ) ; TcM-^Viii 
CieHiaNs S2 • 1/4H2 0<7)fi-E<i (%) C, 
55. 87 ; H, 3. 96 ; N, 20. 36, M 
gffl(%) C, 56. 11; H, 3. 92 ; N, 
20. 32. 

[0342] [^ig^J102] (E)-5-(2- 

(5- (2- (4-v;7a7'f-;l'-2-^Ty!;;L') X 
f-riiW ) - 2 V [ b ] f-xri;W) - 2 -Xr- 
-IH-Tb^y-yP: 

(Xgl) (E) -5- (2- (5-^^K-2-< 
yy [ b ] ^x:z/^) - 2 -Xr-;W) - 2 - ( 4 
V^i^Ky>J)V) -2H—fh9y-;K7)-&Jig 

(E) -5- (2- (5->f*K-2-<yy [b] ^ 
xr:;u) -2-xf--;l') -IH-rh^y-zl^f-HM 
«?!ll<7)Xg3i:|iim;J!Mt. (E)-5-(2-(5 
— f^H-2-^yy [b] f•xn;^) -2-xr- 
;^) -2 - (4-.><hdei^<y>'';l^) - 2W-t-\-^V 

14 4-14 6-c m^mm •. ^oo^j^^wa- 

n-/sdf-tfy) ; NMR (400MHz. CDCl 
3 ) 5ppm 3. 80 (3H, s) , 5.69 



(2H, s) , 6. 90 (2H, d) , 7.0 

0 (IH, d) . 7. 26 (IH, s) . 7.3 
6 (2H, d) . 7. 52 ( IH, d) , 7. 
59 ( IH, d) , 7. 87 ( IH, d) . 

8. 08 ( IH. s ) . 

[0343] (IS2) (E)-5-(2-(5- 
(2- (4->';'nyf-;U-2-f-ryUyl^) x^r: 
yt^) -2-<yy [b] ^x:z;i/) -2-xr-;i/) - 
2- (4-^b^i'^y>';l^) -2H-rh9y-;P<^ 

(E) - 5- (2- ( 5-^^V-2-KyV' [b] 
x-;|/) -2-xf-;l/) - 2- (4-^h^>'0'>'' 
;p) -2H-Th7y-;^fc4-J^:^'^yf■;^-2-x 

f--;u^Ty-;H:ii]t«M 1 cr>xm b nmmmi. 

(E)-5-(2-(5-(2- (4-i^^oy^;U- 
2-^Ty»J;l') xf-^/l-) -2-'<.yy [b] f-xr: 
/P) -2-x-r-;W) -2- (4-^hdri^<>'v';l') 
-2H-rb7y-;P^#!^c. 

1 4 5- 1 4 8-C (BSb^b?§^ : ^ oo*;l/A- 
n-'^^^y) ; NMR (40 OMHz, CDC 1 

3 ) 5ppm 1. 89-2. 1 1 (2H, m) . 
2. 30-2. 4 1 (4H. m) , 3.68-3. 
76 (IH, m) , 3. 80 (3H, s) , 
5. 70 (2H, s) , 6. 89-6. 92 (2 
H, m) , 6. 95 (IH, s) , 7. 02 
( IH, d) , 7. 38-7. 35 (3H, m) . 

7. 52 ( IH, d) . 7. 77 ( IH, 

d) , 7. 89 (IH, d) , 7.96 (IH, 
s) . 

[0344] (1^3) (E)-5-(2-(5- 
(2- (4-i^^ny^;U-2-^ry'J;l') x^- 
fU) - 2-KyY [b] ^XJZ/k) -2-XT-/W) - 
IH-rh^y-^KO-^^ 

(E) -5- (2- (5- (2- (4-S/^n7"f-;U- 
2-^7y'J;P) xf-zi;P) - 2 -<yy [ b ] ^xr: 
>U) -2-Xr-;l^) -2 - (4-^hdfi^<>'>'» 

- 2 H -T b ^y-zPSriuiCT 1 <^xg 5 b mmizm. 

2 2 2-2 2 4-C (dec omp. ) (S^fajf 
iSE: ^'^07^;^A-X:^'/-;^-n-^dr■9■y) ; I 
Rt/max cm-i 2216.1638; NMR(40 
OMHz, DMSO-de )5ppm 1. 86—2. 
03 (2H, m) , 2. 21-2. 31 (4H, 
m) , 3. 63-3. 72 ( IH, m) . 7.1 

1 ( IH. d) . 7. 53 ( IH. s) , 7. 
64 ( IH, d) , 7. 82 ( IH, s) , 

7. 98 ( IH, d) , 8. 1 2 ( IH, d) , 

8. 20 (IH, s) : MS (FAB) m/z 
39 0 (M* +1) :7C^^»f1iCjoH,5N5 Sj m 
nm(%) C. 61. 67 : H, 3. 88; N. 1 
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7. 98, (%) C, 6 1. 97 : H, 

3.99: N. 1 7. 6 1 . 

[0345] [^SSfi?lJl03] N-(3-(2-(4 
-i^:^vf^)U-2-i-7Y*J)U) Oi^-JU) 7x- 
- 1 H-rh7V-;l'- 5-;>&;l/.-i?^-9-5 H : 

ixni) N- (3- (2- (4-i^i7D7'-?-;U-2 
-f-7y'y;P) 7x-;l') -2- (4-p<b 

3 - ( 2 - (4->'^'D7'^;l'-2-f-TVy;U) 
-;ur- U y 5 0 9 m g . 1 9 cO;<?;P;f:y®? 1 . 

14g, l-x^;l/-l' - (3->''p<^;1^7Sy) T 
ne;PX?;l^^>'M 5 KiSStJS 1.04 g&y^4 - i^'^f- 
;^r5/fUi^'>'5 9 8mg{CiS-ft;;><f-^yi Dm I S: 

1 0 0 m 1 T-^iK faW^K*fS:^ b U 

instil mm i^')f] f)Vi:m\^hti =yJ^9u 

3 : 2) t'ftMU. #4>n/t:fflMB^BSr^'no*;PA-x 
-r;u*''?>lfiS^U, N- (3- (2- (4-i^^ny 
f-;i'-2-f-rVU;P) xf-ri/P) 7x-;i/) -2- 

-2H-rh7V-;W-5- 

BJU^il 14~1 1 5X:: NMR (400MHz. CD 

C I3 ) .^ppm 1. 88~2. 1 1 (2H, 

m) , 2. 27~2. 41 (4H, m) . 3. 7 

2 (IH, m) , 3.80 (3H. s) , 5. 
79 (2H, s) . 6. 90 (2H. d) . 6. 
96 ( IH, s) , 7. 37—7. 42 (4H, 
m) , 7. 77 (IH, ddd) , 7.78(1 

H. s),8. 06(iH, s) ; Timmmc 

25H22N6 O2 S(Ofmm (%) C, 6 3. 81 ; 
H, 4. 7 1 ; N, 1 7. 86, M^W. (%) 
C. 63. 73 ; H, 4. 84 ; N, 17. 78. 
[0346] (IS2) N- (3- (2- (4-£^i7 
o7'f-;P-2— ^TVUyl') x^r:;l^) 7x-/U) -1 
H-xh^y-;l/-5-;<7/l'4^=3f-if 5 Ycd-^IpS. 
N- (3- (2- (4-S^^'oy^;l.-2-^TVU 
fU) Xi-=~)V) 7x-;l') -2- (4-;><h=3fi^<^>'' 

214-2 1 5*C (dec omp. ) {W&^bW 
ii: ^nD;d^;UA-x^y-;|/-n-^dE-9-y) ; I 
R^/max cm-i 2216, 1660: NMR (40 
OMHz, DMSO-dg ) 5ppm 1. 85~2. 
06 (2H, m) , 2. 20~2. 51 (4H. 
m) . 3. 68 ( IH. m) . 7. 44-7. 5 
2 (3H. m) . 7.95 (IH. d) , 8. 
16 (IH. s) : fiS^mmCn Hutie OSff) 



H-»«l(%) C, 58. 27 ; H, 4. 03 : N. 
23. 98. m^m (%) C. 58. 15: H. 
4.25; N, 23. 55. 
[0347] [|liSfi?'Jl04] N-(3-(2-(4 
-i^^ar^;U-2-^TyU;U) -2-^ 
^;U7x-;U) -lH-rh7V-/U-5-;^;l^^=3f-t 
5K:(Igl) 3- (2- (4-i^7o7'f-;l^-2 
-i-TYVfl-) xf-::;;!/) -2-^i')l'T-Vy(^^^ 
3 -'f j!" K - 2 -^^/Ur. h n^yHf y 1 4 - i^^ OT' 
2 -x^-;i.^ry-;u&##^J 1 6 [siiK(=MH| 
5I#^###^1 7t|aI:K(cS!lStT. 3- (2- 
(4-5^^'o7'f-;^-2-^Tyl';^) xf-3i;P) -2 

NMR(400MHz. CDCI3 ) ^ppm 1. 9 

1- 2. 40 (9H. m) . 3. 70 (IH. 

m) . 6. 7 1 ( 1 H, dd) , 6.94(1 
H, s ) . 6. 99-7. 0 5 (2H. m) . 
[0348] (IS2) N- ( 3- (2- (4-i/^' 
o7'f-;U-2-^Tyy;l^) xf--;l^) -2-^^;P7 
x-yW) -2- (4-;< h^i^^yxVP) -2H-xh 

##^J 1 9 c7);{?;^;i^yi? l . 2 6 g . miM^iti-t-fl^ 

mmi:^^^i-uy2 0mnzmmL. nms- (2 

- (4-v^oy^;P-2-f-TyUyU) xf-zi;P) - 
2 - ^ f-yPT- 'J y 9 6 6 m g &t;f h 'J xf-;PT S V 
0. 8ml<7)Jg-fLX^lx>'2 0ml^^tZ, O'CXW^ 

/^^o Kmmi 1 NJg©5 Om 1 ^?D^;^;^A•C 

S$:i^U;<ry';U^fflc^^;<r7A^'a-7h^^77'f- (m 
mm : :7na;f.;PA : ^:J'y-;l/= 10 0: 1 ) Tffilg 

t, N- (3- (2- (4-v:?cjyf-;u-2-f-ry 

xf--;u) -2-;<f-;P7x-;k) -2 - (4- 
^h^i^Ky'J)U) -2H—fh7y-;U-5-;>5r;t<';K 
:^r-f 5 H 1 . 9 5 g ^ n^mm b LXntz . 
NMR (4 OOMHz , CDCI3 ) 5ppm 1. 9 

2- 2. 08 (2H, m) . 2. 28-2. 40 (4 
H. m) . 2. 56 (3H. s) . 3. 66- 
3. 72 ( IH, m) , 3.80 (3H. s) . 

5. 80 (2H, s) , 6.90 (2H. 
d) . 6. 97 (IH. s) . 7. 27 (IH. 

t) , 7. 42 (2H, d) . 7.46(1 
H. d) , 8. 1 1 ( IH. d) . 8.82(1 
H, s) . 

[0349] (Xg3) N- (3- (2- (4-i/r7 

Dyf-;i^-2-f-Tyu;i^) -2-^f-;P7 
x-fV) -1 H-rh^y-;!/- 5-;!r;i^!if''E-1f $ H<?) 
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-&B!tN- (3- (2- (4-i^^n7'^yl/-2-f-rV 
X^-fU) -2-y<i-JUyx=.Jl) - 2- (4- 
-2H-rh5y-;i^-5-;<?;U--K 

^■9- 5 H ^mmm i ^oi^g 5 1 ^m^zmm t . 

MA 1 9 0-1 9 rC (d e c omp. ) (|||§B^B?§ 
1^ : ^'o^;f:;^A-X:J'/-;^-n-^^-^^y) ; I 
Ri/max cm-' 2208. 1 700, 1672, 16 

00. 1542. 1504: NMR ( 4 0 OMH z , 
DMSO-dg ) ^ppm 1. 88~2. 03 (2 
H. m) . 2.1 9~2. 3 1 (4H, m) , 

2. 42 (3H, s) , 3. 63~3. 72 ( 1 
H. m) . 7. 36 (IH. t) . 7. 51~ 
7. 54 (IH. m) , 7. 54 (IH, s) . 

7. 60 ( IH, d) , 1 0. 96 ( IH, 
s) ; MS (FAB) m/z 365 (M* + 

1) : immmcisHieNe os<Dm-m{%) 

C. 59. 32 ; H. 4. 43 ; N, 23. 07. 

(%) C. 59. 28 ; H. 4. 34 : 
N. 23. 26. 

[0350] [|ISfi0l|lO5] N-(3-(2-(4 

-i^^'o7•f■;^-2-^TV';;^) x.i--)i^) -e-;< 
^)Vyj.=~)V) - 1 H-Tb7V-;i/- 5-;*;u*'^^^ 

5H: (ISl) 3- (2- (4-i^^'nr^;P-2 
3 — ^ 3*- H - 6 - ^ ^/l^::: b n a; y -(f> 4 - ^ o y 

f-zp- 2 -x.^-)i-^TY-)u^m^m 1 6 mmi/z^m 

1. m^mtmmi7tmmizmmLx. 3 - (2- 

(4-j^^'ny^;l'-2-f-ryU;l') x^r:;l^) -6 

1 2 5~1 2 6*C m^Famm ■ 
n-A,df-»fy) ; I Ri/max cm-i 3460, 33 
48. 2980. 2940. 2200. 1624. 15 
66; NMR (400MHz. CDC I3 ) appm 
1. 90~2. 07 (2H, m) , 2.17(3 
H. s) . 2. 28~2. 38 (4H. m) . 

3. 63-3. 70 (IH, m) . 6. 88 (1 
H, d) , 6. 91 (IH, s) . 6. 94 (1 
H, dd) , 7. 03 ( IH, d) ; MS (FA 
B)m/z 269 (M'+1): TcS^^ffiCigH 
16N2 S<7)fH[M (%) C. 71.60: H. 6. 
01: N, 10. 44. ffll^ffi (%) C. 71. 3 
2 ; H. 5. 85 : N. 1 0. 37. 
[0351] (Xg2) N- (3- (2- (4-i^i? 

oyf-;p-2-f-rv'yyp) xf-r.;i/) -e-pt'f-fi^y 

-2- (4-:>(h^i^<y'JjU) -2H-f-b 

P^mi9m)i^^^ymt3- (2- (4-i/^'oy^ 
im&mio4(oxm2bnmiz>mb. n- o- 



(2- (4-i^^Dy^;w-2-f-ryu;u) xf-- 

;U) -6-;^-?-;U7x-;U) -2- (4-;< h^v^^y 
i-'yl^) -2H-7-hyY~)U-5-AJVjn^'1-5. N'?r# 

ilU^i 1 3 8- 1 4 O'C (W^&mn : ^x^UTittVA- 
n-A.^-9-y) ; IRi/max cm"' 3408, 22 
12, 1704, 1614; NMR(400MHz, 
CDCI3 ) ^ppm 1. 93~2. 07 (2H, 
m) . 2. 29-2. 36 (4H. m) . 2.3 
9 (3H, s) , 3. 66-3. 7 1 ( IH, 
m) , 3. 80 (3H, s) , 5. 80 (2H, 
s) , 6. 89-6. 9 1 ( 2H, m) , 6. 
94 (IH. s) . 7. 23 (IH. d) . 
7. 35 ( IH. d) . 7. 40-7. 42(2 
H. m) , 8. 32 (IH, s) , 8. 78 

(IH, s) ; MS (FAB) m/z 485 (M 
* +1) ; TiM^VimCteHiitie O2 SiOtWffi 

(%) C, 64. 44 ; H, 4. 99 ; N, 17. 
35, m^m(%) C. 64.22; H, 5. 1 
4 ; N, 1 7. 64. 

[0352] (IS3) N- (3- (2- (4-i^^ 

ny^;l/-2-f-ry'J;l/) xi--)i) -6-?(^jU7 
x=.)U) - 1 H-r h^y-zi^- 5-x?;P4<^-9-5 

N- (3- (2- (4->':?nyf-;l/-2-f-Tyy 
;l/) x^ri;l/) -6-;'<^;l-7xr:;l^) -2- (4-^ 
h ^ ) - 2 H - f h 7 y-;P- 5 -;<7;l/.tc=3f 

5 h' ^:mmm i coi® 5 i: mmi/znm t . ^ti 

Wj^ 2 14-2 15'C (decomp. ) (HMb^b^ 
ii: ^on*;l/A-X:^'y-;P-n-A.af1fy) : I 
Rj^max cm-i 34 12, 3092, 2204, 17 
10,1 570; NMR (400MHz, DMSO- 
de ) ^P pml . 8 5 — 2. 0 2 ( 2H, m) , 

2. 20-2. 31 (4H, m),2. 50(3H, 
s) , 3. 64-3. 70 ( IH, m) , 7. 

41 (IH. d) . 7. 50-7. 51 (IH. 
m) . 7. 54 (IH. s) , 7. 68 ( IH. 

s) , 10. 84 ( IH, s) ; MS (FA 
B)m/z 365 (M* +1): TiM^mMCis 
HisNs OS • l/4H20i7)lh^<i (%) C. 58. 
60; H. 4. 51; N. 22. 78. SlSffi 
{%) C, 58. 76 : H. 4. 53 ; N. 2 

3. 16. 

[0353] CIIStfi?lJl06] N-(3-(2-(4 
-j^^nrf-;P-2-f-TyU/t-) xf-rL;l^) -2-;X 
h^v7x-;P) -1 H-7-h7y-;P-5-;<r;P^=^f 

(Xei) 3- (2- (4-i^^'ayf-;U-2-f-T 
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3 3^ K- 2 -;>< hdf hcKyHf yfc 4 -i^^'o 
2 -x^r:;^^TV-;P5r##0i] 1 6 mMizm 

mi. mm^mmiitmmiziimix. s- (2 

- (4-^/;7np'^;P-2-^TVyyl') x^r:;l.) - 
2-^ hdf^-T-'JyJr^SlfeJilfKtli: LT^|f^. 
NMR (400MHz, CDC I3 ) ^ppm 1.9 
0~2. 07 (2H, m) , 2. 28~2. 39 (4 
H. m) , 3. 65-3. 74 ( IH, m) . 
4. 00 (3H, s) , 6. 77 { IH. d ) . 

6. 88 (IH. t) . 6. 92-6. 94 (2 
H. m) . 

[03541 (IS2) N- (3- (2- (4->';' 
nr-?-;l/-2-f-rV';;W) x^x/p) -2-^h^S/ 
7xx;l.) -2- (4-^h^i^<yi^» -2H— f 
h 7 V-;l/- 5 5 KiO-^fiic 

^mi9m)V^:ymt3- (2- (4-i^^'n7'f- 
;P-2-^TVU;U) xf-r:;U) -2-> h^fj^r- >j 
y^rllSfefi^Jl 04OlS2tlSI«tMJIL, N- (3- 

(2- {A-iy9u-f^)V-2-^rV^})V) x.^=. 
-2-;<hdrv-7x:::/l^) -2- (4-p<h^i^'<. 

MM. 137~138'C; IRi/maxcm"' 338 
4, 3 100. 2212. 1 704. 1 606: NM 
R (400MHz. CDC I3 ) 5ppm 1.91~ 

2. 09(2H, m) , 2.29~2. 40(4 
H, m) . 3. 68—3. 73 ( IH, m) . 

3. 80 (3H. s) . 4.17 (3H, s) . 
5. 80 (2H. s) . 6.90 (2H, 

d) . 6. 99 (IH. s) . 7. 13 (IH. 

t) , 7. 34 (IH, d) , 7. 42 (2 
H, d) , 8. 58 ( IH. d) . 9.56 
(IH. s) ; MS(FAB)m/'z 501 (M 
* +1); 7cS:Ji-^ffiC26H24N6 03 S • 1/4 

WiOmnm.(%) csi.ss-, h. 4. 

89;N, 16. 64. Sll^ii (%) C, 61.9 
6 ; H, 4. 87 : N. 1 6. 19. 
[03551 (1^3) N- (3- (2- (4-i^:;' 
U'/^)V-2-^7Y^))V) Ji^-JV) -2-^h^i^ 

p<f-;i/7x-;i') -lH-r^7V-;^-5-Xr;^^^^ 

N- (3 - (2 - (4-i^^'n7'^;W-2-f-rV'J 
;P) xf-:i;P) - 2 h^v7x-;l/) -2 - (4- 
;><h^i/'<>yx>) -2H-rb7V-;U-5-;<^;P.-K 

ilA 2 2 0-2 2 rC (dec omp. ) (S^b^b?§ 
it: :J'OD;}N;UA-X:?>'-;U-n-'^df-9->') ; I 
Rt/nax cm-i 3384. 3090. 2212. 16 
06: NMR (400MHz, DMSO-de ) *P 



pm 1 . 86— 2. 03 (2H. m) . 2.21 
-2. 33 (4H. m) . 3.64-3.72 (1 
H, m) , 4.03 (3H. s ) , 7.27 
(IH, t) . 7. 53 (IH. d) . 7. 5 
6 ( IH. d) . 8. 02 ( IH, d) . 1 

0. 32(1H. s) ; MS(EI)m/z 38 
0 (MM ; Tt^^^fffiCigHisNe Oj Smn^ 
(%) C, 56. 82 ; H, 4. 24 ; N, 2 

2. 10. mmiX) C. 56. 63 : H, 
4.38: N, 2 1 . 73. 

[0356] [^]|fifi»J107] N-(3-(2-(4 
-l/9u-:f^)V-2-'i-7Y*))V) x.^-)V) -6-;< 
b^v'7xx;l^) -1 H-rh7V-;P-5-;<?/P.-K^ 
-9-5 H : 

(Igl) 3- (2- (4-i/i?n7'^;l— 2-^r 

3 — ^ ^ K - 6 h dp h c^y-lf y i: 4 - v-^' o 
7'-f-;U-2-xf--;l^f-Ty-;k2:##Ml 6|5l;Kt«i 
at, ?l^gE###Ml 7t|H]:^tc3!!MLT, 3- (2 
- (4-$^:?Q7'f-;P- 2 -^ryj/W) Xf-:z;^) - 
6-^ bdf vTxijy^^itfeJrt^^f: LT#:t, 
NMR (4 OOMHz . CDC I3 ) ^ppm 1.8 
9-2. 0 7 (2H, m) , 2.28-2.38 (4 
H. m) . 3. 63-3. 72 (IH. m) , 

3. 87 (3H. s) . 6. 75 (IH. d) . 
6. 89 (IH, s) , 6. 92 (IH, 

d) . 7. 0 1 ( 1 H, dd) . 
[0357] (XS2) N- (3- (2- (4-i/:7 
nr^;P-2-^TV>;;l') x^x;^) -6-^h=«rv 
7x-;i^) -2- (4-^h=Jfi^<y>'';l/-) -2H-r 

^mi9m)V^^y^t3- (2- (4-i/:7o7'^ 
;l/-2-^ryU;t') x^::i;P) -6-;^h^£/r-y 
y$:ll]l6(?ijl 0401^2 N- (3- 

(2- (4->'^?o7'^yi^-2-^ry';;u) x^ri 

-6-;< h^y7x:::;l/) -2- (4-;<b^i^< 
y i^'/P ) - 2 H -T b ^y-zP- 5 -i})Vif^^^ 5 H 2r 

SJ[^^[ 1 58-1 60"'C; I Rr/max cm-i 338 

4. 221 2, 1698. 161 2. 1 550, 1 51 
0 : NMR (4 0 0MHz. CDC I3 ) ^ppm 

1. 91-2. 07 (2H. m) . 2.29-2. 
38 (4H, m) . 3. 64— 3. 73 (IH, 
m) . 3.80 (3H. s) , 3. 98 (3H. 

s) , 5.80 (2H, s ) . 6. 89-6. 
92 (4H. m) . 7. 38 ( IH. dd) . 
7. 4 1 ( IH, d) . 8. 75 ( IH. d) . 

9. 46 ( IH. s) ; MS (E I ) m/z 5 

0 0 (M* ) : T^mmii^un^ 03 smn 

fit (%) C. 62. 38 : H. 4. 83 : N. 1 
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6. 79. mmm{%) c. 62. 15 ; H, 

4.93; N. 1 6. 75. 
[0358] (XS3) N- (3- (2- (4->'^' 
o7'f-/P-2-^TyU;P) xf-:i;P) -6->h^v 
;»<f-;l/7x:^yU) - 1 H-r b ^V-yP- 5 -;{?;U.-K4f 

N- (3- (2- (4-i^i7o7'^;U-2-^Ty'J 

xf--;l/) -e-^h^i^yoi-JU) -2 - (4- 
^b=^fx^>y;P) -2H-Tb5V-;l'-5-^;P;K 

MA >3 0 0'C (SfeSlg^: ^'nn;^;PA-n-'s 
^Vy) ; NMR (400MHz. DMSO-ds ) 
8ppm 1. 89~2. 02 (2H. m) . 2. 2 
2~2. 29 (4H, m) , 3. 64~3. 68 
( IH. m) . 4. 00 ( 3H, s ) . 7.20 
(IH. d) . 7. 40 (IH, d) . 7. 48 
(IH, d) , 8. 63 ( IH. s) , 9.6 
3 (IH. s) ; TcS^fffiCieHisNs O2 S<D 

(%) C. 56. 82 : H. 4. 24 : 
N, 22. 10, m^m{%) C. 56. 63 ; 
H. 4. 38 : N, 2 1 . 73. 
[0359] [|I!I^J108] N-(3-(2-(4 
-i^^u-/f-)U-2-i-TYV/i') 7x- 
Jl') -N- (Xhdri^;&;U:K-;Mf-/l/) -IH-rh 
9V-yl^-5-*;P4^^1^5 K : 
(ISI) N- (3- (2- (4-i^^n7'f-;l/-2 
-f-TVU;!^) xf-:z;U) 7x-;W) ^^Uv-y x^;U 

xXr-'l^i'J-B-^ 
3- (2- (4-i^^'n7'f-;t^-2-^Ty'U/l') xf- 
-;l^r-yy3 0 Img. ^i!;<?'J'>A204mg. & 
y^T'oAl^ilXf-;!/ XXf^l'O. 14 5mHc:DMF 
5ml S:Sn;t.. ^iSf 2 4l$^^t^, ^JStSrftl! 
xf-;P3 0 0ml-C'#J|?U. tSft^^Tljtvfm, 

: n-'^:^r-9-:^ : Bfi!X^;l.= 2:1) -C^SgL, N 
- (3- (2- (4-x^nyf-;l/-2-^ry';;i') 
xf--;i') 7x-;l^) /y^y xf-;u x:^t;U21 
4mg2r^f/i. 

il^l 10-1 12X:; NMR (400MHz, CD 
C I3 ) ^PPm 1.31 (3H, t) , 1.8 
8-2. 10(2H, m) . 2.27-2.42 
(4H, m) . 3. 69 ( IH. m) , 3.9 
0 (2H, d) . 4. 26 (2H. q) , 4.3 
7 (IH, t) . 6. 64-6. 67 (IH, 
m) , 6. 80 (IH. t) . 6. 93 (IH. 

s) , 6. 99 ( IH. d) . 7.17(1 
H. t ) . 

[0360] (IS2) N- (3- (2- (4-J^^ 



n7'f-;W-2-f-ryy;l^) xf-x;i.) 7xx;u) -N 

- (x^dfi/X7;^4<-;M^;^) -2- (4-^h^v 
Ky i^jl) -2H-Thy 5 - ;!&;W.-J<^-9- S K 

N- (3- (2- (4-i/^'oyf-/l.-2-f-Ty'J 

xf--;U) 7x-;U) i/Ui/y x^;P xxr^l^ 
t##^Jl 9m;P'tryKSrllMfi?iJl 04(7)Ig2i:|5l 
^icjaat, N- (3 - (2- ( 4 -i/^a 7^/1^-2 
-f-TyU;i^) xf-:i;U) 7x-;l') -N- (xh^f*^ 
;i5^;^;}<-;W;><^;U) -2- ( 4 v/l/) - 

2 H-T h yY-)U- 5 b'Sr^lffeJS^^ 

NMR (400MHz. CDC I3 ) ^ppm 1.2 
9 (3H, t) . 1. 91-2. 08 (2H, 
m) , 2. 28-2. 39 (4H, m) , 3.6 
5-3. 73 (IH, m) . 3. 75 (3H, 
s) . 4. 24 (2H, q) . 4. 58 (2H. 

s ) . 5.54 ( 2H. s ) . 6.82(1 
H, d) . 6.97 (IH. s) , 7.10 
( IH. d) . 7. 1 9-7. 23 (2H, m) , 

7. 43-7. 45 (IH. m) . 7. 48 (1 
H. s) . 

[0361] (XS3) N- (3- (2- (4-^^^^ 
n7f-;L'-2-^Ty'J/P) xf-x;i.) yj:-j\,) -N 

- (xbdfx;i{r;i^d^-;i';<f-;i') - 1 H-f-h^y-;!^ 
-5-;<?;^*■=5f1^5K<7)-^^ 

N- (3- (2- (4-i^^o7'f-;l^-2-f-TyU 
)U) 7xx;u) -n- (:r.h^=^^Ji^yi(-)l 

^^)V) -2- {A-:<V^i^Kyi;)V) -2H—fb 
yV-)V- 5 - fj)V^^^^ 5 H trUStW 1 <r)JM Stn 

MA 184— 186'C (decomp. ) ; \Ru 
max cm- 1 3408. 2216. 1744, 162 
4; NMR (400MHz, DMSO-dg ) S-pp 
m 1.18 (3H, t) , 1. 85-2. 04 
(2H, m) , 2.1 8-2. 30 (4H, 
m) . 3. 62-3. 70 ( IH. m) , 4.1 

3 (2H, q) . 4. 71 (2H, b r s) . 
7. 27-7. 45 (4H, m) , 7.51(1 

H. s) ; MS (FAB) m/z437 (M* + 
1) ; 7n«^«f«C2,H2oN6 O3 S<7)ffS[fi (%) 

C. 57. 78 : H. 4. 62 : N, 1 9. 2 
6, mm.l.%) C. 57. 46 ; H, 4. 62 ; 

N, 19. 74. 
[0362] [|ISfe0llO9] N-(3-(2-(4 
-i^^o7'^;^-2-f•Ty'J;^) xf-xyp) 7xX 

-9-5 H : 

(ISI) N- (3- (2- (4-i/:?ayf";P-2 

-f•ry'J;^) xf-r.;u) ya^-iv) M)7;i/:tnr-fe 
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3 - (2- (4-i/^Drf■;^-2-^Ty';;^) xf- 

T-Uy2 0 9mg&tJfh';x^;Ur5yim 1 

{cm^^i^^i om 1 ^jp;t. *?^mjfTicb y y)V 

:^ommmo . 12 6ml t:jD;i^^. Rm^m& 

x'lsm^mniti^k. iNimi oom I ^tai. u 

mm : n-^^^y : ifi?x^;P= 5:1) T^Mt, 
N- (3 - (2 - (4-v^o7'^;U-2-f-TV'y 
j:f--fi) 7*-;l^) b 'j7;k:toT-fe^'S F 1 9 

NMR (400MHz, CDCI3 ) appm 1. 9 
9~2. 09 (2H, m) , 2. 27~2. 42 (4 
H, m) , 3. 70 ( IH, m) , 6. 98 
( IH. s) . 7. 4 1 ( IH, t) , 7.4 
7 (IH. dt) , 7. 61 (IH, d) . 
7. 81 (IH, t) . 7. 93 ( IH. br 
s) . 

[03631 (IS2) N-3- (2- (4-i/:?n 
7'f-;l/-2-^ryU;l') xf-:i;i') -N-p{f-;Pr- 

(3- (2 - (4-j^:?nr^;P-2-^Ty»J;P) x 
f-r:;l.) 7x:^;U) hy7;l/5rn7-i::? 5 H 1 98m 
g, ^e;&U'^'Al 1 7mg&l^3»>jl:^^;l-0. 04 

m 1 {cDMF5m 1 ^Mi. mis^X'smmmfLfz, K 

fWglClNJggilOm 1^11^*1 0 0m l&jD;t. Bfi§ 
xf-;l'i.aaiL;t. «iaj?R^IS*a:^*Tift?!^^. 

m:^^U'>Al 2 0mg. 7k5m 1 ai>';<^'y-/n 

5ml SrjDx. Sat-8ii$P^lt#L3t, KJS?SSrS^Kx 
f-;H 0 Om 1 -Cfi^U, ieft:ftJS*Tac^m. ^Mi- 
hV^J^T^tskUz, mi^i:^^LX. N-3 - (2- 
(4->'^o7'f-;U-2-^TVU;l') x^-;i^) -N 
-p<^;l.T- 'J y 1 3 0 m g Srltfelt^^B^a^ iX^fz, 
151^7 3-7 5*0; NMR (4 0 OMHz . CDC 1 
3 ) ^PPm 1 . 87-2. 1 0 (2H. m) . 
2. 26-2. 40 {4H. m) , 2.83(3 
H. s) . 3. 69 ( IH. m) , 6.63 
( IH. d) , 6. 80 ( IH, t) , 6.9 
2 (IH, s) , 6. 93 (IH, d) . 7. 
1 6 ( IH, t ) . 

[0364] (IS3) N- (3- (2- (4-S^;? 
n7'f-;P-2-f-ryj;P) X'^r./u) 7xx;i,) -N 
-^f-;t'-2- (4-^hdE-v'<.y>'>) -2H-f b 

N-3 - (2 - (4-i^;'orf-;U-2-f-7y';;l-) 

ymimmio4</)xm2b'mmmb. n- o 



- (2- (4-i^^'o7'f-;i'-2-^Ty»;;U) xf-- 
;p) 7x-;l') -N-;'<f-;l/-2- (4-.;< b^v-'^y 
) - 2 H - r K 7 y-;U- 5 5 H 

NMR (400MHz. CDC I3 ) (5ppm 1.9 

1-2. 09 (2H, m) , 2. 28-2. 39 (4 
H, m) , 3.50 (3H. s) . 3.65- 
3. 73 ( IH. m) . 3.75 (3H, s) , 

5. 54 (2H, s) . 6.82 (2H, 
d) , 6. 97 ( 1 H, s) . 7. 08-7. 1 
0 (3H. m) , 7. 20-7. 21 ( IH, 
m) , 7. 34 (IH, s) , 7. 42 (IH. 

d) . 

[0365] (XS4) N- (3- (2- (4— 
ny^;l^-2-f-ry'J;P) x^-;^) yjL~)l) -N 
iH-Th7y-;i/- 5-x?;Pd<^-!;-5 

N- (3- (2- (4-v-^nyf-;u-2-^Ty'; 

;W) x^-;U) 7x-;t^) -N-^f-;L'-2- (4-^ 
h^i^'<^yx» -2H-f h7y-;P-5-;</;P;fC^ 
■9- S H ^HSfilW 1 5 i: |pl«t:«® «jS«j5rf# 

EM 229-230''C (decomp. ) ; I Ri/ 
iDax cm-i 3404,22 16,16 18: NMR 
(400MHz, DMSO-de )^ppm 1. 86 
-2. 01 (2H, m) , 2. 17—2. 30 (4 
H, m) , 3.4 2 (3H, s ) , 3.6 1 — 
'3. 70 ( IH, m) , 7. 23 ( IH, d) . 

7. 34 (IH. t) , 7. 43 (IH, 
d) . 7. 46 (IH, s) , 7. 51 (IH, 

s) ; MS(FAB)m/z 365 (M* + 
1) ; TcS^WfflCisHieNe OScOffftli (%) 
C. 59. 32; H, 4. 43; N. 23. 07. 

jffl^ffl (%) C, 58. 89 ; H, 4. 27 : 
N, 22. 78. 

[0366] [^01J1 1 0] N-(3-(2-(4 
-i^^D7'^;l/-2-f"Tyyyp) X^xyp) 7xX 
;i/) - 1 H - [ 1 , 2 , 3 ] h ry-;^ : 

(XSl) N- (3- (2- (4-i/i?ny^;l'-2 
-^ryj;!^) x^:i;W) 7x^;P) rv\^t;U7Si H 

3- (2- (4-i/'^ny^/p-2-^ryu;u)x^ 

- ;l, ) r- y i: 7-D h-:^;H!&|l5£0!1 1 0 3 OIS 1 
ilR^tCjIiaL. N- (3- (2- (4->'^oy^/P 

-2-f-ryy;i^) x^x;i.) y^u-tu) 7*ot::t;ur 

iJii 1 5 8- 1 6 O'C mmmU : ^nn*;l-A- 
x-r^P) : NMR (400MHz, CDC I3 ) 5 
ppm 1. 88—2. 10 (2H. m) . 2. 27 
-2. 42 (4H. m) . 2. 99 (IH. 
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s) , 3. 70 (IH. m) , 6. 97 (IH, 
s) . 7. 34 ( IH. t) . 7.36(1 
H, dd) , 7. 59 ( IH. dd) , 7.7 
5 (IH. s) , 7. 77 (IH. br s) . 
[0367] (IS2) N- (3- (2- (4-j/^ 
o7"^;l/-2-^rVU;U) xf--;^-) 7x:i;l^) -1 
H- [1. 2, 3] hi) ry-yPiT)^^ 
N- (3- (2- (4-v:7o7"^yP-2-^W; 

2 5 9~2 6 2°C (S^B^B^iK: X^y-ZL—X 
-r;!') ; NMR (400MHz, DMSO-dg ) 
dppm 1. 87~2. 0 5 (2H. m) . 2. 1 
9~2. 3 1 (4H, m) , 3. 67 (IH, 
m) , 7. 38 (IH, d) , 7. 46 (IH, 

t) . 7. 53 ( IH, s) , 7.92(1 
H, d) , 8. 16 (IH. s) , 8. 59 
(IH, brs) , 10.62 (IH, s) ; 
MS(EI)m/z 34 1 (MM; 7cS^^*fffiC 
isHisNg OS • 1/2H2 OOH^fi (%) C, 6 
0. 32 ; H. 4. 50 ; N, 19. 54. ilS 
m (%) C. 60. 58 : H. 4. 3 1 : N, 1 
9.16. 

[03 68] [IIM0IJ1 1 1 3 N-(3-(2-(4 
-j^^nrf-;l'-2-^Ty';;U) xf--;w) 7x- 
)V) Vl^-^yrS Vm - 3- (2- (4->-i?o7'f-;l/ 
-2-f-7y'J;l') x^-;l/) r-U>'2 7 4mg^tt>' 
iE;^KVk>f ygtl 0 6mgl:b/l'Xy5m liStf^THF 
2ml IrMi.. 2l^|gIJlifeJiatU^, J^SItTft'o^lS 
^^at:^, ^QO^^^l^A-Xr^/wU-n-^^-^-y 

SU^i 170-1 72''C (decomp. ) ; IRu 
max cm-i 3412. 2216. 1708. 162 
8; NMR (4 OOMHz . DMS0-d6 ) ^PP 
m 1 . 84~2. 09 (2H, m) . 2.19- 
2.3 3 (4H, m) , 3. 67 ( 1 H, m) . 
6. 32 (IH, d) , 6. 50 ( IH. d) . 

7. 37 ( IH. d) . 7. 44 (IH. 
t) . 7.53 (IH, s) . 7. 63 (IH, 

d), 7.98(1H, s). 10.53(1 
H. s) . 1 2. 96 ( IH, s ) : MS (E 
I ) m/z 3 53 (M* ) . 
[0369] [HMfiSIJl 1 2] 2-N-(3-(2- 

(4-v'^oyf-yi^-2-f-ry';;i^) x^-ji-) 7x 
jur^ym: 3 - (2- (4-i'^'oy^;i^-2-f-ry 

U;U) xf-r:;p) r-'Jyi:3. 4. 5. 6— rh^t 

KD4!i*7^;ni^iiiMfi?iji iitmmizmi. mm 

SmS 13 9~141X: (Sig^jtii: ^'onjJt/l/A- 



n-'s.c^f^fi') ; IRviax cm-> 33 00. 2 9 
44. 22 16. 17 18, 1662. 1 640. 16 
06; NMR (400MHz, DMSO-dg ) 5p 
pm 1. 63 (4H. s), 1.83—2.08 

(2H. m) . 2. 20-2. 33 (8H. 
m) . 3. 62—3. 70 (IH. m) , 7.3 
1 (IH. d) . 7.39 ( IH, d) , 7. 
52 (IH, s) . 7. 59 (IH. d) . 
7. 96 (IH, s) . 10. 17 (IH. 
s) . 1 2. 46 ( IH, b r s ) ; MS (F 
AB)m/z 4 07 (M* +1) ; TC^^^tffffiCzs H 
22N2 O3 S- I/4H2 0C7)H-S[®(%) C. 6 
7. 21 : H. 5. 52 : N. 6. 82. mm. 

(%) C. 67. 15; H. 5. 40 ; N, 6. 
89. 

[0370] [IIJ60IJ1 1 3] 2-N-(3-(2- 
(4->':?nyf-;P-2-^Ty'J/U) xf--;U) 7x 
T5 1 -i^^uTuJ-<y:/frfi':^^y 

m-. 

{Xmi) :^i-)V 2- (N- (3- (2- (4->' 
- 1 -T/^uTxxnyiDVif-^i^V- 

3- (2- (4->'^'n7f-/i/-2— fryyyu) xf- 

T-';:^i:2-.?<b=3fi^;<r;P;i<-;P-l-i':J'C7 
ru)Vytiiv^.ymkmm\ O 3<0Ijgl tll^^t::*! 
at, ;><^;P 2- (N- (3- (2- (4->'^ny 
^)V-2-^rV^))V) 7x-;l') 75/;*^ 

}Vif^-)V) -l-l/^urunytDVif^^i/V-Y^m. 

NMR (400MHz. CDC I3 ) 5-ppm 1.4 
2— 1. 4 5 ( IH. m) . 1.70-1.80 (1 
H, m) . 1.9 1—2. 09 (4H. m) . 
2. 1 1-2. 38 (4H, m) , 3.69(1 
H. m) , 3. 7 5 (3H, s ) , 6.95 

( IH. s) . 7. 27-7. 30 (2H. 
m) , 7. 60 (IH. d) . 7. 72 (IH. 
s) , 8. 56 ( IH, s ) . 

[037 1 ] (IS2) 2- (N- (3- (2- (4 
-l^^Xi'X^}V-2-'jr7V'^i)\') X.^~}V) 7x- 
A') 7^Jij)Vifs~}\'') -\-\^^uru)'^yi]i\,if.y 

2-N- (3- (2- (4->'^n7"^;P-2 
-f-ryj/l') :s^')-~)V) 7x-yW) 7^Ji3)Vif'.~)V 

- 1 -i^7uruj-iyii)Vii(i(i^v-v^%m^5et 

iii> 17 7-17 8'C (n^lB\m : X^ y-;W-X 
-r;l/) ; NMR (400MHz, DMSO-dg ) 
^PPm 1. 18-1. 23(1H. m). 1. 5 
8-1.62(lH. m) . 1.87-2.09 
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(3H, m) . 2. 19~2. 38 (5H, m) , 
3. 65 ( IH, m) . 7. 20 ( IH. 

s) . 7. 25 (IH. t) . 7.32 (IH, 
d) , 7. 58 (IH. d) , 7.98(1 

H, s) . 1 0. 20 (IH. s ) . 12.0 
6(1H, s) ; TC^^flffiCzoHigNz O3 S ■ 
I/4H2 OcOsmmiX) C, 64. 76: H, 
5.03; N. 7. 55, SO^ffl (%) C. 6 
4.92: H. 5. 01 ; N. 7. 53. 
[0372] [HifiMl 14] 2-N-((3-(2 
- (4-i'^n7'^;P-2-f-7V'J;l^) x^ri;p) 7 

TSy) X?;P;K-yl^-l-^-^n^yTy-l 
-;&;U.-KyiS: 3 - (2- ( 4-1/^0 r^/l-- 2 -f- 

TVi;;w) x^r:/u) T-yyfc i-i^^o'^yxy- 

I. 2-i^it)ut'ym^m^:mml iif^mm 

ii^ 1 7 0-1 7 2X: mi^i'Bmm : :?^a;^;^A- 
n-A.df1?-y) ; IRfmax cm"' 33 20, 2 9 
48. 2216, 1 698, 1 590; NMR(40 
OMHz. DMSO-de ) .^PPin 1. 63 (4 

H, s) . 1 . 85~2. 02 (4H. m) . 
2. 20~2. 30 (4H. m) . 2.63-2. 
65 (2H, m) , 2. 76~2. 77 (2H, 
m) , 3. 62-3. 70 ( IH. m) . 7.3 

6 ( IH. d) . 7. 42 ( IH. t) , 7. 
53 ( IH. s ) , 7. 64 ( IH, d) , 

7. 97 (IH, s) , 10. 41 (IH, 
s). 12. 69(1H, brs): TiM^VfmC 
22H20N2 O3 S • I/4H2 0<?)ttSffi(%) C, 
66. 56; H, 5. 20; N. 7. 06, MS 
ffi(%) C, 66. 47 ; H, 4. 98 ; N, 7. 
41. 

[0 3 731 [^JS0!|1 15] (cis)-2-N- 
(3- (2- (4-i^:7o7'f-;P-2-^ryU;l') X 

■ty-l-:^)\^7fsym: 3- (2- (4-x^or^;i/ 
-2-^TV'J;W) x^3^;l^) T-^yt (c i s ) - 
4-i^^u^^-ky-l, 2-i^';<7;^^>'igi*!t*I$•|l 
mmi 1 1 tR^tcMaL. ^li!|?!iS:ff;t. 

1 7 6- 1 7 9'C (SM^B^ii : ^ nn;fv;UA- 
:r.^y—)U-n-^^^y) ; I Ri/max cm-i 3 
320. 2940, 2216, 1710. 1688: 
NMR (400MHz, DMSO-dg ) dppm 

I. 86-2. 02 (2H, m) , 2.18-2. 

23 (4H. m) . 2. 25— 2. 62 (6H. 

m) . 2. 90-2. 9 1 (IH, m) , 3.0 

4-3. 05 ( IH, m) , 3.6 1-3. 70 
(IH, m) , 7. 29 (IH, d) . 7. 38 
(IH. t) . 7. 51 (IH, s) . 7.5 

7 (IH. d) . 7. 95 (IH. s) , 9. 



92 ( IH, s) . 12. 1 3 ( IH, s) ; 
MS(FAB)m/z 407 (M* +1); fcM 

45-*ffiic23H22N2 03 s- 1/4H2 omnm 

(%) C, 67. 2 1 ; H. 5. 52 ; N, 6. 8 
2, m^m. (%) C, 67. 26 : H, 5. 4 

1 ; N, 6. 81. 

[0 374] [HSfe^lJl 1 6] N-(3-(2-(4 
)V) -2-p<f-;P-7V'f yr5 b'K: 3- (2- (4- 

ymMim^mmi 1 1 tnmz>fm 

mA 132-136^ (decomp. ) ; IRv 
max cm- • 2216, 1706, 1632; NMR 
(400MHz, DMSO-de ) 5ppm 1. 83 
-2. 09 (2H, m) . 2.00 (3H, 
d) , 2.1 6-2. 34 (4H, m) , 3.6 
7 ( IH, m) . 6. 1 1 ( IH, d) , 7. 
33 (IH, d) , 7. 42 (IH, t) , 
7. 53 ( IH. s) . 7. 62 (IH. d) . 
7. 97(1H. s). 10. 33(1 H, 
s) , 1 2. 85 ( IH, s ) ; MS (FAB) 
m/z 367 (M*+1); TcS^^ffiCjo HisN 

2 O3 S • H2 OcOlt^M (%) C , 6 2 . 4 8 ; 
H. 5. 24 : N, 7. 29, a!l^fil(%) C, 
62.77; H, 4. 88 ; N, 7. 28. 
[037 5] [^0iJl 1 7] N-(3-(2-(4 
-i^^D7'^;l/-2-f-TVU;P) xf-:i;^) yx.=~ 
)V) -2-y3u~)V'?V^yT^ HK: 3- (2- (4 
->':?n7'^;l/-2-^Ty'U;l^) xf-:i;|/) T-U> 
i:7x:::;P-7^>f >M*l*!B!l$rllifeC«Jl 1 1 

ML. m.mwz, 

172-175*C (decomp. ) ; IRi/ 
max cm- 1 2212, 1712, 1686; NMR 
(400MHz, DMSO-dg ) 5ppm 1. 84 
-2. 05(2H, m) . 2.19-2.33(4 
H. m) . 3. 67 (IH, m) , 6.61 
( IH. d) . 7. 37 ( IH. d) . 7.4 
4-7. 5 5 (7H, m) , 7. 6 5 ( IH, 
s) , 8. 04 (IH, s) . 10. 54 (1 
H. s) . 13. 20-13. 23 (IH, b 
r) ; MS (FAB) m/z 42 9(M*+1); 

7C^:8-$ffiC25H2oN2 O3 StOfh^ffi (%) C, 
70.07; H, 4.70; N. 6. 54, 89^ 
ffl (%) C. 69. 70 ; H, 4. 86 ; N, 
6. 43. 

[0376] [HJI^Jl 18] N-(3-(2-(4 
-l/9uy^)V-2-')-rY^})V) 7x- 
)V)-2, S-'J^wa-^VAyr^Ym. 3 - (2- 

(4-x^n7"f-;u-2— f7V'J;l^) xf-x/p) 7- 
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MA 1 53~1 56*C (decomp. ) ; IRu 
max cm-i 2212, 1724. 1678, 160 
8,1586; NMR (400MHz, DMSO-d 
6 ) ^Ppm 1. 84-2. 05 (2H. m) , 
2. 1 8~2. 33 (4H, m) , 3.67(1 
H. m) . 7. 42 (IH, d) , 7.47 
(IH. t) . 7. 54 (IH, s) . 7.5 
9 (IH. d) . 7. 90 ( IH. s) . 1 
0. 96(1H. s) ; MS (FAB) m/z4 2 

1 (MM ; TtmmmisiiiiC 1 2 N2 03 s<d 

mm {%) C. 54. 17 ; H. 3. 35 : N, 

6. 65, m^m{%) C, 54. 01 ; H. 
3.52: N. 6. 43. 

[0377] [HSfiPIll 19] N-(3-(2-(4 

-v^'prf-;i^-2-f-Ty'«;;u) xf-^yi^) 7x- 

A') -2, 3-i^yu^'7U^yTS.¥m: 3 - (2- 
(4-i/^o7"f-;U-2-^7V'';;l^) xf--;l^) 7- 
y y i: 2 . 3 -i^'ra^ Vl^^ yil»l*!t^S:IIWJ 1 1 

1 19~1 20*0 (decomp. ) ; IRu 
maxcm-i 2212, 1674. 1608, 158 
4; NMR (400MHz, DMSO-de ) ^PP 
m 1 . 84— 2. 05 (2H. m) . 2. 18~ 
2. 33 (4H, m) . 3. 67 (IH, m) . 

7. 41 (IH, d) . 7. 46 (IH, t) , 
7. 54 (IH, s) , 7. 59 (IH. 

d) . 7. 89 ( IH. s) . 10.86(1 
H. s) ; MS(FAB)m/'z 513[(M* 
+ 4) +1) . 5 11 [ (M* +2) +1) ] . [50 
9 (M* ) +1] : TcSii-^ffflCisHuBrj O 
3Smnm(%) C. 44. 73: H. 2. 7 
7: N. 5. 49, m^mi%) C. 44. 9 

2 ; H. 3. 1 3 : N, 5. 39. 

C03781 [|IS£fi?iJl20] 4-N-(3-(2- 
(4->'^u7'i'JU-2-i-TY0fU) x^:::;!/) 7x 
-/I') T5y;*;P^-;l'-3-;<r;UH<^i^-3-7'x>' 
^: 3 - (2- (4-S/i?07'^;U-2-f-rV';yl^) 

xf-:i/i.) T-'jyt (c i s) -r3-f-ygNi7j<!ti!i 
srnjfifiaii 1 ii:i5i«tcMat. mmmt:> 

Ml^ 13 1-13 2iC(decomp. ) (W&^em 
^: ^nO;i^;>A-n-^df-^>') ; IRi^max cm 
-1 2212. 1718. 1634. 1 582. 1 55 
0; NMR (400MHz, DMSO-dg ) ^PP 
m 1 . 84~2. 05 (2H. m) . 2. 19~ 
2. 33 (4H. m) , 3. 32 (2H. s) . 

3. 67 ( IH. m) , 6. 46 ( IH. 
s) . 7. 36-7. 33 (IH, m) . 7.4 

3 (IH. t) , 7. 53 (IH. s) . 7.6 



3 (IH. d) . 7. 97 ( IH. s ) . 1 
0. 47 (IH. s) . 12. 59 (IH. b 
r ) . 1 2. 96 ( IH. b r) ; MS (FA 
B)m/z 411(M*+1); Tcfg^^ffiCzi H 
igNjOs S- 1/2H2 Omnm{%) C. 6 

0. 13. H.4. 57: N, 6.68. ilSffl 
(%) C. 60. 44 ; H. 4. 55 ; N, 6. 
62. 

[03791 [IISIW121] (cis)-N-(3 

- (2- (4->'^?o7'f-;U-2-f-TVUyP) x^:i 
fV') y x~)U) - 1 , 2-iy^t}^^^yT^m: 3 

- (2- (4-i^;?a:/^;l^-2-f-Ty';7U) xf-r. 

r-'J:^i: (c i s) -1. 2-i^i!'ti^^-fyi^ 

^f^t^ymmmmmmi 1 1 t^i^tcjaau, m 

Mj^ 1 7 9-1 8 O'C (S^faJm : ^'OQj^yPA- 
Ji^y—Jl'-n-^^^y) : IRj/max cm-i 2 
216. 1 706, 1 606, 1 584. 1 544; 
NMR(400MHz. DMSO-dg ) 5-ppm 

1. 31-2. 31 ( 14H. m) . 2. 60- 

2. 6 1 ( IH, m) . 2. 94-2. 95(1 
H. m) . 3. 62-3. 70 ( IH. m) . 
7. 29 ( IH. d) . 7. 38 ( IH, t) , 
7. 51 (IH, s) , 7. 56 (IH. d) . 

7. 97 (IH. s) . 9.91 (IH. 
s) . 1 1. 95 ( IH. b r s) ; MS (F 
AB)m/z 4 09 (M* +1 ) ;7C3l^tff€C23H 

24N2 03 s- 1/4H2 omM-m(%) C. 6 

6. 89 ; H. 5. 98 : N. 6. 78. M^M 
{%) C. 66. 9 5 ; H. 5. 95 ; N. 6. 
75. 

[0380] [|ISfi0IJ122] (trans)-N- 
(3- (2 - (4-j^^ay^;U-2-f-TVU/P) X 

yx.~)V) - 1 . 2-v-^'o^^-tyTS H 
1!: 3- (2- (4-vi?orf-;U-2-f-TV''J;U) 
xf-:i;U) r-lO-i; (trans) -1. 2-i^^a 
^dj.-t^>'>'';5r;P;Kyilil*!||?r||*tWl 1 1 tnmz^ 

MA 200-20rc (ll^fB?lii : ^ on4^;P 
A) ; I Rt/max cm-i2216. 1726. 166 
6. 1644. 1608, 1582. 1500:NMR 
(400MHz. DMSO-ds ) ^PPm 1.85 
-2.55(16H. m) . 3.62-3.70 
( IH. m) . 7. 29 ( 1 H. d) . 7.3 
8 (IH. t) , 7. 51 (IH. s) . 7. 
58 (IH, d) . 7. 96 ( IH, s) , 1 
0. 13 (IH. s) . 12. 08 (IH, 
s) ; MS(FAB)m/z 409 (M*+1); 

jmrnmCi^Wi^Hi 03 s<^tts«(%) c 

67.62: H. 5. 92 ; N. 6. 86. 301^ 



(81) 



#IB¥1 0-1 9 5063 



m(%) C. 67. 51 : H, 5. 86 : N. 
6. 83. 

[0 38 1] [|ISfifi51J123] N-(3-(2-(2 

5 Hi! : 3 - ( 2 - ( 2 -KyY^TY-)V) JU^- 
)V) T-U>'i:**7Wyi!S-|l6£0!ll IDimmz 

WA 1 6 9~i 7 rc mm^Bmm ■. ^aut^ji^j^.- 

3i-^J—)V) : IRi/max cm-i 22 12, 170 
2, 1 628, 1 554; NMR ( 4 0 OMHz , C 
DC I3 ) 5ppm 6. 33 (IH, d) , 6. 
50 (IH, d), 7. 44~7. 50 (2H, 
m) , 7. 68 (IH, d) , 8. 05-8. 1 
0 (2H, m) , 8. 18 (IH, s) , 1 
0. 57 ( IH, s) , 1 2. 9 5 ( IH. 
s) ; MS (FAB) m/z 349(M++1). 
[03821 [HJfefi^iJl 24] (Z)-N-(3- 
(2- (4-v•^^7'^;^-2-f•7yU;^) x^- 
;i/) 7x-;l/) -3- ( IH— fh^y-/l^-5->r 
;l') x>-tAT5 K : 

(XSl) 2- (4-^^^>"<>'i/';^) -2H-r 

^^mi9<7)/j;Uiii(ymi 6 g?:X:J'y-;l/l OOm I 
IC^»L. 0°C•C«T{C*S<b*'>^■:^^U'>i^3. 

5 7 g m^iztattz, mm^mm 1 2i^iaii#t 

^f^, Tlc^lOOml SrjDi., i^a'>^5riDtt'4'ftt 

T#^>ti/dft«^!B!i^. »M-tl.^:fc^r< WUxyi 00 
m 1 ai/vSttZK^bV y:^y 15. 3 g ^jD;t , 3 1^13 

^■9-^ :»i!xf-;U=4 : 1 ) T^ISL. 2- (4-^ 
hdf I'^Vv'^) - 2 H-T h 9y-/l^- 5 -;>5?;W^;l/ 
rt H 4 . 5 g S:ji;$||fe)*<^!tl!)t Lxnti, 
IRi/naxcm-i 1 726; NMR(400MH 
z, CDC I3 ) 5ppm3. 80 (3H. s). 
5. 79 (2H, s) . 6. 91 (2H, dt) . 

7. 39 (2H, dt) , 10. 19 (IH. 
s) . 

[03831(1^2) 2- (2- (4-^b=5fi^< 

yvVi/) -2H-rh7yu;i<') 7x^yM^'y-;K0 

2- (4-^h^>'^yx;U) -2H-xh7y-^l'- 
5 -;5?;|/^N';l'T t b'910mg?:THF20ml 

0X;t'mirFt7x::l/^7^^;^i^'>A yoSH 
( lM<7)THF?g?g) 5m 1 ^Mltz, Rtmm-S^J^ 

T 1 mmm^u-i^k. mmtry^-^Amm s o 



n7h^77'f- (?§aifS: n-A.^f^:^>:PKx^;^ 
= 4:1) 2- (2- (4-^hdfv<yv 

;p) -2W-tYvY-)V-5-^)\^) yji-fV-^^y 
-)V9 1 6 m g €r?|lFK!Rji: LTff^:, 
NMR(400MHz, CDCI3 ) ^ppm 3. 0 
1 ( IH, br s) , 3.79 (3H, s) , 

5.6 5 and 5.67 ( 2H, each 
d) . 6. 1 1 (IH, d) . 6. 88 (2H. 

dt) , 7. 25—7. 48 (7H. m) . 
[0384] (XS3) 5-'<yy-f;U-2- (4- 
y^V^i^Kyi/fV) -2H-Tb7y-;UiO^^ 
2- (2- (4-^b=^fi^'<.y>'» -2H--fh7y 
5 - 'f ;P ) 7 X -;P.>< rJ' y -^l-^rlS 1 1 nmz 
m'&Z-mi'? y:f}yTmit i . 5 -<y y ^ 2 - 

mj^61-^62°C; NMR (4 OOMHz, CDC 1 

3 ) 5-ppm 3. 80 (3H, s) , 5.82 
(2H. s) . 6. 9 1 (2H. d) . 7.4 

2 (2H. dt) , 7.53 (2H. t) . 

7. 67 ( IH. t) , 8. 34 (2H. d) . 
[0385] (Ig4) (Z) -xf-;l^ 3-(2- 
(4-;<h^i^'<^yi^)l') -2W-fVyY~)V-5- 

*S-^l::^^y'>A (6 0%?fttt) 148mg?:THFl 
5mHCS^)it. O'CT-byx^;!/ ytXy^m^ 
8 3 2mgS:Jni.. m^^tffUv:, Rl£f?gt{:> O'Ct' 

5-'<.yy-f;P-2- (4-;<h^v<y>^;P) -2H 

t=\.znm.x'mmm.nLfz. kmc7K3 om i srjn 
f^. mt^i^^i^-^j^x-m^Ltz. mmm^Lxm^, 

- m\m : n-^^^y : S^Kx^;l/=4 : 1 ) fffi 
ML. (Z)-x^;l. 3- (2- (4-^hdfv'<y 
>'';l^) -2H-Th9y-/P-5— ^;i/) e*K9 0 0 

m&^mmt Lxntz. 

NMR (400MHz, CDC la ) 5ppm 1.0 
5 (3H. t) . 3. 76 (3H, s) , 4. 
0 1 (2H. q) . 5. 77 (2H, s) . 
6. 62 ( IH. s ) . 6. 89 (2H. d) . 

7. 29~7. 49 (7H, m) . 
[03863 (XS5) (Z) -3- (2- (4-^ 

v^i^<y'J)V) -2H-Th9y-;p-5— f;p) S 

( Z ) -x^;P 3 - ( 2 - ( 4 hdf i^'^yi-Vl^) 
-2H-xh7y-/W-5— f;l-) l^M5rllS£0iJ5 6 
fcll«it«iaL. (Z) -3- (2- (4-^h=^rv^ 
yi;;U) -2H-rVyV-iV-5-^ )V) mMi% 
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il^ 126*C; I Ri/max cm-i 2596, 17 
12: NMR (400MHz. CDC I3 ) ^ppm 
3. 79 (3H, s) . 5. 76 (2H, s) , 

6. 62 (IH. s) , 6. 89 (2H, 

d) . 7. 27-7. 54 (7H. m) ; MS 
(FAB)m/z 336 (M*+1); Ttm^^m 

C18H16N4 O3 m%m{%) C, 64. 28; 

H. 4. 79 : N. 16. 66. SO^ffl (%) C. 

64.02: H, 4. 93 ; N, 1 6. 6 1. 
[0387] (Z) -N- ( 3- (2- (4-S/^'a7' 

^JU-2-i-7YV)U) Xf--;l^) 7x-)l) - 3- 
(2- (4-;<b^i^'<.V>'';l') -2H-rh7y-/U 

3- ( 2 - (2-'<.yyf-TV-;l/) x^r:;P) T-'J 
yi: (Z) -3- (2- {4-;<h^iy'^y>')U) -2 

H-T h9 5 mmirmim i o 3<o 

1^1 fciHiatc^aat, (z) -n- (3- (2- (4 

-S/i7nr^;l^-2-^Tyy7l^) xf--;l^) 7x- 

-3- (2- (4-^h^>-'<.>i^» -2H-r 
h 5->{)V) vy^hrr S H S:^ltfe?4«ft 

NMR (400MHz, CDC I3 ) S-ppm 1.8 

9-2. 4 1 (6H, m) . 3. 70 ( IH, 

m) . 3. 76 (3H. s) . 5. 74 (2H. 

s) , 6. 74 (IH, s) , 6.82(2 
H, d) . 6. 96 (IH, s) , 7. 27~ 
7.40 (9H. m) , 7. 55 ( IH. d) . 
7. 76 (IH. s) , 7. 96 ( IH. s) . 
[0388] (im7) (Z)-N-(3-(2- 
(4-v':7n7'^;l'-2-f-Tyi;;P) x^-;U) 7x 
x;l^) -3- ( 1 H-Th7y-;P-5-'f;k) v-^-t^ 

(Z) -N- (3 - (2- (4-i^^nyf-;U-2— ?- 
TyU;P) x^r:;l/) 7xx;l/) -3- (2 - (4-^ 
V^'y^yi/)V) -2H— fb^y-ZU- 5 -'f;!/) 

:/-^Ars^'Srll^fi^Nl^oxs5i:l^:l{:^!!aL. ^ 

1 2 7~ 1 2 9'C (H^b^bJ^^E : ^on*;l.A- 
n-A,df.Hfy) ; NMR (400MHz, DMSO- 
dg ) 5ppm 1. 85~2. 33 (6H. m) . 
3. 66 (IH. m) . 7. 14 ( IH. s) , 

7. 30-7. 59 (8H. m) . 7.93(1 
H, s) . 1 0. 69 ( IH, s ) : MS (F 
AB) m/z 4 53 (M* +1 ) . 

[0389] tllS6<51ll2 5] (E)-N-(3- 

(2- (4-y^cjyf-;i'-2-^ryu;i') x^ri 

7xx;i/) -2-7;l^:tn-3- ( IH-rh^y 
(Xgl) (E)-x^;u 2-7;l'3rD-3- (2 



- {A-:/-V^-y^yV)V) -2H-xh7y-;P-5 

2- (4-^ h=Jfv'<.y>'>) -2H-Th7y-;i^- 
5-;<f;P>''vyl^Tt Ki: hUxf-;!/ 2-7yl^:to7;ry 

1 2 4<7)Xe4 i: |5l«llc^!m t . ( E ) - 
Xf-;l/ 2-7;P:to-3- (2- (4-^h^v'O' 
-2H-Th7y-;w-5-'f;i') rn'-^.yrs 

NMR (400MHz, CDC I3 ) (5ppm 1.1 
6 (3H, t) , 3. 80 (3H. s) , 4. 
22 (2H. q) , 5. 70 (2H, s ) . 
6. 73 ( IH, d) . 6.89 (2H. d) , 

7. 34 (2H, d) . 
[0390] (Ig2) (E) -2-7;l'^a-3- 
(2- {A-)>-V^-y'<^yVlV) -2H-xh7y-;U 

-5-'f;P) r^')i\^m.(r>^^ 

xf-yl. (E) -2-7;l^:to-3- (2- (4-^h 

U y^it^Hifi^iJ 5 6 1 nwzm. t . ( E ) - 2 - 7/u 

^n-3- (2- (4-^h=¥S^'<.yx» -2H-T 
h 7y-;l'- 5 - >f ;u ) r U ;HgS:#)t , 
il-iC 65'C: I Ri/max cm-i 2952.284 
4, 2728, 26 1 6. 2532. 1750; NM 
R (400MHz, CDC I3 ) ^ppm 3.82 
(3H. s) . 5.77 (2H, s) , 6.9 
3 (2H, d) . 7. 00 ( 1 H. d) , 7.3 
8 (2H, d) ; 7C«^*ffiiCi2HiiFN4 O3 cOft 
Stt (%) C. 5 1 . 80 ; H. 3. 98 ; N, 
20. 14, Ji^ffi (%) C. 51.92; H, 
4.09: N, 20. 22. 
[0391] (IS3) (E)-N-(3-(2- 
(4-i^:7oy^;P-2-^7y'J;l') x^ri;l/) 7x 
~)V) -2-7;I^:tn-3- (2 - (4-;<h^v'^y 
i/)V) -2H-rh7y-;i'-5->f;P) To^yrs 

3- (2- (2-'<.yy^7y-yP) xf--;P) 7-'J 
yi: (E) -2-7/WJ!-n-3- (2- (4-^h=^rv' 

'<:y>-';i/) -2H—f h^y-yp-s-^/P) r^J";;!/ 

m:mm\^^(n■JM\t'm.\i:.'m^.. (e)-n 

- (3 - (2- (4-i^:7oy^;P-2-^Ty'J/U) 
Xf--;l/) 7xx;w) -2-7;l^:to-3- (2- (4 

h^i^'<.y -2H-Th7y-;P-5-'f 

NMR(400MHz, CDCI3 ) 5ppm 1. 9 

0-2. 42 (6H. m) . 3. 70 (IH, 

m) . 3. 80 (3H, s) . 5.78 (2H. 

s ) , 6. 90-7. 00 (4H, m) , 7. 
35-7. 4 1 (4H. m) , 7. 84 ( IH, 
dt) . 7. 95 ( IH. s) , 11. 74 ( 1 
H, s) . 
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[03921 (IS4) (E)-N-(3-(2- 
(4-i^^n7"^;l/-2-f-TV'J;W) 7x 
-;!/-) -2-7;l'ii-o-3- ( IH— fh^V-yl'-S 

(E) -N- (3- (2- (4->'^'nrf-;W-2-f- 
TVU;l^) X^z:;W) 7i-;U) -2-7;i^3j-o-3- 

(2- {4-^h=^f>"<.i^>'» -2H-rh7y'-;L' 
-5— f;U) 7-D^yr5H$rllJgf?!ll<7)XS5i:|il« 

Wjk 2 1 1~2 1 2'C (SSb^b?§« : ^'no;^;l.A- 
n-^^-fy) ; I Ri/max cm-i 2212, 16 
72; NMR (400MHz, DMSO-ds) 
pm 1. 84~2. 33 (6H, m), 3.67 
( IH. m) , 7. 23 (IH, d) . 7.45 
~7. 54 (3H. m) . 7. 74 ( IH, 
d) . 8. 07 (IH, s) . 11.14(1 
H, s) ; MS (FAB) m/z 395 (M* + 
1) : TuS^WfiCiaHisFNg OS • 1/211^ O 
COMfW-MiX) C, 56. 57; H,4.00; 

N. 20. 83, mmm (%) c, 56. 37 ; 

H, 3. 87 ; N, 20. 67. 
[0393] [IIMM126] (Z)-N-(3- 
(2- (4->-:?D7'f-;l'-2-^7V'J;U) X^r: 

;P) 7x-;P) -2-7;W7ro-3- (iH-rh^V 

'-)V-5—i)V) rn^yrs H : 

(XSl) (Z) -N- (3- (2- (4-x^'07' 
^;l'-2-f-rr';;P) xf-ri/i/) 7x-;l/) -2-7 
;P^n-3- (2- (4-^ Y^i/Ky^JiV) -2H- 
X h 7 V-;P- 5-4)V) ru^yr 5 h'O^^ 
HSfi^Hl 2 5<^lS3-CZ-S14*S:^StL, (Z ) - 
N- (3- (2 - (4-v^o7'f-;U-2-f-rVU 
)V)X.^-)V) 7x-;k) -2-7;P:ta-3- (2- 

(4-^h=Sr>"<yi^7P) -2H-f h7y-;l^-5- 

NMR (400MHz, CDC I3 ) 5ppm 1.9 

2~2. 44 (6H. m) . 3. 70 ( IH. 

m) . 3. 81 (3H. s) , 5. 75 (2H. 

s) . 6.9 1 (2H, d) . 6.97(1 
H, s) , 7. 35-7. 43 (4H, m) , 

7. 68 (IH, m) , 7. 87 (IH. d) , 

8. 1 0 ( IH, m) . 

[0394] (Ig2) (Z)-N-(3-(2- 
(,A-i^7uf^)V-2-^TY^))V) Xf--;l^) 7x 
-2-7)Vifu-3- {\\i-TVyV-)V-5 

(Z) -N- (3- (2- {A-'y^u-f^)V-2-^ 
TY^JJV) X.^~)V) y3.~jV) -2-yiV:^u-3- 
(2- {A-:>^V^i/^y'J)V) -2H-Th7V-;l/ 

-5-A)V) ru^yT^Y^mmio^JM5tmk 



itjiSl2 5~12 8*C; TcS^J-WfiCigHisFNe O 
S • I/2H2 Oc7)|t^ffi (%) C, 5 6.57; 
H. 4. 00; N, 20. 83. SJ^ffi (%) 
C, 56. 86 ; H, 4. 29 ; N, 20. 00. 
[0395] [ID5IWI127] (E)-N-(3- 
(2 - {A-y'^uyi-iV-2-i-7V'})V) 3:^- 
)V) 7x-yl/) -2-7;P:tn-3- (IH— fh7y 
-)V-5-^)V) -2-7"TyT5K: 
(XSl) 1- (2- (4-^h^i^'<.yj/» -2 
H-T-h7V-;U-5->f;l^) xrJ'y-yUiO^^ 
2- (4-^ h^i^^yi^>) -2H-f-h7V'-;l'- 

5 -;i&yWNVUT t H i: ;<f-;l/V7"^^>">A7'o 5 K ( 3 
M<7)x-x;U^?S) ^Hifefi^ll 2 4coiS2i:|Sim:3!& 
at. 1- (2- (4-;><h=5fS/^yv» -2H— r 

ilLfj^6 1~6 2'C; NMR ( 4 0 OMHz , CDCl 
3 ) ^ppm 1.65 (3H, d) , 2. 56 
(IH, d) , 3. 80 (3H, s) , 5.1 

6 ( 1 H, m) , 5. 67 ( 2H, s ) , 6. 
89 (2H, dt) , 7. 34 (2H, dt) . 
[0396] (XS2) 2-7^1^-2- (4 
V^i^Ky-JjV) -2H-xh7V-;l/C7>^^ 

1- (2- ( 4 -^h^i^'^y >-';!/) -2H-f h7V 
•-)V-5-^)V) y-)Vimtmi2A<r)JM3t 

nm^z'mL. 2-7-^^)v-2- {A-><v^z/^y 

i^lV) - 2 H — f h yV-)V^%tl, 

MM. 6 6-6 7'C; IRi/maxcm-i 17 18; 

NMR (400MHz, CDC I3 ) 5ppm 2. 
74 (3H, s ) . 3. 80 (3H, s ) . 
5. 77 (2H, s) , 6. 90 (2H, d) , 

7. 39 (2H, d) . 
[0 39 7] (X^3) X.i-)V (E)-2-7;U3j- 
0-3- (2 - {A-yiV^i^'<^y-J)V) -2H-Th 

77*-;!^- 5-^}V) -2 -f^ymr^ 

2- T-^^)V-2- {A-^iV^l/Ky-JjV) -2H- 
T h 7 V-;U2rllMfl»l 1 2 5iOXg 1 isistc^ftat. 
Xf-;U (E) -2-7;W^D-3- (2- (4-^h 
^i/KyiPjV) -2H-TVyV-)V-5-^)V) -2 
-yryi?5r?Stt!H!lt LX^fz. 

NMR (4 OOMHz, CDC I3 ) ^ppm 1.0 
0 (3H, t) , 2. 17 (3H. d) . 3. 
80 (3H, s) . 4. 04 (2H. q) . 
5.70 ( 2H, s ) . 6.90 (2H. d) , 

7.36 (2H. d) . 
[0398] (XS4) (E) -2-7;l/:tD-3- 
(2 - (4-^h^i^'<.yi^» -2H-Trh7y-;U 

-5— f;P) -2-yxyito^^ 

x-J-;l^ (E) -2-7;p3j-o-3- (2- (4-p<h 
dfi^'<y>'Vl') -2H-^VvV-)V-5-^)V) -2 

-zf^ymmmsetnmzmL. (e)-2- 
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7;U-:tO-3- (2- (4->>{h^i^^>'>'» -2H 

-T^7V'-y^-5-'f;^) -2-7'T:^i!*}ili^^!|«jfc 

NMR (400MHz. CDC I3 ) 5ppni 2.3 
6 (3H. d) , 3.81 (3H. s) . 5. 
76 (2H. s) . 6. 93 (2H. d) . 

7.38 (2H. d) . 

[03991 (XS5) (E)-N-(3-(2- 
(4-i^^'ar^;l^-2-f-7^^y;p) Xf--;l/) 7x 
-2-7/l^3l-o-3- (2- (4-^h^>'<y 

x» -2}\-TYyV-)V-5-^)V) -2-zrT> 

3 - ( 2- (2-'<:/V'^TV-yl') x^:i;l/) T-U 
(E) -2-7;l':tn-3- (2- (4-^h^S/ 

i^miQ3(^iMitmmz>fmL. (e)-n- 

(3- (2- (4-$^^'Dyf-;u-2-f-Tyu;u) X 

^-)V) 7x-;P) -2-7;l':tn-3- (2- (4- 

y^V^i^Kvi^jV) -2U-'rVyV'-)V-5-^ }V) 

NMR (400MHz. CDC I3 ) 5ppm 1.8 

9~2. 39 (6H. m) , 3. 69 ( IH. 

m) , 3. 78 (3H. s) , 5.74 (2H, 

s) . 6.89 (2H. dt) . 7. 29~ 
7.40 (4H. m) . 7. 59 ( IH. d) . 

7. 81 (IH. s) . 9. 24 (IH, 
s) . 

[0400] (Xg6) (E)-N-(3-(2- 
(4-v:5'n7'f-;U~2-^Ty''J;l') xf-rr-zU) 7x 
=HU) -2-y)Vitu-3- (lH-rh9Vr-;l^-5 

(E) -N- (3- (2- {4-'^^uri'Jl-2-f- 

TVU;P) xt-fi') y^.—ji') -2-7;U:tn-3- 

(2- (4-^b^i^'<.>'v';l') -2H-xh7y-;P 
-5-^;U) yTyriKS:IISfe0«lOIg5i:l«I«ltc 

Wj^ 199~200'C; IRi/maxcm-> 221 
6.1 672; NMR (4 OOMHz, DMSO-d 
6 ) 5-ppm 1. 88—2. 27 (6H, m) , 
3. 66 ( IH. m) , 7. 42-7. 47(2 
H, m) , 7. 52 (IH. s) , 7. 68 

(IH. d) . 7. 93 (IH. s) . 10. 7 
4(1H, s) ; MS(FAB)m/z 409 

(M* +1) ;7C^^^«f<iC2oHi7FN6 OS • 3/4 
UtOcntmmiX) C. 56. 93; H. 4.4 

2 ; N. 19. 9 2, ilSfi (%) C. 57. 1 

3 ; H, 4. 18 ; N, 1 9. 80. 
[04011 [*{£fiajl 28] (E)-N-(3- 
(2- (4-i':5'P7'^;U-2-f-rVU;l') X^:i 

)U) 7x-;|/) -3- ( lH-rh9V-;l'-5-'f 



yw) -2-ru^yT^}^ : 

ixni) X^;l^ (E) -3- (2- (4-^h=^ 
i^^yi/';!/) -2H-xh7V-;W-5-'fyU) T:J"J 

2- (4-^h^J^'^yv» -2H-Th7V-;l^- 

5 -;^;UaVI't t H t h U x^;W 7 ;r ypK^HWJ 
1 2 49lS4i:|5lSlCj!iaL. xf-;U (E) - 3- 

(2- (4-^bdfi^'^y>^;w) -2H-Th7V'-;i' 

MMs3b'C \ NMR (400MHz, CDC I3 ) 5 
PPm 1 . 33 (3H, t ) . 3. 80 (3H, 
s) . 4. 27 (2H, q) . 5.70(2 
H. s) . 6. 90 (2H. dt) . 7.35 

(2H. dt) , 7. 66 ( IH. d) . 

[04021 (1^2) (E) -3- (2- (4-^ 
h^i^O-i^Vl^) -2H-Tb7y-;l'-5-'f;P) 7 

Xf-;P (E) -3- (2- (4-;^h^i^^yi^» 
-2H-'fVy^/~)V-5-^jV) 79^})Vm^mim 

5^mm\,zm.L. {e) -3- {2- u-^v^ 

MA 167~169*C; IRt/uaxcm-i 268 
8, 2268. 2556. 1694; NMR(400 
MHz. CDC I3 ) 5ppm 3.80(3H, 
s) , 5.7 1 (2H, s) . 6. 90 (2H. 

d) , 7. 36 (2H. dt) , 7.76(1 
H. d) ; MS(FAB)m/z 261 (M* 

+ 1) ; 7c«^«f<ic,2Hi2N4 03 mnmm 

C, 55. 38 ; H, 4. 6 5 ; N, 2 1. 5 
3, mM.m.{%) C. 55. 34 : H. 4. 70 ; 
N. 21. 63. 
[04031 (Xg3) (E)-N-(3-(2- 
{A-i^9uiri-)V-2-^7Y^))V) :L^=.)i') 7x 
-)V) - 3- (2 - {A-^V^i^<y-J)V) -2H- 
tV7V-)1'-5-A)V) -2-7*o^y7Sh'0-^^ 
(E) -3- (2- (4-^h=^ri^'<.>>';l') -2H- 
TVyV-)V-5-^}V) T^U;H!i:3- (2- (4 
-S/:7o7'^;l^-2-^Tyy;i-) T-'jy^^SSWl 
0 3<OXSli:|5]«CC«&at. (E)-N-(3-(2 
- (4-j^^n7'f-;U-2-^rv'y;W) xf-r:;i.) 7 
xr:/!.-) -3- (2- (4-^b^J''<yi'» -2H 
-Tb7y->'i'-5-'f;U) -2-7*o^yr5h'S:^ 

NMR (400MHz. CDC I3 ) ^ppm 1.9 

4-2. 36 (6H. m) . 3. 70 ( IH, 

m) . 3. 81 (3H, s) , 5. 7 1 (2H. 

s) . 6. 96 ( IH. s ) . 7.14(2 
H. d) . 7. 34 (4H. m) . 7. 40 
(IH. m) . 7. 77 (IH. d) . 7. 83 
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(IH. s). 

[0404] (1^4) (E)-N-(3-(2- 
(4-j^^n7"f-;l/-2-f-ry'J;W) xf-:i;l/) 7x 
-3- ( 1 H-rh7y'-;P-5— f;P) -2- 

(E) -N- (3 - (2- (4-i'^'n7'f-;U-2-^ 
7V"J;l.) X^-;U) 7x-;l/) -3- (2- (4-^ 
h^iyKyi^iU) -IH-ThyY-JU-S-^fJU) - 

MA >300'C: I Rt/max cm-i 2212.1 
674; NMR (400MHz, CDC I3 ) 5pp 
m 1. 84~2. 3 1 (6H. m) . 3.67 
(IH, m) , 7. 30~7. 59 (5H, 
m) , 7.71 (IH, d) , 8. 09 (IH, 
s) . 10. 75 (IH. s) ; MS (FA 
B)m/z 37 7 (M* +1); Ttm^mMCn 
HibNs OS - I/2H2 0(7)|t^<i(%) C. 5 
9.21: H, 4.45: N,21.80, 
ffi (%) C. 59. 03 : H, 4. 29 : N. 2 
1. 66. 

[0405] [llifi0lJ129] N-(3-(2-(4 
-v-^n7'f-;U-2-f-7y''J;l^) Xf--;U) 7x- 

-2- ( IH-rh^y-^l— 5-^/1^) -l-v 
^'O'^yry- 1 -;i&7l<';Kdf^?-5 H : 

(XSl) xf-;P 2- ( 2- (4-p<h=^fi^'<.yi'' 
;U) -2H-rh7V--'l/-5--^;P) -l-i^^'n^ 

x^;U 2-j^r/-l-i'^D'<>'x>'-l-;<^;W3K 
^i^U-h^##flai2 0i:|5iai{c5(ML. x^/W 2- 
(2- (4-;<h^i^'<.yi^';l/) -2H-Th7V-;U 

-5--f;u) -1 ->'j?o'^yT>'-i -;(?>'i-'t^^i^^ 

NMR (400MHz, CDC I3 ) ^ppm 1.1 
3 (3H, t) , 2. 05 (2H, q) , 2. 
85 (2H, t) , 2. 96 (2H, t) . 
3. 79 (3H, s) , 4. 1 5 (2H, q) . 
5. 68 (2H. s) , 6. 86 (2H. d) . 
7,32 (2H, d) . 
[0406] (IS2) 2- (2- (4-^h^i^< 

yi^>) -2H-rh5y-;u-5— -l-v-^' 

xf-;u 2- (2- (4-p<h^i^'<yi^» -2H- 
Th^y-;W- 5 --f;i^) -i-v-:J'D'^yf-y-l- 
;i?;l'.-K=3fi^U-bS:IISfe«^]5 6fc|3ISti!!St. 2- 
(2- (4-^h^>"^yv;i^) -2H-rh7V'-/P 

HUi^l 0 6~1 0 8X:: NMR (400MHz. CD 
C I3 ) $PPm 1. 99 (2H. q) . 2.9 



3-3. 03 (2H. m) , 3.10-3.33 
(2H. m) , 3. 80 (3H. s) , 5.7 
1 (2H, s) , 6. 91 (2H, d) , 7,3 
7 (2H. d) : TcSta-^ffiCisHisN, O3 mM- 
m {%) C, 59. 99 ; H, 5. 37 ; N, 1 
8. 66. (%) C. 59. 69 ; H. 5. 

37 : N, 18. 1 9. 

[0407] (XS3) N- (3- (2- (4-i^^ 
nyf-;l/-2-f-Ty'J;P) :ci--fU) 7xx;w) -2 

- (2- {4-;<h^i^Ky'JjV) -2H-rh7y- 
;p_5_^;p) -i-i.:?n^yry-l-;&;P*;=^-9- 

2- (2- (4-;'<h^>''<.>'i^» -2H— rh^y 
-iU-5-^}\^) -l-v-^'n^^yrv- l-;^?;^^^ 
>'^i:3- (2- (4->'^'oyf-;U-2--?-Ty»J 

xf--/i/) 7-y ys:^6»ji 0 3<7)xmitnm 

liZHmt. N- (3- (2- (4->'^'oyf-;U-2- 
^ryj/P) x^ri/p.) 7x:::;l/) -2- (2- (4- 
:>(}-^>'Ky>'l\^) -2H-rh7y-/l^-5— f;P) 

- 1 - s/^ D^yry- 1 -^Jit^^^i V mnmA 

NMR (400MHz, CDC I3 ) (^PPm 1.8 
-2. 11(2H, m) , 2.28-2.41(4 
H, m) . 3. 08 (2H. t) . 3.16 

(2H. t) , 3. 68 (IH. m) . '3.7 
9 (3H, s) , 5. 76 (2H. s) . 6.9 
0 (2H. d) . 6. 95 ( IH, s ) . 7. 
29-7. 33 (2H, m) . 7.37 (2H, 
d) . 7. 78-7. 81 (IH. m) . 7.9 
6 (IH, s) , 1 1. 58 (IH, s) . 

[0408] (IS4) N- ( 3- (2- (4-^^:? 
P7"^;i/- 2 -f-ryjyp) J^i-~fV) 7x-;P) -2 

- ( iH-rh9y-;u-5->f;P) -l-i^^a^y 
ry- 1 Y(r>^^ 

N- (3- (2- (4-v;?oyf-;l.-2-^TyU 
)\^) x^r.;l^) 7x::^;P) - 2- (2 - (4-;<h^i^ 
Kyi/)V) -2H— fh7y-/U-5--f;W) -l-v- 

^ 186-189'C (decomp. ) ; NMR 
(400MHz, DMSO-ds ) 5ppm 1.81 
-2. 09(2H, m) , 2.21-2.28(4 
H, m) , 2. 94-2. 9 9 (4H, m) , 
3. 67 (IH, m) , 7. 38 (IH, d) , 

7. 44 ( IH, t ) , 7. 53 ( IH, s) . 
7. 67 ( IH. d) , 8. 02 ( IH, 

s) , 1 0. 46 ( IH, s ) . 7. 30-7. 
59 (5H. m) , 7. 7 1 ( IH, d) , 

8. 09 (IH. s) , 10. 75 (IH, s) : 
7egi)-«r€CnH2oN6 OS - I/4H2 0<^IH|[<i 
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(%) C. 62. 76 : H, 4. 9 1 ; N, 1 
9. 96. m^m (%) C. 62. 56 : H. 
5.04; N, 1 9. 53. 

[0409] Lmmmisoi (e.e)-n-(3 

- (2- (4— <yrne;U-2-^TyU;l') xf-- 

7x-;l') -5 - ( lH-rh9V-;U-5-'f 

-2, 4-'<.y^i^'X:^5H : 
(Xgl) (E, E) -N- (3- (2- (4-^y 
7'QU;l'-2-f-TVU;l^) x^ri;p) 7xx;l,) -5 

- (2- (4-^ h^i^Kyv-'/U) -2H-rh7y'- 
;P-5— -2, 4-'<.y:?S/'x-t5 h'co-^^ 
mm 1 7 i:l5|;^t;3!!Mt-C# Ww3 - ( 2 - ( 4 - 

>f yrotf/i'- 2 — f rvy;u) x^-^p) rxu yt 

(E, E) -5- (2- (4-^h^i^<yi^)U) -2 
H-Th7y-;l/-5— -2, 4-'<y;?>''X't 
5h'S:^C«Jl0 3<7)Igli:|5l«tc3!{iSt. (E, 
E) -N- (3- (2- (4— ^y7'at;l^-2-^T 
VU;l.) x^ri;l/) 7xx;U) - 5-(2-(4-^b 
^i^Kyi^)}^) -2H-rh9y-;l^-5— f/l^) - 
2. 4-'<y:?i''X:hSF$:tt/>:. 
MA 150-151*C; IRvmax cm-» 221 
2, 1678; NMR(400MHz, CDCI3 ) 
Sppm 1 . 3 5 (6H, d) , 3.15(1 
H. m) , 3. 80 (3H, s) . 5.69 

(2H. s) . 6. 90 (2H, d) , 6.9 
4 (IH, s) , 6. 95 ( IH, d) , 7. 

1 8-7. 68 (8H, m) , 7. 79 ( IH, 
br s) ;MS (FAB) m/z 5 1 1 (M* + 

1) ; TimmmCitiEte^B OiS</)m.m (%) 

C, 65. 86 : H. 5. 1 3 : N, 1 6. 4 
6. mmm (%) C 65. 60 ; H, 5. 1 
0 ; N. 16. 72. 

[04101 (XS2) (E. E) -N- (3- (2 

- (4-'f yrnt;p-2-f-TV'U;U) x^-;i^) y 
x-;i.) -5- ( iH-rh7y'-;i^-5-^;l^) - 
2, 4-'<.y:5'xX-:>-5h'cO-^^ 

(E, E) -N- (3- (2- (4— f yroe;L'-2 
-■ ^ryj/P) X^r:;!^) 7xx;U) -5 - (2 - (4 
-^h=^f>-'<^y>'» -2n-ThyY-fU-5-^ 
)V)-2, 4-'<.y:^xX-^5K?:|IS^|fi?lJl^0XS5i: 

2 1 2~2 1 4-C m^mm ■. ^^on^fwl-A- 
;<:^'y-;U) ; NMR ( 4 0 0 MH z , DMSO- d 
6 ) ^ppm 1 . 27 (6H. d) , 3.08 
(IH. m) . 6. 54 (IH. d) . 7.2 

2 (IH, d) , 7. 36-7. 54 (5H. 

m) . 7. 69 (IH, d) . 8. 07 (IH, 
s) , 10. 46 (IH. s) ; tc^^^T^C 
aoHisNg OSc^HSffi (%) C. 61.52; 
H. 4. 65 ; N. 21. 52. SI^H {%) 



C. 61.50: H. 4. 73 : N. 21. 52. 

[04 1 1] [|liS0ill31] 3-(2-(4-v:? 

oy^;w- 2 -f-ry 'Jyi') xf-^L/u) '^lyy-^^u- 1 

H-Th7y-;W: 

(ligi) 5- (3-^jrH'<.yy^;p) -1- (4 

h^>"<y V» - 1 H-T h 9y-^Pc7)-^^ 

3--McY-n-^V^i^-n-pt.i-)iK.yXT^ Y5 
82mg&tXl- (4-^b=3fi^'<.yi^» -IH-r 
h7y-;P3 8 0mgKTHFl OmlRl^N. N' - 
rh7.x^;^xf-ixyi/7Syiml SrJDi.. J«#T- 
7 8°CT'U ^-^A 's.^-9-;^^;L'vi'7 V K ( 1 McOT 
HF?f?g) 2m 1 5i^[l&SfC)STt^C. 

$^>{:isi?ssr3 0^^L^^. mmcry^ 
Ay)vt:m\>^hi}yj^i^u^\'y^y ^~ mmL-. n 

-/^df-^-y : ifl?X^;l/=5 : 1 ) T-ffiML, 5- ( 3 
-^itY^yVMV) -1- (4-p<h^v"<y>?;P) 
-IH— rh^y-zl^^ff;'::, 
16^86— 89*C; NMR (4 OOMHz, CDC 1 
3 ) ^ppm 3. 76 (3H, s ) , 5.88 

(2H, s) , 6. 83-6. 85 (2H, m) , 
7. 27 ( IH, t) , 7. 34-7. 37 (2 
H, m) . 8. 00 ( IH, d) , 8.4 1 

(IH, d) . 8. 67 (IH. s) . 

[04 1 23 (Xg2) 5- ( 3- (2- (4->'^' 
Dyf-;U-2-^7yU/l^) xf--;i^) ^yy-f;W) - 
1- {A-?iV^>'Kyi^)V) -\W-y-V'7V-)V(7) 

5- {3-^:^YKyY^lV) -1- (4-^bdfi^^ 

y^-'yw) -iH-rh7y-;Pfc3- (2- (4-i^^' 

uy^7i^-2-^Ty';;i^) xf-ri;i.') rxyy^-nM 
mi<^iMAmm\.z^mL. 5-(3-(2-(4- 

i/^ny'f-;U-2-^TyU;l/) xf-:z;U) <yv'^ 
)V) - I- {A-><Y^i^^y'J)V) -1H-T^7y 

lt"ii.8 3— 8 6'C ; NMR ( 4 0 OMH z , CDC 1 
3 ) ^ppm 1 . 92-2. 40 (6H, m) , 
3. 66-3. 76 ( IH, m) . 3.76(3 
H. s) . 5.90 (2H, s) . 6. 83- 

6. 86 (2H, m) . 6. 99 (IH. s) . 

7. 35-7. 37 (2H, m) , 7.55(1 
H, t ) . 7. 87 ( IH, d) , 8.42 
(IH. d) . 8. 59 (IH, s) . 

[04 1 33 (XS3) 3- (2- (4->'^'ny^ 

2-f-ryu;u) x.^=-)V) KyY-()U- 1 H-f- 
5- (3- (2- (4-i^^'oyf-;^-2-f-ryu 

)V) xf-x/k) '^yy -f;i.) -1 - (4-^ h^'y^y 
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iUS 1 9 1~1 96-C (decomp. ) (SlSfaJ^ 
iS^: ^aat-Jl-J^-n—^^Vy) : IRj^max cm 
-» 3 1 12.3088.2944,2 220.166 
8, 1 596, 1 504: NMR(400MHz. D 
MSO-dg ) ^ppm 1. 85~2. 32 (6H, 
m) , 3. 64~3. 72 ( IH, m) , 7.5 

6 (IH, s) . 7. 75 (IH. t) , 8. 

04 ( IH, d) . 8. 44 ( IH, d) , 

8. 64(1H. s) ; MS(EI)m/z 33 

5 (M* ) ; HmmmCnHiaUi OSOff-^ffl 
(%) C. 60. 88 ; H. 3. 9 1 ; N. 20. 
88, a!l^ffi(%) C, 60. 61; H. 3.9 
5 ; N, 20. 82. 

[04 14] [|lifi0iJ132] x^;l^ (E) -3- 
(3 - (2 - (4-i^^D:/^;P-2-^7VU/W) X 
7x-;l/) -3- {lU-fhyY-fU-5- 

{JMD Xf-^P (E) -3- (3- (2- (4- 
>'^'o7'f-;W-2-^TVU;l') xf-riyw) y 3.=.)V) 
-3- (1- (4-^h^v<yi/';W) -IH-xh^ 

5- (3- (2- (4-i^i?o7"f-;U-2-f-7y; 

Xf-zi/P) O'V'f - 1 - ( 4 h^i^<y 
i/yP) -lH-Tb7V-/l^t h'Jxf-;U 
ypKSrHMC^Jl 2 40lS4i:|3I«(c3!aiIL. xf-yl^ 
(E) -3- (3- (2- (4-v'^'or^/l^-2- 
f-rVJ/P) Xf-rL/P) 7x-;P) - 3- (1- (4- 

^hdfi^<>-i;;u) _lH-r^9V-y^-5->^;^) 

NMR (400MHz. CDCI3 )5ppm 1. 1 
5 (3H, t) . 1. 84-2. 39 (6H. 
m) , 3. 65~3. 73 ( IH, m) , 3.7 
5 (3H. s) , 4. 1 2 (2H, q) , 5. 

07 (2H, s ) . 6. 67 ( IH. s) . 
6. 77~6. 82 (2H. m) , 6.99(1 
H, s) , 7. 1 9 (IH. d) , 7.32 

( IH, s) , 7. 38 ( IH, t ) . 7. 64 
(IH. d) . 

[04 151 (XS2.) x^;l. (E)-3-(3- 

(2- (4-i^^ny^/P-2-f-TVy/U) x^zi 
/P) 7x-;P) -3- ( IH-f h7y-/l^-5-'^ 

xf-;i. (E) -3- (3- (2- (4-x^'nrf-;U 
-2-f-Ty';;P) Xf-;i7l/) 7x::^;l/) -3- (1- 
(4-^h=¥x'<.yi^» -in-rhyY-fU-S- 

mA 1 2 2~ 1 2 4*c m^^m •. ^noT^^wA- 



n-'N!^f^^y) ; I Rj/max c m-> 2216.17 
24: NMR (400MHz, CDC I3 ) ^ppm 

1. 10 (3H. t) . 1. 86-2. 37 (6 
H, m) , 3. 58-3. 67 ( IH, m) , 
4. 07 (2H, q) . 6. 98 (IH, s) . 

7.23(1H, s), 7.30—7.44 (4 
H, m); MS(EI)m/z 405(MM; 

TcH^^ffffiCjiHisNs Oa S«fh»<i(%) C, 
62.2 1; H. 4. 72 ; N, 1 7. 27. M 
S11(%) C, 62.06; H, 4. 66; N, 
17. 02. 

[0416] [^^J133] 3-(3-(2-(4 
-j,^oy^;W-2-f-TVD;U)x^r:;p) y 3.=. 
)V) -3 - ( lH-fb^V-;w-5--^;W) rn^y 
e:Xf-;P (E) -3- (3- (2- (4->'^a7' 
^)V-2-^7V^))V) x^:i;U) y j.-)V) -3- 

( 1 H -T b 9 V-;i^- 5 — f ) ru^ym^imm 

56 1 mmizmm i . mm^ntz , 

MA >3 0 O'C (SIS^aJM : 9ciVt^)],J^-:t^ / 
; IRi/max cm-i 2218, 1 707, 1 
629; NMR (400MHz, DMSO-ds ) 5 
PPm 1 . 88-2. 33 (6H, m) . 3.6 
4-3. 68 ( IH, m) , 6. 99 ( IH, 
s) , 7. 43 ( 1 H, d) , 7. 52 ( IH, 

t) , 7. 52 (IH, s) . 7. 61 (1 
H, s) , 7. 70 (IH, d) : MS (FA 
B)m/z 378(M*+1); ym^Vr^Ci^H 
15N5 O2 SiOli-»ffl (%) C,60.46; H, 
4. 01 : N, 18. 56. M^m (%) C. 6 
0.52; H, 4. 15; N, 18. 65. 
[04 17] [^fi^J134] (E)-3-(3- 
(2 - (4-i/^o7'^;P-2-f-ry'J>'l') x^- 
;U) 7xX;t^)-3- ( lH-Th9V-;W-5— f 

(XSl) (E) -3- (3- (2- (4-£/^n7' 
f-7l'-2-f-7y';;P) xf-r:;l/) 7x:::.;P) -3- 

(1- (4-^h^>"<.>'i^;W) -lH-Th7V-;l' 
- 5 — ^ ;p ) 7:5"; nri h U 
5 - (3 - (2 - (4->':?nrf-;l^-2-f-7y'; 
Xf-::!;!^) '<>'VM;^) -1 - (4-.X h^^fi^^y 

yt:^y^ymi:mmmi2 4ff)xm4:bmmi,zmm 

(E) -3- (3- (2- (4-i^:?o7'f-;P-2 

-f-7y U;i^) x.^-iu) yji~f]^) -3- { 1- (4 

-;>(h^>'<yi^)U) -lH-Th7y-;P-5-'f 

NMR (400MHz, CDC I3 ) ^ppm 1.9 
2-2. 40 (6H, m) , 3. 70-3. 76 (1 
H, m) , 3. 76 (3H, s) . 5. 08 
(2H. s) , 6. 14 (IH, s) , 6.6 
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2-6. 79 (4H. m) , 7. 00 ( IH. 
s) . 7. 40~7. 42 (2H, m) . 7.5 
1 ( 1 H, t ) , 7. 7 5 ( IH. d) . 
[0418] (IS2) (E)-3-(3-(2- 
(4-v':5'o:/f-;l'-2-^TVy;P) X^r:;U) 7x 
- 3- ( IH— fh7V-;l'-5->f;l') T^^'J 

(E) -3- (3- (2- (4->':?nyf-;P-2-f- 
rVU/l') xf--;u) 7x-;P) -3- ( 1- (4-;'< 
h^i/^y^-VU) -iH-rb^V-;!^-?— fyi-) r 
:?Uo:ih'j;WS:IISfifi«Jl(0XS5i:|3I«Ci!!Mt. ^ 

179~182X: (decomp. ) (SiSS^ 
jSE: ^'nn;^;l/A-X:5'y-;k-n-^=3f-9-y) ; I 
Rvmax cm-i 2220; NMR ( 4 0 OMH z . 
DMSO-ds ) ^ppm 1. 83~2. 32 (6 
H, m) , 3. 62-3. 71 (IH. m) . 

6. 93 (IH. s) , 7. 54 (IH, s) . 
7. 43 ( IH, d) , 7. 52 ( IH, 

t) . 7. 52 (IH. s) . 7. 66 (IH. 

t) . 7. 7 1 ( IH. d) . 7.85(1 
H, d) . 7. 88 ( IH. s) : MS (FA 
B)m/2359 (M» +1); TcS^^filCisH 
hNb ScOftmffi (%) C,62. 88; H. 4. 
03 : N. 23. 16. SJ^ffi (%) C. 62. 
88 : H, 4. 02 : N, 23. 1 3. 
[04 19] [|IM<?IJ13 5] 3-(2-(4-x^ 

o7'f-;i^-2-^Ty''J;i^) xf-ri;i^) yx-iv-) rs 

(xsi) 5- (3— f^K7x-;i^) r5y-l- 
(4-^^^v'<.yi^';^) -IH-f h^y'-zk & 

t>\ 5- (3— f :tH7x-;l^) TSy-2- (4-^ 
5- ( 3-'f JrK7x-;P) TSy-lH-rh^y- 

Yyx.-)V) r$y-i- (4-^h^>"<.yx>) - 

IH-rh^y-zK &tX> 5- (3--f:tH7x- 
T5y-2- {A-yiV^i^^>'J)V) -2H— f 

it^l 38~1 39°C; NMR (4 0 OMHz . CD 
Cl3)^ppm 3. 81 (3H, s), 5.6 

1 (2H. s) . 6. 86 (IH. s) . 6. 9 

2 (2H, d) , 7. 03 (IH, t) . 7. 
31 ( IH. dd) , 7. 37 (IH. dd) . 

7. 38 (2H, d) , 7. 83 ( IH. t) . 
[0420] (IS2) 5- (3- (2- (4-^:? 

nrf-;W-2-f-7yU;P) xf-ri;W) 7x-;U) T$ 
y-1- (4-.X b^i^'^yy/P) -IH-Th^y- 
;k 5- (3- (2- (4->':?ny^;U-2- 
^ryjyW) x^x;W) 7xx;l^) 75^-2 - (4- 



±Ml. 3'>S*fc4-i^^'ny^;l/-2-x^-/U^T 
y-;L'^IIJ£Wl«lS4i:|5];^lc3!imt. 5-(3- 

(2 - (4-i/^oy^;i'-2-f-7yy;p) xf-- 

7xx;l.) 7Sy-l- (4-^h^i^^yv» 
-IH-xb^y-;!^. ay 5-(3-(2-(4- 
v-^'oyf-;l/-2-f-7yU;l^) xf-r:;l/) 7x:::;l') 
75y-2- (4-^h=Sr>"<yi^» -2H— fb7 

NMR(400MHz, CDCI3 ) 5-ppm 1. 9 
0~2. 50 (6H, m) . 3. 60~3. 70 (1 
H, m) . 3. 80 (3H. s) . 5. 64 
(2H. s) , 6.9 1 (2H, d) . 6.9 
6 ( IH, s) . 7. 16 ( IH, s) , 7. 
21 (IH, dd) , 7. 32 (IH, t) , 
7. 39 (2H. d) . 7. 43 ( IH, d 

d) , 7. 7 1 ( 1 H. t) . 

[042 1] (Xg3) 3- (2- (4-i^^nyf^ 
;l^-2-^7y';;P) xf-c:;^) 7xX/U) 757-1 

±.m>xu 2 -mti^-^i . mmm i <Dxn 5bmk 

a* 13 3-13 5'C mm^^m ■. ^ri-at^jVM.- 
Oi^J-lV) : NMR (400MHz. DMSO-d 

e) 5ppm 1. 80-2. 40 (6H. m) . 
3. 20-3. 40 (IH, b r s) , 3.60 
-3. 80 ( IH, m) . 7. 22 ( IH, 

d) . 7. 42 (IH. t) . 7. 53 (IH. 

s) . 7. 86 (IH. s) . 10. 09 (1 
H, s) ; MS (FAB) m/z 323 (M* + 
1) . 

[0422] [|^^J136] 5-(3-(2-(4 
->'^nyf-;P-2-^7yy;U) x^x;l/) 7xy=^f 
>■) -lH-rh7y-/W: 

{JMD 5- (3-^^K7xy=>ri/) -1- (4 

Y^i^Kyi^)V) - 1 H-f h^y-ypco^^ 
5->f3!-H-l- (4-;Xh:^ri^'<yi^» -IH-r 
h7y-;P948g, 3--f:th'7xy-;P74 Img 
Sl/^i!^'.^'^-i^l- 24gtDMF2 0m 1 SrJpi.. 

7 o'c-c3 BmmLtz, mmM2 o o m ita 
»i?x^;i.-cimajtit. m^m^iimk. ^i-v 

;^y;^^fflv^|>;<77A:?o■7h^77'f- {\mm : 9 
nn;^;UA) -C-^lgt, 5- ( 3 -^Jf K7xy=»ri^) 
-1- {A-:^Y^i^<y'Jfi') -1H-Tb7y-;W 

NMR (400MHz, CDC I3 ) ^PPm 3.8 
0 (3H, s) . 5. 37 (2H. s) . 6. 
9 1-6. 87 (2H. m) . 7.13 (IH. 
t) . 7. 30-7. 34 (3H. m) . 7.6 
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0 (IH, d) , 7. 64 (IH. s) . 
[04231 (1^2) 5- (3- (2- (4-i^^ 
o7'f-;l^-2-^ry'J;U) xf-:i;U) 7x7^^/) - 
1- (4-p<h^i^'sy>'';U) 1 -H-Th^VwPiO 

5- (3— <JJ-H7xy=¥S/) -1- (4-^h=^fi^< 
i^i^Ol/) -lH-Th7y-i:4-i^i7orf-;l/-2- 
xf-:i;l.^rV-/U2:IISfiCaj 1 c7)Ig4 IH^tcMS 

5- (3- (2- (4-i/^'ny^;P-2-^7V 
y;U) xf--;W) 7x/^v) -1- (4-^h^>"< 
yi-Vl^) l-H-rh7y-;^?:#?l•fe>^^^:LT^# 

NMR (400MHz. CDC I3 ) ^ppm 1.8 
9—2. 40 (6H. m) , 3. 65~3. 74 (1 
H, m) . 3.81 (3H, s ) , 5.39 
(2H, s) , 6. 90~6. 92 (2H, 
m) . 6. 98 ( IH. m) . 7. 32-7. 3 

4 (2H. m) . 7. 40-7. 44 (2H. 

m) , 7. 48-7. 50 ( IH. m) . 7.5 
3 ( IH, s) . 

[0424] (Iig3) 5- (3- (2- (4-^/^^ 
ay^;L— 2-f-rVy;U) xf--;i<') ^x/^i') - 
lH-Tb7y-;l'C0-^fi£ 

5- (3- (2- (4-i^:7Prf-;t'-2— ?-ry'l» 
;W) xf-x;P) 7xy^i^) -1- (4-p{h^v'<y 

v» 1 - H -r h 7y-;p&iij£0ii 1 <^xg5 b mm 

WA 1 6 1 - 1 6 3-C mt&^m : 7 Qa*/UA- 
n-^^^» ; IRt/maxcm-i 2212; N 
MR(400MHz, DMSO-dg ) (^ppml. 8 
3-2.30(6H, m) . 3.63—3.71 
(IH. m) , 7. 48-7. 58 (4H. m) . 

7. 68 (IH, s) : MS (EI) m/z 3 
2 3 (M* ) ; 7US^^^ffiC,6H,3N5 OS - 1/4 
H2 Oc73lt^tt (%) C, 5 8. 6 1 : H, 4. 1 
5: N, 21. 36, ffla^ffl(%) C, 58. 8 

5 ; H, 4. 1 0 ; N, 21. 32. 
[04253 [|life0lJl 37] 5- (3- (2- (3 
- (2 - (4-i/:5'or^;l^-2-^Ty'J;l') x^- 
;l^) yj:~fU) xt~f\^) 7xx;i/) -iH-rh^y 

ixmi) 5- (3- (2- (3- (2- (4-^'^' 
nyf-;l.- 2 -f-ry •);!/) xf-x;P) 7xX;U) xf- 
-/U) 7x-;U) -2- (4-^h^i^'<yi^» -2 
H-Th5y-;K0^« 

5- (3-xf-r:;l/7xX;U) -2- (4-:>(h^i^K 
y'J)V) -2H-f-h7y-;Wi: l-yn*-3- (2 

y-fef > s-iii5fe0ij 1 <r>xnA t mmizm. 5-0- 

(2- (3- (2 - (4-£^^'n7'^;U-2-^7y'J 



;W) xf-x;U) 7xx;u) xf-xyp) 7xx;U) - 2- 

NMR (400MHz, CDC I3 ) 5ppm 1.9 
0-2. 50 (6H. m) . 3. 60-3. 80 (1 
H, m) , 3.81 (3H, s) . 5.75 
(2H. s) , 6. 92 (2H, d) , 6.9 
8 ( IH. m) . 7. 30-7. 40 (3H, 
m) . 7. 49 (IH. t) . 7. 50-7. 6 
0 (2H, m) , 7. 60 ( IH, d) , 7. 
77 ( IH, s) , 8. 1 2 ( IH, d) . 8. 
32 ( IH, s ) . 

[0426] (IS2) 5- (3- (2- (3- (2 

- (4-i^^'ny^;P-2-^Ty!;;l') x^-;P) 7 
x-;u) :ii^-Jl^) 7x-;l^) - IH— f h7y-;K^ 

5- (3- (2- (3- (2- {4->"^uy^/U-2 
-i'TYVfl') Xf-n;p) 7x-;l') xf-:i;P) 7x- 
)V) -2- (4-;<h^>'<y>'» -2H-rh7y 

-j\^^mmm i oxs 5 1 mm^znm t . alI»2r^# 

10 6-10 8-C (decomp. ) 
1^ : ^'00;^;^A-n-A.^■ty) ; NMR(400 
MHz, DMSO-de ) <5ppm 1. 80—2. 4 
0 (6H. m) , 3. 60-3. 80 ( IH, 
m) , 7. 70 (IH, s) , 7.74 (IH, 

t) . 7. 60-7. 80 (3H. m) , 7. 
80 (IH, d) , 7. 90 (IH, s) , 
8. 1 1 ( IH. d) . 8. 25 (IH, s) : 

MS (FAB) m/z 408(M* + 1); jcM 

mmCiiUnN^ sm%m{%) c, 58. 2 

5 ; H. 3. 77 : N. 1 2. 82, M^M 
{%) C, 58. 5 1: H, 3. 52 : N, 1 
2. 82. 

[04 2 7] [||]5fe^jl38] N-(lH-xh7y 
-4- ( (3- (2- (4-i/'7oy 
2 -f-ry ';;!/) xf-x/l^) 7xx;l') TS7X 
;P7:tx;k) A:.yXTS H : 
(Igl) 4- ( (3- (2- (4-v^'oy^;l/- 
2-f-7y'J;l') x-^x/P) 7xX;U) 7S7X;P7* 

-;w) %%mm(^^ 

(3 - ( 2 - (4-S/^'ny^;l/-2-^ry';;U) X 

10mUc?§ML. 4-:?paxyU7:i--;U^,&#K2 
5 4 m g Srinx^iST 1 L/v! . KJSBJKt 1 N« 

SI om 1 srjDi.. sK^f-i^ytts-sttajt/i. mmw. 

yx-mm^L. 4- ( (3 - (2 - (4-^^:?^y^;^ 
-2-f-ry';;p) x^x;u) 7x-;i/) Tsy;^;i/7 
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11^ 213-216'C(decomp. ) ; IRj^ 
max cm- 1 22 1 6, 1704, 1602. 1 58 
0, 1504. 1 338; NMR ( 4 0 OMH z . D 
MSO-ds ) 5ppm 1 . 89— 2. 33 (6H, 

m) , 3. 64 ( IH, m) , 7.2 1-7. 
24 (IH, m) , 7. 31~7. 40 (3H. 
m) , 7. 54 (IH, s) . 7. 90 ( IH, 

d) . 8. 1 0 ( IH. d) , 10.76(1 
H, s) ; MS (FAB) m/z4 39 (M* + 

1) : TtmmmcMs^t o, -u^ om. 

m {%) C. 57. 88 : H, 4. 42 ; N, 
6. 14. (%) C, 58. 02 : H. 

4.13; N, 5. 86. 

[0428] (IS2) N- ( lH-Th7V-;l^- 
-A- ( (3- (2- {A-i^9uy^)V- 

2— f-ryj/u) x.^~)V) yai—)V) r^^7.)vyt 

4 - ( (3- (2 - {4-=y^u-fi-)U-2-i-7'/V 
;P) xi-~jV) 7x-yU) TS.yx)U7t-)i^) ^MM 

2 0 3~206"'C (decomp. ) (SSSs^H^f 
iSi: :7pnd^;l'A-x:J'y-;U-n-A.df-t>) ; I 
Rt/max cm-i 2216. 1692. 1588. 15 
48. 1504. 1406. 1338; NMR(40 
OMHz. DMSO-dg ) 5ppm 1. 83~2. 
33 (6H. m) . 3. 66 ( IH. m) . 7. 
26(1H. dt). 7. 30~7. 39 (3H. 
m) . 7. 53 (IH. s) . 7. 96 (IH, 
d) , 8. 20 ( IH. d) , 10.78(1 
H, s) . 1 2. 63 ( IH, br) : MS 
(FAB)m/z 506 (M* +1); fcM^^ 
ffiC23H29N7 O3 82 tm€(%) C. 54. 6 
4: H, 3.78; N, 19.39, M^M 
(%) C. 54. 24 ; H. 3. 83 ; N. 1 
8. 98. 

[04291 [llifi«ajl 39] N-(3-(2-(4 
-ix^orf-ZU- 2-^77"'; ;l^) xf-r:;p) -4- 

( iH-Th7V-;i'-5--f;i') Ky-^zyxji'yty 

rSH : 

(ISI) N- {3-^:tY7x=Hl') -4- {2- 
(4-^h^'^^yi^fU) -2H-Th7V-;U-5- 

^fU) Ky-^yxfV-yityj^ ¥<D^^ 

N- (3-'fjj-H7x:i;P) -4- ( IH-xh^y- 

yl/-5->f/P) Ky-i£yx)Uy^y7i KSrHSfi^iJKO 

xmstmmizamt. n- {3-^:^]<yji~)U) - 

4- (2- (4-^h^>"^y>'Vl<') -2H— f h^V 

-)U-5-^)U) Ky-i£yy.)uy * :y T s K Sr#/c . 



y) : NMR (400MHz. CDCI3 ) ^ppm 

3. 80 (3H. s) , 5. 74 (2H. 
s) , 6. 73 (IH, s) , 6. 90 (2H, 
d) . 6. 95 ( IH. t ) , 7. 05-7. 
'07 (IH, m) , 7. 38 (2H. d) . 7. 
44— 7. 46 (2H. m) , 7.86(2H, 
d) , 8. 23 (2H, d) ; MS(FAB)m 
/z 538 (M*+1); TcS^^ffiCz, His I N 
^O^SV[%m.{%) C. 46.08: H. 3. 3 
1 ; N. 1 2. 79, mm. {%) C, 46. 8 

7 ; H. 3. 67 ; N, 1 2. 1 5. 
[0430] (XS2) N- (3- (2- (4-j^^ 

orf-;U-2-f'TV'J/P) xf-ri;U) yx.~)V) -4 
- (2- (4-^ h^i^'<yi/>) -2H-f-h7y'- 
/l— 5— f;u) o-fe:yx/i^7^ yT$ H<7)-^^ 
N- (3-'f:tK7x-;P) -4- (2- (4-^h=5f 

v-'^yx/U) -2H-xh9y-;l'-5-^;W) <y-fe' 
yx;l^7=}->'7S Ki:4-i^^'n7'f-;l^-2-x^:i;i/ 

^7 ^HM^J 1 oxg4 1 U . N - 

(3- (2- (4-S^^n7'^;U-2-f-7Vl»;l') x 
f-:i;l/) 7xx;W) -4- (2- {4-yiV^'^^y=J 

)V) -2H-7^h7V-;P-5->f/i^) ^y-fc:y:^;U7 

114 13 0-13 2°C m^^nmm ■. ^UU-i-^JVM.- 
n-^df-Hfy) ; I Rt/nax cm-» 2216; NM 
R(400MHz, CDCI3 ) 5-ppm 1. 8 8— 
2. 40 (6H, m) . 3. 69 (IH, m) . 

3. 79 (3H. s) , 5. 73 (2H. 
s) . 6. 80 (IH. br s) , 6. 89 
(2H, d) . 7. 00 (IH, s) . 7.1 
4 (IH, d) , 7. 21 (IH. t) , 7.2 
9 ( IH, t) , 7. 32 ( IH, d) . 7.3 

8 (2H. d) . 7. 84 (2H. d) . 8. 
19 (2H, d) ; MS(FAB)m/z 583 
(M^ +1) ; TCfg^^fiCaoHjgNe O3 Sj -H 

iOi[m.{%) C.59.99: H, 4.70; 
N, 13. 99, (%) C. 59. 91 ; 

H, 4. 37 ; N. 1 3. 88. 
[0431] (IS3) N- (3- (2- (4-i/^ 
o7"^;p-2-^7VU/l') -4 - ( IH- 

•f h 9V-;i/- 5-^)V) Ky^yx)Vy tvr^ Y<r> 

N- (3- (2- (4-i^^n7'^;U-2-f-7Vy 
y3.~)V) -4 - (2- (4-^b^v 

Kyi^)U) -2n-y-Y=7Y-}V-5->\)V) Ky-^y 

WM. 17 2-1 7 5*C (decomp. ) (g^fa?! 

^X3U7i-^)VJi.-n-^^^y) ; IRt/maxcm 
-» 221 6. 1656, 1602. 1576. 153 
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8,1352: NMR (4 OOMHz. CDC la ) 
^Ppm 1 . 88~2. 4 0 ( 6H. m) . 3. 
69 ( IH, m) , 3. 79 (3H. s) , 5. 
73 (2H. s) . 6. 80 (IH, br 
s) . 6. 89 (2H. d) . 7. 00 (IH, 
s) . 7. 14 (IH, d) , 7. 21 (IH, 
t ) , 7. 2 9 ( IH. t ) , 7.32(1 
H, d) . 7. 38 (2H, d) , 7. 84 (2 
H. d) . 8. 19 (2H, d) ; MS (FA 
B)m/z 463 (M* +1); TcS^J-ff^lCjj 
HisNe O2 Sj • I/2H2 Oimm (%) C, 5 
6.04; H. 4. 06 : N, 17. 82, M^M 
(%) C. 56. 1 2 : H, 3. 93 ; N, 17. 
94. 

[0432] [^»140] N-(4-(lH-T 
h7Y-)i'-5-^JV) -3- (2- (4-j^:707'f- 
;l^-2-f-Tyy;U) :r.i--fV) Ky-^yxfU7tyT 
5h' : 

(ISI) N- {4- {2- 
}V) -2H-TVyY~JU-5--()U) -3-rntA; 

N- (4 - (lH-rb9V-;U-5-^;l^) -3-7" 
\n^Ky-i£yxfiyy * yr 5 b' SrHSfi^iJ l oig 3 1 
HatJaSL. N- (4 - (2- (4-^h^i^<y>'' 
)U) -2H-Thy'/-)U-5-^)U) -3-7'o^'<. 

19 0-1 9 2'c mi^^amm ■. mt^^uy- 

n-A^df-tfy) ; I Ri/max cm-i 1614, 15 
16,1348; NMR (400MHz. CDC 1 
3 ) ^ppm 3. 79 (3H, s ) . 5.7 1 
( 2H. s ) , 6. 7 1 ( 1 H. s ) , 6.8 
9 (2H, d) . 7.18 (2H. d) , 7. 
30 ( IH. t ) . 7.37 (2H, d) . 
7.67 (2H, d) , 7. 97 (1 H. t ) . 
8. 03 (2H. d) ; MS(FAB)m/z 5 
01 [(M* +2)+l]. 499[(M* )+l] ; 

TiMmmCiiiiis^rN^ 03 smM-m{%) 

C. 50. 4 1 ; H, 3. 63 : N, 14. 00, 
mm. (%) C. 50. 73 : H. 3. 87 ; 
N. 13. 99. 

[0433] (XS2) N- (4- (2- (4-^h 

^i^Ky-J/i') -2H-Th9y-;i'-5— f;i^) -3 

N- (4- (2- (4-;<h^i^Ky'JJl') -2H-r 

hvY-fU-s-^ju) - 3-fu^''^y-^yx)Vyi[ 

yT^Yi:mmi9<7)xu2}immz9mL. n- 

(4- (2- (4-^h^'><yx» -2H-xh7 

y'-;i/-5-^;i/) - 3 — < jJ- H'<y-b'y;^;U7 :r yr 

BUS 19 7~2 01'C(l|iSa^i«:«^tX^l^y- 



n-^^^y) ; I Rvmax cm-i 16 14. 15 
1 6,1 348; NMR (400MHz. CDC 1 
3 ) ^ppm 3. 79 (3H, s) . 5.7 1 
(2H. s) , 6. 89 (2H, d) , 7.1 

5 ( IH. t) , 7. 1 7 (2H, d) . 7. 
37 (2H, d) . 7.69 (2H. d) . 

7. 86 ( IH, d) , 8.0 3 (2H. d) , 

8. 16(2H, d) ; MS(EI)m/z 54 

7 (MM ; 7C^^5ffiC2,Hi8lN5 O3 SttSil 
(%) C, 46. 08 ; H. 3. 3 1 : N. 1 2. 7 

9. il^ffi (%) C, 46. 36 ; H. 3. 4 

8 ; N. 1 2. 66. 

[0434] (IS3) N- (4- (2- (4-^h 

^i^^y=J)\/) -2H-^hyY-lU-5--^)l) -3 
- (2- (4-i^^n7'f-;t'-2-f-TyU;k) x^::^ 
)l) Ky-^fyxji'y^yTS. \^co-^^ 
N- (4- (2- (4-;>ih^>'^y'Jf\^) -2H-r 

hyY->p-5--(/u) -3— ^:t^'<y•fe'y^;^7^}• 
yr s H i: 4 - oT^f-zk- 2 -x^::i;l/f-Ty-;l' 
$:IISfe0iJlOIg4i:|iI«t33{!^L, N- (4- (2- 
(4-;>{hdf>'^yi^» -2H-rh7y-;u-5- 
-3- (2- (4-S^:7ny^;W-2-^TyU 

li^ 1 6 7~ 1 6 9r m^^amm : i^on^l^/Pvi^- 
n-A.dfi?-y) ; IRvmaxcm-i 2216. 16 
14, 1 514, 1480. 1388, 1846; N 
MR (400MHz. CDC I3 ) 5ppm 1.89 
~2. 40 (6H. m) , 3. 72 ( IH, 
m) , 3. 79 (3H. s) . 5.70 (2H, 

s) . 6.88 (2H, d) , 7.00(1 
H, s) . 7. 07 ( IH, s) , 7.21 
(2H. d). 7.36(2H, d). 7.3 

9 ( IH, t) . 7. 57 ( IH. dt) . 
7. 72 ( IH, dt) , 8. 03 (IH, 

t), 8. 03 (2H, d) ; MS(FAB)m 
/z 583 (M* +1); TcS^^-fiffiCaoHzsN 

6 O3 S2 • I/4H2 Otf»®(%) C, 61. 3 
6 ; H. 4. 55 : N. 14. 31, SU^ffl 
{%) C. 6 1. 2 1 ; H. 4. 49 ; N. 1 
4. 31. 

[0435] (Ig4) N- (4- (IH-Th^y 
-;U-5-^;P) -3- (2- (4-i/^n7^;i— 2 
-f-rVU/l^) xf-:::;!/) ^y-fe>;^;P7:r ^75 b'^^ 

N- (4- (2- (4-^h^S^'^.yx;l') -2H-r 
hyY-)l^-S-^)U) -3- (2- (4->'^'o7'f- 
;^-2-^Ty'J;^) xf-::i;P) 'vy-fe>x/P7 :r yr 

5 K imm 1 (oxm 5 1 mizmm l . mmmm 

it, 

SJUS 13 9-14 2*0 (dec omp. ) 
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U: ^UVl:it-^fUJ>,-n-^^^y) : IRvmax cm 
-1 2220: NMR (4 OOMHz . DMSO-d 
6)5ppm 1 . 83~2. 34 (6H, m) , 
3. 67 (IH. m) , 7. 34 (2H, d ) , 

7. 57 (IH. s) , 7. 68 ( IH. t) . 
7. 90~7. 94 (4H, m) , 8. 06 (1 

H. t) , 1 0. 87 ( IH. s) ; MS (F 
AB) m/z 4 63 (M* +1) ; TiM^Vfmzz 
HieNs O2 S2 - Hi Otmii(%) C. 54. 9 
9 ; H. 4. 1 9 : N, 1 7. 14, Sll^ffl (%) 

C, 54. 69 : H. 3. 97 : N. 17. 1 
8. 

[04 36] [|IStfia|141] N-(3-(2-(4 

-i^^'D7'f-;t-2-f-Ty'J;P) xf-::i;i/) 7i- 
y|/) -4- ( IH-f h7V-/I^-5--f;l^) '^yXT 
SH : 

(ISI) 4- (2- (4-;>{h=af>"<.y>'VW) -2 

H - r h 7 y - 5 — ^ 71/ ) ^SMMco-^fH 
x.^)V A- {2- {A-y<V^>'^y=J)V) -2W- 

liZ^mL^ 4- (2 - (4-^h^v<y>^» -2H 

NMR (400MHz, DMSO-ds ) ^ppm 
3.75 {3H. s) , 5. 94 (2H, s) , 

6. 96 (2H. d) . 7.41 (2H. d) , 

8. 1 1 (2H, d) , 8. 1 6 ( 2H, d) ; 
7C^^^<lCi6H,4N4 O3 tm^(%) C, 6 

I. 93; H, 4. 55 ; N, 18. 0 6. SOSffi 
(%) C. 61. 59 : H. 4. 56 : N. 1 

7. 80. 

[0437] (1^2) N- (3- (2- (4-S/^' 
ny-f;P-2-^rVU;l^) xf-zi/P) 7x-;|/) -4 
- (2 - (4-;>{h^>"<.y>';U) -2H-rh7y- 

4- (2 - (4-;< h^i^'<.yx;P) -2H— rh^V 
-/l^-5— f;l^) mm^t3- (2- (4-x^'oy 

^;i/-2-^rvu;w) x^x;i.) r-'}y^mm\ 

OA<r>JM2tnW,z9mL. N- (3- (2- (4- 
>':?^7'^;^-2-f•ry'J;^) xf-z:;l/) 7x-;l/) 
-4 - (2 - (4-^ h^>"<.y>'» -2H-f h7 

NMR (400MHz, CDC I3 ) 5ppm 1.8 

9~2. 41 (6H, m) , 3. 70 (IH, 

m) . 3. 80 (3H. s) , 5.76 (2H, 

s ) . 6. 9 1 (2H, d) , 6.96(1 
H, s) , 7. 38~7. 4 1 (4H, m) . 
7. 7 1-7. 75 (IH. br) , 7.89(1 
H. d) . 7. 97 (2H, d) . 8. 27 
(2H. d) ; MS (FAB) m/z 547 (M* 



+ 1) . 

[0438] (IS3) N- (3- (2- (4-v:5' 
n7'f-;U-2-^TV'l);P) xf-x;u) 7xx;i/) -4 

N- (3 - (2 - {A->'9uf^)V-2-^rV^} 

)V) x.^-)V) 7x-;i-) -4- ( iH-Th7y'-;i' 

MA 22 5~2 2 7r (S^^B^^ : 9UXDit^)VJ^- 
^^y-Ji') ; NMR (400MHz. DMSO-d 
6 ) 5ppm 1. 83-2. 35 (6H. m) . 
3. 68 ( IH. m) . 7. 42 ( IH. d) . 

7. 50 ( IH. t) . 7. 53 ( 1 H, 

s) , 7. 89 (IH. dd) . 8. 16 (1 

H. d) . 8. 1 9 (2H. d) . 8. 23 
(2H. d) . 10. 58 (IH. br) ; MS 
(FAB) m/z 427 (M* +1); yiM^m 

jiCzjHigNe OSif%m(%) C. 64. 77; 

H, 4. 25 ;N. 19. 70. SlSffi (%) C. 

64. 64 : H. 4. 33 : N. 19. 47. 
[0439] [|liS^J142] N-(3-(2-(4 

-y^v2ri-ju-2-f-rYViu) xf-x;i^) 7x- 

/L-) -3- ( lH-Th7y-;l^-5-^;l/XyX7 
5h' : 

ixmi) 3- i2- (A-Xh^iy<y'JjU) -2 
H -r h 7 Y-)U- S-&#K<7)-^« 
xf-yl^ 3- (2- (4-.>< h^v-'^yx;!^) -2H- 

r b ^v-)v- 5->ffU) ^mmmm 5 6bm 

l>zmmi. 3- (2- (4-^h^v<y>'» -2H 

-r h 7 v'-;i/- 5 - ;i^) ^,&Sit&#/i . 

NMR (400MHz, DMSO-dg ) 5ppm 
3. 75 (3H. s) , 5. 92 (2H. s) . 

6. 97 (2H. d) . 7.4 1 (2H. d) . 

7. 69 ( IH, t ) , 8. 08 ( IH. d) , 

8. 27 ( IH. d) , 8. 58 ( IH. 
s) . 

[0440] (IS2) N- (3- (2- (A-i^^ 
OT"^;!.'- 2 -f-TV ';;!/) x^x;l^) 7 x -;!.') -3 
- (2- (A-yh^i^Ky'J)U) -2H— fh7V- 
;P-5-'f ;l/) KyXTS^ F<^-^fi^ 
3- (2- (4-;<N^S/<yv;P) -2H-Th7V 
-;u-5->f;P) 3- (2 - (4-i^^'D7' 

^;l^-2-f-Ty'J;l^) T-vyi:mmmi 

0A<^xm2bnmiz9mL. n- (3- (2- (4- 

i^^'^7'^;^-2-f■7y•J;^) x^x;i/) 7xXyU) 
-3- (2- (4-^hJrx'<.yv» -2H-Th7 
y-;l'-5— f;W) '<.yXTS H^r^/c. 
lt^l40-142X:; NMR (400MHz. CD 
C I3 ) ppm 1 . 92-2. 39 (6H. 
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m) . 3. 69 (IH. m) . 3.80 (3H. 

s) . 5.75 (2H. s) . 6.9 1(2 
H, d) , 6. 95 ( IH, s) , 7.3 5— 
7. 4 1 (4H, m) , 7. 61 (IH. t) , 
7. 73 ( IH. m) . 7. 92 ( IH. s ) . 

8. 02 (IH, d) . 8. 07 ( IH. 
s) . 8. 31 (IH. d) , 8. 57 (IH. 

s) . 

[0441] (Ig3) N- (3- (2- (4-i^^' 

o7'f-;^-2-^rrU;^) x^-;u) 7x-;u) -3 

- ( lH-T^7V-;^-5— f;u) '^yxrsHco^ 

N- (3- (2- (4->'^'n:^f-;U-2-^rVU 

x^r:;l.) 7x::^;P) -3- (2- (4-;< h^iy 
Ky'Jfl) -2\{-t\'V^/-)V-5--^)V) KyXT 

M^l 68~170"'C ; NMR (40 OMHz. DM 
SO-dg ) 5ppml. 87—2. 31 (6H, 
m) . 3. 68 (IH. m) . 7. 42 (IH. 

d) . 7. 50 ( IH. t) . 7. 54 ( 1 
H. s) . 7.81(1. d) . 8. 27 (1 
H. d) . 8. 65 ( IH. s) , 10. 66 

(IH. s) ; TC^^ffliCagHisNg OS • 1/ 
4HiOm.m(%) C. 64. 10: H. 4. 3 
3 ; N. 19. 5. mm (%) C. 63. 83 ; 
H. 4. 17 ; N, 19. 59. 

[04421 [|IJfe0'Jl43] N-(3-(2-(4 

;U) -N- (4- (2- (4-^h^i/<yi^;U) Th 

(XSl) N- (3- (2- (4-i^:7o7"f-;l'-2 
-f•Ty>;;^) Xf-r.;l^) 7x-;P) -N- (4- (2 

- (4-p<h=^ri^'<.>'i^» Tb7V-/l^-5-'f;P) 

3- (2- (A-:^\-^l/'^y'y)V) -2H-f h7V 
-;l.-5->f;U) S,i.#i8i:N- (4- (2 - (4-^ 
V^'i/^vi/)V) rh5y-;i'-5-^;u) <yv'-f 
;l^) ^ 'J i^y x^;P xxr/l^SrHISM 1 0 4 iOlS 
ItWmz^y^. N- (3- (2- (4->'^o7"^ 
;U-2-^ry'J;l') xf-czyl') 7x::i/l/) -N- (4 

- (2- (4-.XbJfi^'<^>>'Vl>') Th7V'-;U-5- 
'f;!/) '^yy^f/P) ^'Ui/'^' xf-;p x:^r;u$:rftK 

NMR (400MH2. CDC I3 ) ?ppm 1.3 
1 (3H. t ) , 1. 88-2. 4 1 (6H. 
m) . 3. 68 (IH. m) , 3. 78 (3H, 
s) . 4.26 (2H. q) . 4.60(2 
H. s) . 5. 70 (2H. s) . 6. 8 6~ 
6. 90 (2H, m) . 6. 96 (IH. s) . 



7. 1 1 (IH. d) . 7. 18 (IH. t) . 

7. 34-7. 38 (3H. m) . 7. 44- 
7. 46 ( 3H, m) , 7. 97 ( IH. d) . 
[0443] (1^2) N- (3- (2- (4->':J' 
ay^;l^- 2 -^ryU/P) x^:i;l^) 7xr:;u) -N 
- (4 - (2- (4-.X h^i^^yi/^) rh^y-;!' 
-5— ^^I'Xyy'f;!^) :J^ui^y<7)^^ 

N- (3- (2- (4-i^^oy^7l^-2-^TyU 
Xf-:::;P) 7x^;U) -N- (4- (2- (4-^ 

v^i/^yi^A^) xh9y-;u-5-^;w) '^yy^f 
;w ) ^ 'J y xf-zi- xxr;W$rllM^J 5 6 i: l^lSl: 

94— 96*C; NMR (400MHz. DMS 
O-ds ) 5ppm 1. 83-2. 32 (6H, 
m) . 3. 65 (IH. m) . 3. 73 (3H. 

s) . 4. 57 (2H. s) . 5. 88 (2 
H. s) . 6.94 (2H. d) , 7. 22 
(IH. d) . 7. 31 ( IH. t) , 7. 36 
(2H. d) . 7. 43-7. 47 (3H, 
m) , 7. 53 (IH. s) . 7. 57 (IH. 

s) . 7. 92 ( 2H. d) . 12.96(1 
H, s) . 

[0444] [||5fifi^J144] N-(3-(2-(4 
->^^ny^;l'-2-^ry»J;l^) :s~'f-iV) 7x- 
-N- (4- ( 1 H-Th9y-^w-5— f;l') 
yy-^;l^) ^Uv-y xf-;i^xxr/i^ : 
N- (3- (2- (4-s/^oy^;i^-2-^Ty!; 

yp) xf-:i;U) V x.~}V) -N- (4- (2 - (4-^ 

hdfi^^yi'Vi/) xb7y-;u-5-'f;p) <yy-f 

)V) ^')'^y xf-;i^ xxr/l^Sr|life0iJl<OXS5^ 

ibS. 89— 91''C; IRvmaxcm-i 2216, 
1746. 1 660 ; NMR (4 OOMHz, DMSO 
-de ) <Jppm 1.30(3H, s),1.83 
-2. 32 (6H, m) . 3. 66 ( IH, 
m) . 4.17 (2H, q) . 4.67 (2H. 

s) , 7. 26 ( IH. d) , 7. 34 (1 
H, t) , 7.47 (IH. d) . 7. 52- 
7. 53 ( 3H, m) , 7. 6 1 ( IH, s ) , 

7. 93 (2H. d) : MS(FAB)m/z 
513 (M* +1) . 

[0445] [||Jfe0lJ145] N-(3-(2-(4 
-i/^Dyf-;P-2-f-Ty'J;i') xf--;P) 7x- 
;P) -N- (4- (IH-f h7y--'l'-5— f/l/) < 
y^rMv) ^')l/y: 

N- (3- (2- (4-i/^'ny^/P-2-f-ryy 
;p) xf•r:;^) 7xr:.;l/) -N- (4- ( 1 H-rh7 

y-;w- 5 — < ;u ) 's y y ^ ;w ) 'J V y xf-;px;<. 
r;US:IIM0iJ 5 6 i: |Hiaifc:«iaL . ^!|%iSri#^. 
Bl^ 13 5-13 8*C; IRj/max cm-» 221 



(94) 



0-195063 



6, 1738. 1 656 ; NMR (400MHz, DM 
SO-ds ) dppm 1. 86~2. 33 (6H, 
m) , 3. 65 (IH. m) , 4.58 (2H, 
s) . 7. 26 ( IH, d) . 7.33(1 
H. t) , 7. 46 (IH. d) . 7. 52 
( IH. s) , 7. 52 (2H, d) , 7.5 
9 (IH. s) . 7.93 (2H. d) . 1 
2. 95(1H, s) ; MS (FAB) m/z 4 
85 (M* +1 ) . 

[0446] [IISSCT146] N-(3-(2-(4 
-i^^o7"f-;^-2-^ryj;W) xf-riyp) 7i- 
JU) -N-^-?-;U-4- {lU-ThyY-)U-5-^ 

(Xni) N- (3- (2- (4-i^:?oy^;P-2 
-f-TV'J/U) xf-r:;!/) 7xX;P) -N-^f-;l/-4 

- (2- {4-^h^i^'^y>')\^) -2H-ThyY- 
jV- 5 ->f ;W) KyXT^ H<^^ 

3- (2- (4-i^^n7'^;P-2-^TVU/l-) 
x;l/) -N-;<^;U-T-Uyi;4- (2- (4-^h 
dfi^Oi/VW) -2H-xh7y-;P-5-^;U) ^.t 
#itS:IISfi^Jl0 4OlS2i:|nI^l:«iat. N- (3 

- (2 - (4-i/:7n:/^;W-2-^TVy;W) x^- 

7x:::;W) -N-;<f-;U-4- (2- (4-;=<b^ 
i/'/u ) - 2 H -T h 7 V-;u- 5 - ^ ;p Xyx 

NMR (400MHz. CDC I3 ) ^ppm 1.8 
8~2. 41 (6H, m) , 3.51 (3H. 
s) , 3. 68 ( IH. m) . 3.78 (3H, 
s) . 5.69 (2H. s ) , 6. 88 (2 
H. d) . 6. 96 ( IH. s) , 6.99 

(IH. d) . 7. 18 (IH. t) . 7. 34 
~7. 38 (4H, m) , 7. 4 1 (2H, 
d) , 7. 97 (2H. d) . 

[0447] (IS2) N- (3- (2- (4-^^^^ 
n7'f-yP-2-f-Ty'U;P) xi--!i') 7x-;l^) -N 
-^i->i'-4- ( iH-Tb7y-;p-5— (;^) <y 

N- (3- (2- (4-i^^D7'f-;P-2-^Ty'J 
;U) X^-;U) 7x-;U) -N-p(^;U-4- (2- 
(4-;^h^i^^yi'>) -2H-f h 7^-/1^-5 - 
>f ;U ) XT 5 K SrimSW 1 WXS 5 i: 

MA 1 26~1 2 8*C (decomp. ) 

: ^'OQd^/l^ix-n— ^^-9"y) ; IRumx cm 
-» 2216.1650: NMR(400MHz.D 
MSO-dg ) ^ppm 1. 83—2. 32 (6H. 

m) , 3.42 (3H. s) . 3. 66 ( 1 
H. m) . 7. 28 ( IH, d) , 7. 34 ( 1 
H, t) , 7. 45 (IH, d) , 7. 53 
(IH. s) . 7. 53 (2H, d) . 7.6 



6 (IH, s) , 7. 91 (2H. d) ; MS 
(FAB)m/'z 441(M*+1): jm^Vim 

C24H2oN6 OS • 1/4H2 otn:fi (%) C, 6 

4.77: H, 4. 64 ; N. 18. 88, il^ffi 
(%) C. 64. 98 : H. 4. 75 : N. 1 
9. 04. 

[0448] [||SI^J147] N-(3-(2-(4 
->'^n7'^;U-2-f-rV''J;l^) xf-::i;U) 7xX 

;i/) -4- (2-^f-;i'-Th5y-;w-5-^;P) 

yXTS H : 

(xmi) 4- (2-^^;^-2H-x^7y-;^- 
5-^;^) 

.X^/P 4- (2-^^;^-2H-r^7y-;^-5- 
'f ;W ) $-t#M$rll]lfi6^ 5 6 i: lajatcMS t , 4 - ( 2 
-}<^)V-2Yi-TVyV-)V-5-^)V) ^m#ilSr 

NMR (400MHz. DMSO-dg ) ^ppm 
4. 45 (3H, s) . 8. 1 1 (2H. d) , 
8. 18 (2H. d) . 13.2 (IH. br 
s) . 

[0449] (XS2) N- (3- (2- (4->^^' 

o7'f-;P-2-f-ryuyP) x^-;U) 7x-;W) -4 

4- (2-^^;l^-2H-Th7y-;l'-5-'f;l') ^ 

3 - ( 2 - ( A-i^^vJ^i-JU- 2 -i-TY^J 
;P)x^-;U) -N-p(f-;l/-T-'Jyi:$:l|]!i0!ll 0 

M)^ 20 0~2 0 2r (S^^^li : ^'o^:^/^A- 
n-/\dt-9-y) ; I Rvmax cm-i 2216, 16 
56,1606: NMR (400MHz, DMSO- 
ds ) ^ppm 1. 84~2. 41 (6H, m) , 

3. 7 1 ( IH, m) , 4.46 (3H, 
s) , 7. 41 (IH, d) , 7. 48 (IH, 

t) , 7. 53 ( IH. s ) , 7.88(1 
H, d) , 8.1 5~8. 1 6 (3H. m) , 
8. 21~8. 24 (2H, m) . 10.56(1 
H, s) ; MS(FAB)in/z 441 (M* + 
1) : 7EII^^«TfilC24H2oN6 OS - I/2H2 OH- 
nm(%) C, 64. 13 : H, 4. 71 ; N, 1 
8. 70, m^m{%) C, 63. 89 : H, 
4.56: N, 1 8. 66. 

[0450] [|ISfi^J148] N-(3-(2-(4 
-i^:?orf-;l/-2-^7yy;l^) x^:^yU) -2-^ 
^jUyx-)U) - A- ( lH-Tb9y-;l'-5-'f 
)V)KyXr^Y:A - (2- {;<V^i^KyV)V) - 
2H-ThyY~J\^-5--(fU) ^,mmt3- (2- 

(4-v'^ D7'-?-yU-2 -f-r yj ;U ) xf-x;P) -2 

-jt^)UT-'jyt^:msmioA(r>xn2tmmizm 
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22 3-2 2 5'C m^^a^m : ^'OO*;!/^- 
Ju:}'y-)Un-'^^-^y) ; IRi/maxcm-i 22 
08. 1640; NMR (400MHz, DMSO- 
ds ) ^ppm 1. 89~2. 29 (6H, m) , 
2. 43 (3H, s) . 3. 66~3. 70 ( 1 
H, m) . 7. 3 1 ( 1 H. t ) , 7. 5 1 ( 1 
H. d) . 7. 53 ( IH. s) . 7.57 

( IH, d) . 8. 21 (4H, s ) . 10.2 
6(1H, s) ; MS(FAB)m/'z 44 1 

(M* +1); 7U^^«fffiC24H2oN6 OS • 1/ 
4H2 OthSLffi (%) C, 64. 77 ; H. 4. 6 
4: N. 18. 88, ilSffi (%) C, 64. 6 
0 ; H. 4. 58 ; N, 1 9. 08. 

[04 5 1] [^ill0lJl49] N-(3-(2-(4 

->-^'orf-;i/-2-^ry'';;u) xf--;p) yx.~ 

)U) -3-^h^j/-4- ( lH-T^5V-/^-5- 
-f;^) ^yXTS H : 

(1^1) N- (3- (2- (4-S^i?oy^;P-2 

4- ( 1- (4-:>(h^i^<y=JjU) -IH-ThyY 
-;U-5-^)U)KyXTS.V. RX/ N-(3-(2 
- (4->-:7D7'^;P-2-f-TVy;l/) xf--;p) y 
x-JV') -3-jlh^i^-4- (2- (4-^h^i/^ 

yi^)U) -2H-Th9V-;w-5-'f ;p) <yXT5 

3-;<h='fi^-4- (1- (>b^fi^'^yv» - IH 
(2- (p{h=>fi^'<:^i'» -2H-Th7 

V-y^-5-^;^) 3c.&#MiOii-&!Hj ( iffl: 2fi= 

1:1) b3- (2- (4->-^'07'^;P-2-^rr 
y;W) Xf-ri;l,) T-VytimM^l 0 3(DXmi t 

mmizumu N- (3- (2- (4->'i?or^;p- 

xf-ri;u) 7x-;P) -3-;»<h^i^ 
-4- (1- {A-Mh^i^KyiyJU) -IH-rh^ 
Y-)\^-5-^}l^XyX7%\^. RX/ N-(3- 
( 2 - ( 4 - x:? 2 — f TV U x^- 

;P) 7x-;^) -3-^h^>'-4- (2- (4-^h 

^i/^yj^vu) -2H-xh7V-;i^-5--^;u) 

XrS H (*<Jl : l<^il-^) 5:?iJ^llfe?a^^!tUi: LT# 

NMR (400MHz. CDC I3 ) «PPm 1.8 
8~2. 39 (6H. m) . 3. 70 (IH. 
m) , 3. 75, 3. 77. 3. 80 and3. 9 
6(6H, each s), 5.39 and 
5. 79(2H, each s). 6.74 and 

6. 90(2H. each d), 6. 95-6. 
97 (2H, m) . 7. 31 ( 1/2H. d) , 

7. 38~7. 42 (4H. m) . 7.57- 
7. 59 ( IH. m) . 7. 77 ( IH. m) . 



7. 92 ( l/2m. d) . 7. 95 ( 1/2 
H, d) . 7. 99 ( 1/2H, d) , 8.27 

( 1/2H, s ) , 8. 44 ( 1/2H, s ) . 

[0452] (XS2) N- (3- (2- (4-i^:;' 
uy^}U-2-f-rYVfU) x^:i;U) 7xX;P) -3 

yXT 5 HiO-^fiK 

±iM 1 T^mit^mi . mm i <7)xm 5 1 miz 

Wi^ 197~199'C: IR^/maxcm-i 220 
8.1654; NMR (400MHz, DMSO-d 
6 ) .Jppm 1. 85-2. 35 (6H. m) . 
3. 68 ( IH. m) , 4.10 (3H, s) . 

7. 43 (IH, d) . 7.51 (IH, 
t) , 7. 54 ( 1 H, s) , 7. 77 ( IH, 

d) , 7. 78 ( IH. s ) . 8.13(1 
H, s) . 8. 29 (IH, m) . 10. 58 
(IH. s) ; MS (FAB) m/z4 57 (M* 

+ 1) ; 7CS^«ffflC24H2oN8 O2 S-H2 Off 

M-M (%) C. 60. 75 ; H. 4. 67 : N, 1 
7. 71. m^m{%) C. 60. 74 ; H, 
4.32: N. 1 7. 1 6. 
[04 53] [MfigiJISO] N-(3-(2-(4 
-v^:^^7'f•;^-2-f•7y'U;^) Xf-a/P) 7x- 

-3-^-?-/l'-4- (lH-Th5V-;P-5-'f 
;l/) KyXTS. K : 

ixmi) n- {3- (2- (4-'y9uy^)V-2 
-^7Y^})V) x^-;l/) 7x-;U) -3-^^/P-4 

- (2- (4-^h^v"<.yi^V^) -2H-rh7V- 

3-^^/P-4- (2- (;<hdf>"^yi^';P) -2H- 
T b 7 V-;u- 5 ;l^) 3 - ( 2 - ( 4 - 

v-i7n7'^;P-2-f-TVU;P) x^x;U) rxtlyi: 
Sr^JfipiJ 1 0 3cr)Xn 1 fc m.\.zm^L. N - ( 3 - 
(2- (4->'^'ny^;l/-2-^TV'J;W) x^ri 
;p) -3-;<^;P-4- (2- (4->h=3?- 

v"<.yi^';l/) -2H-Th5V-;i^-5— f;u) '^yX 

NMR (400MHz, CDC I3 ) 6-ppm 1.9 
1-2. 39 (6H, m) , 2. 7 1 (3H, 
s) , 3. 69 ( 1 H, m) , 3. 8 1 (3H, 
s) . 5. 78 (2H. s) . 6. 92 (2 
H, d) , 6. 96 ( IH, s ) , 7. 38- 
7.43 (4H, m) . 7. 73-7. 77 (2 
H. m) . 7. 82 (IH. s) . 7.9 1 

(2H. m) . 8. 1 6 ( IH. d) . 

[0454] N- (3- (2- (4->^^'n7'^;W-2 
-f-Ty';;l') xf--;l/) 7x::.;l/) -3-p<f-/P-4 

- ( IH— fh7V-;P-5-'f/i/) Kyxr^Y<ry^ 
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N- (3- (2- (4->'^o7'^;W-2-f-TV'J 
;W)x^rL;P) 7x:l;^) -3-;<^;l/-4- (2- 
(4-^h=^ri/<y>'>) -2H-'fhyY-)U-5- 
^ )V ) <yXT 5 K &IUfe0<J 1 <^IS 5 i HatcMa 

it^ 12 8~1 30*C (SifefaJt^: iJ'nnT^yl.A- 
^r^y-ZU) ; IRvmax cm-i 2212, 167 
6,1654; NMR (4 OOMHz, DMSO-d 
6 ) (Jppm 1 . 87-2. 35 (6H. m) . 
2.61 (3H, s) , 3.68 (IH. m) , 
7. 41 (IH. d) . 7. 49 (IH, t) . 

7. 54 (IH, s) . 7. 87~7. 98 (3 
H. m) , 8. 02 (IH, s) . 8. 14 

( IH. s) , 8. 29 ( IH. m) . 10. 
54(1H, s) ; MS(FAB)ni/z 441 

(M* +1) ; 7U^^«f«C24H2oN6 OS - 1/2 
H2 0tmfll(%) C. 64. 13; H. 4.7 
1 ; N. 18. 70. mm. (%) C. 64. 4 
4 ; H, 4. 7 1 ; N, 18. 70. 

[04 5 5] [Ilififiajl51] N-(3-(2-(4 

;W) -6- ( lH-rh7V-/P-5— f/U) -2-f- 

(ISI) N- (3- (2- (4-$^^'07'^yP-2 
-^rVU^P) Xf-:z;u) 7x:i;l/) -6 - (2- (4 

-2H-rb7V'--'l^-5--^ 
/P) -2-^jr7x>-;<?;P;n^-^f5K<0-^^ 
5- (2- (4-^h^v'<>'>'/l') -2H-xh7V 
-;U-5— f;P) -2-f-:t7xy;»ir;W3Kyi!t 3- 

(2- (4->':?nyf-;l/~2-f-Ty';;i^) xf-- 

T-'Jy^HMi^lJl 0 30Igl fclsI^tC^JML. 
N- (3- (2- (4->':7o7"^;P-2-^TyU 
;|/) xf-x/U) 7xX;U) -6- (2 - (4-^h^j^ 
'^iyi^Vl/) -2H— rh7V-/P-5-'f;l-) -2-f- 

>r7xy;;?;pdfdf-»f5 Y^xmm^^t Lx%tz, 

NMR (400MHz. CDC I3 ) 5ppm 1.9 

1~2. 39 (6H. m) . 3. 70 ( IH. 

m) . 3.81 (3H. s) . 5-73 (2H. 

s) , 6.9 1 (2H, dt) , 6.96(1 
H, s) , 7. 37-7. 41 (4H. m) . 
7. 64 (IH. d) . 7. 68 (IH, m) , 

7. 78 (IH, d) . 7. 84 ( IH. 
s) . 

[0456] (IS2) N- (3- (2- (4->'i? 
n7'^;P-2-^rV!J;l') xf-r:;i/) 7x-;i') -6 
- ( lH-rh7V-;l^-5— f;!/) -2-^:t7xy 

N- (3 - (2- (4-v:?o7f-;U-2-^7yj 
)V) 7X-/P) -6 - (2- (4--Xhdfi/ 



3j-7xy;<^;l^;K=^r-tS K$-|ISfi0iJl<OlS5i:|5l;^tja 

ii^ 2 2 4-2 2 8'C m^m,% : ^nn:i->;l/A- 
; NMR (400MHz. DMSO-d 

6)^PPin 1. 84— 2. 34 (6H. m) . 

3. 68 ( IH, m) , 7. 4 1 ( IH, d 

t) , 7. 49 (IH, t) , 7.52 (IH, 
s) . 7. 82 ( ( IH, m) , 7.87(1 

H. d) . 8. 08 ( IH. t) . 8. 13 
(IH, d) ,10.61 (IH, s) ; MS 
(FAB) m/z 433 (M* +1 ) ;7r;^^^iiC 

21H16N6 OS2 H-»« (%) C, 58. 32 ; H. 

3. 73 ; N. 1 9. 43. jBJ^ffi (%) C. 5 

8.26; H, 3. 90 ; N. 19. 48. 
[0457] [|Uffe0lJl52] N-(3-(2-(4 

)V) -2-;>{f-;U-4- ( lH-Th7V-;P-5— f 

IV) KyXT^Y : 

(Igl) N- (3- (2- (4-v-^o7f-;l^-2 
-f-rVU/l/) x.^~)V) 7xx;U) -2-^^;l'-4 
- (2- {A-:^V^-yKy'J)V) -2H-rb7y- 
lV-5-^)V) KVXT 5 Hcrj^fK 
2-y^;l'-4- (2- (;^h^x'<>'i^>) -2H- 
T h 7V-;U- 5 -'f ;P) SASiti: 3 - ( 2 - ( 4 - 
>'^'o7"f-;P-2-^7y'J;P) x^:z/i/) T-UVi: 

^:mmm\o^(r)iLUimmz^mi. n - (3- 

(2 - (4-i^^a7'f-;I/-2-f-7y';;U) xf-- 
;P) 7xx;i.) -2-;^f-;l^-4- (2- (4-.Xh4r 

>"<.>'j/;U) -2H-rh7V'-;l'-5-'f;P) '<.:^X 

it* 12 8—130*0; NMR (400MHz, C 
DCI3 ) 5ppm 1. 91 — 2. 40 (6H. 
m) . 2.56 (3H. s) , 3. 68 ( IH. 

m) . 3. 80 ( 3H, s ) . 5.74(2 
H. s) , 6.9 1 (2H, d) , 6.95 
(IH. s) . . 7. 37-7. 41 (3H. m) . 
7. 56 ( IH. d) , 7. 70 (2H. br 
s) . 7. 89 (IH, b r s) . 7.98 
(IH, d) , 8. 03 ( IH, s) . 
[0458] (XS2) N- (3- (2- (4-j^^ 
nyf-;l/-2-f-ry'J/P) xf-x;i/) 7xx;i,) -2 

N- (3- (2- (4-i^^Qy^/l.-2-^TyD 
;^)Xf•x;^) 7xx;p) - 2-y^i-)V-A - (2- 
(4-^h^v'<.>'x;l/) -2H-f h7y-/U-5- 
^;l^) <yXT5 h'$:llli0ij 1^0X^5 

lijUtl3 5-13 7X:; NMR (400MHz, DM 
SO-dg ) ^ppml. 84-2. 33 (6H, 
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m) , 2. 50 (3H. s) , 3. 67 (IH. 

m) , 7. 4 1 ( IH. d) . 7.48(1 
H. t) , 7. 54 (IH. s) . 7.73 
( IH, d) , 7. 79 (IH, d) . 7.9 
8 (IH, d) . 8. 02 (IH, s) . 8. 
1 1 (IH, s) , 10. 65 (IH, s) ; M 
S(FAB)m/z 431(M*+1); jcMj^m 
iiC2,H2oN6 OS ■ 1/4H2 Oiinm (%) C. 
64. 77 ; H, 4. 64 : N. 1 8. 88. M 
S<i(%) C. 64. 87 : H. 4.87: N, 
18. 48. 

[04 591 [Ilifi0ljl 53] N-(3-(2-(4 
-S^^o:/f-;l'-2-f-Ty'J;P) x^r:;w) y^- 

(XSl) N- (3- (2- (4-i^^Pr^;U-2 

4- (2- {A-Mh^i^^y'JjU) -2H-rh9V 

3-^h^v-4- (2- i^h^i^Kyi^fl') -2H 
-rh7V-;i/-5-'f;u) ^.%W^b3- (2- (4 

-v^^7>;^-2-f•Tr';;^) T-uy 
bmmmio3(7)xmibnmmmi. n- (3- 

(2- (4-i^^'n7"^;P-2-^TyU;P) x^:i 
;P) 7x-;l^) -2-^h^x-4- (2- (4-^h 
_2H-Th9V-;i^-5-^;i^) 

NMR (400MHz, CDC I3 ) 5ppm 1.9 
0-2. 40 (6H, m) . 3. 70 (IH. 
m) , 3. 81 (3H, s) , 4.19 (3H, 
s) , 5. 76 (2H, s) , 6.92(2 
H, d) , 6. 96 ( IH, s) , 7.3 1 

( IH, d) , 7. 35~7. 42 (4H, m) , 
7. 83~7. 90 (4H. m) . 8.03(1 
H. m) , 9. 88 ( IH, s) . 

[0460] (IS2) N- (3- (2- (4-i^i7 
o7"^;W-2-f-Ty'J;W) x^:i;l/) 7x:i;W) -2 
-?(h^i^-4- (lH-y-hyY-JU-5—()U) K 
yXTiVff)^^ 

N- (3- (2- (4->-^P7■^;^-2-^TVU 

xf-r:;l.) 7x-;P) -2-^h^i^-4- (2- 
(4-;<b^i^<yi^» -2H-f h^y-Zl^-S- 
Wj^ 1 5 3~ 1 5 5"C mi^^Mm : ^'no*/PA- 
^^'y-;P-n— ^=^f-9-y) ; I Rvmax cm-» 2 
212,1672: NMR (4 0 OMHz , DMSO 
-de ) 5ppm 1. 83-2. 33 (6H, 
m) . 3. 67 (IH. m) . 4.01 (3H. 
s) . 7. 40 (IH. dd) . 7.47(1 



H. t) . 7. 54 (IH. s) . 7. 75 
( IH, dd) , 7. 82-7. 84 ( 3H, 
m) , 8. 08 ( 1 H, s) , 10.44(1 
H, s) : MS(FAB)m/z 457 (M* + 
1) ; %5gi>«fffiC24H2oN6 Ot Sthm<i(%) 
C, 63. 14 ; H, 4. 42 : N, 18. 41. 
m^m (%) C. 63. 54 ; H, 4. 58 : 
N. 18. 57. 

[04611 [SeSfi^Ol 54] N-(3-(2-(4 

-i^^'n-f^jl'-2-^TYV)\^) x^-;l/) -2-^ 
hdfi-7xr:;l.) -4- ( IH-rh^y-/!/-- f/W) 
KyXTS. H : 

(ISI) N- (3- (2- (4-j/^oy^;U-2 
-f-ryj/P) xf-r:;k) -2-y<h^>'7x-;P) - 
4- (2- (4-^>^i/<yi^» -2H-xh7y 

~)V-5-^)V) KyXT^ m-^^ 

4- (2- (j^tb^v'^yv'VP) -2H-xh7V'-/U 

-5--()V) ^,mmt3- (2- (4-i^7n7f-;U 

-2-^ryy;p) xf--;w) - 2-^h^i^T-uy 
t^:m^mio4<oxm2tnmiz>mu n- (3- 

(2 - (4-->^'n7f-;p-2— fry;;!') xf-- 
/L-) -2-><h^i/7x-;^) -4- (2- {4-;<h 
^i^Ky^jju) -2H-rh9y-;i'-5--Y;P) 

NMR (400MHz. CDCla ) ^ppm 1.9 
4~2. 4 0 (6H. m) , 3.67-3.74(1 
H. m) . 3. 80 (3H. s ) . 4.17 
(3H. s ) . 5.76 (2H, s ) , 6.9 
0-6. 93 (2H, m) . 6. 99 ( IH. 
s) . 7. 1 5 ( 1 H, t) , 7. 3 2 ( IH. 
dd) , 7. 40 — 7. 42 (2H, m) , 

7. 98-8. 00 (2H, m) , 8.27-8. 
29 (2H, m) , 8. 59 (IH, dd) , 

8. 65 ( IH, s ) . 

[04621(1^2) N- ( 3- (2- (4-^/^? 
n7f-;l/-2-f-Ty';;P) x.i--)U) - 2-^ h^i^ 
yx-)U) -4- (IH-r-hyY-JU-S-^A^) < 

N- (3- (2- (4->'^n7^;l^-2--^Tyi» 
;P) x.i--fU) -2-;>ih^iy7ji-fU) -2-;<h^ 
i^-4 - (2 - (4-^h=5fj^O'i^» -2H— fh 
yY-;l-5-^)U) KyXT$. K^rHMCTliOIgS 

11^ 186-187t: (decomp. ) (S^a^S 
: ^'on;i;;l'A-n-'\;?rH;-y ) ; iRi/max cm-i 
2216, 1658\ NMR (400MHz, DM 
SO-dg ) ^ppm 1. 86-2. 31 (6H. 
m) , 3. 63-3. 72 ( IH, m) , 3.9 
7 (3H. s) . 7. 24 (IH. t) . 7.5 
1 ( IH. dd) . 7. 55 (IH. s) . 
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7. 86 ( IH. dd) . 8. 1 9 (2H. 

d) . 8. 22 (2H, d) , 10.04(1 
H, s) : MS(FAB)m/z 457 (M* + 

1) : immmcttHn^e 02 s • 1/2H2 o 

tf»fi(%) C, 61. 92 ; H. 4. 55 ; N. 1 

8. 05, m&mi%) C, 62. 18: H. 
4.53; N, 18. 27. 

[0463] [*»J155] N-(3-(2-(4 
-v^'n:/^;l/-2-^rVy;P) xf-:i;l/) 7x- 
}U) -A- ( lH-Th7y-/W-5--f;U) -2-V 

(Igl) N- (3- (2- (4->-^Drf->l^-2 
-^TVU/l') xf-:::;t') 7x-;l') -4- (2 - (4 
-^h=^fi^<yx» -2H-xb7y--'l^-5--f 
- 2-h»j7;U:to^h^i/'<.>XT$h'<^B!(; 
4- (2- (4-^h^i^'<.>'i^';U) -2H-f-h7y 

5 f - 2 - h U ymn}< V^i^m^mt 
t3- (2 - (4-i^:7ny^;P-2-^ryy;P) X 

at. N- (3- (2- (4-i'^nyf-;l/-2-^T 
V'U;p) x^:i;W) 7x-;U) -4- (2- (4-;>{h 
^i/'^yi^VP) -2H— fb^y-ZP- 5— f;U) -2 

^ 97~1 OOr (de comp. ) (Mm^um 
9uut^)V2>,-n—^^^'y) ; IRuwax cxar^ 

3288, 2940. 2216, 1656. 160 
8, 1 586. 1 548. 1 514; NMR(400 
MHz, CDCI3 ) (^ppm 1. 89—2. 42 
(6H, m) . 3. 66~3. 74 ( IH. m) , 

3. 81 (3H. s) , 5.77 (2H, 
s) , 6.9 1-6. 93 (2H. m) , 6.9 
6 (IH. s) . 7. 37-7. 43 (4H, 
m) . 7. 69-7. 72 (IH, m) . 7.8 
9 (IH. s) . 8. 14 (IH. s) , 8. 
22 (2H, s) , 8. 39 (IH, s) ; M 
S(EI)m/z 63 0 (MM; TcS^^ffiCaz 
H25F3N6 O3 Sffi^n^{%) C. 60. 95; 

H, 4. 00 ; N. 1 3 . 33. iffl^ffi (%) 

C. 60. 69 ; H. 4. 1 6 ; N, 1 3. 5 
4. 

[0464] (IS2) N- (3- (2- (4-i^^ 
U-fi-)V-2-i-7V^))V) Xf--;!.-) 7x-;P) -4 

- ( 1 n-'fyy'/-)v-5-Mv) -2-v^}y)Vic 
N- (3- (2- ( 4 -i^:?oy^;i/- 2 -^ry; 

)V) x.^~)V) 7x-;P) -2-y<Y^i^-A- (2- 

(A-yiV^'y^y'J)V) -2H-f ^7y-;^-5- 
'fy^) -2-M;7;W3j-n^bdri/<yXTSH$-|ISfi 
fla|loiS5i:|iI:K{:«««L. mi^^'^fz, 
1^ 199-2 0 2*0 (dec omp. ) (Sifeft^ 



M: ifUXiit^)VJ>>) ; IRvmax cm-i 33 16. 3 
104, 2976, 2948. 2868, 2212. 1 
658, 1 624, 1 608. 1 584, 1 548; 
NMR(400MHz. DMSO-ds ) 5ppm 
1. 83-2. 31 (6H. m) . 3.63-3. 
72 ( IH, m) , 7. 44 (IH, d) , 
7. 50 ( IH. t) , 7. 54 (IH. s) , 

7. 75 (IH, d) , 8. 01 (IH. 
d) . 8. 06 (IH. s) . 8. 14 (IH, 

s),8. 22(1H, d). 10.87(1 
H. s ) ; MS (FAB) m/z 5 1 1 (M* + 
1) : 7C^^^5ffflC24Hi7F3 Ne O2 S ■ 0. 2 5 
Hj 0<7)ll-^<i (%) C. 55.97: H. 3. 4 
2 ; N. 1 6. 3 2. fflSfi (%) C, 5 5. 8 
8 ; H, 3. 42 ; N. 1 6. 44. 
[046 5] [||SSeajl56] N-(3-(2-(4 
-z^9uy^)V-2-i-7V^))V) :c^-)V) 7xri 

;i/) -4- ( iH-xh7y-;P-5-^yi') -2-Y 
'j7;l-^o;<^;KyXTS H : 
(ISI) N- (3- (2- (4->-^'Dy^;P-2 
-f-ryU;W) x^3:;U) 7x-;W) -A- (2- (4 

-;^hdfv<yv;w) -2H-f-h7y-;i'-5-^ 
/i^) - 2 - m; 7;l/:to^f-;i/'<.yXTS Ho^fig 
4- (2- (4-^h^S/'<.y>'VU) -2H-f-h7y 
5— f^P)-2-M; 7;P:tn^ ^^I'S.&Si?^ 
3- (2- (4->'^oyf-;U-2-^Ty'J;U) x^ 

-;i^) r- u y$:. mmm i o 3 1 1 (5i«t=;i5!ia 

N- (3- (2- (4->'i?ny^;P-2-^ry 
U;l/) xf-c::;l') 7x:::/l') -4- (2- (4-;<>=3f 
v'Oi/Vl/) -2H-f-h7y-;W-5->f;l-) -2- 

NMR (400MHz. CDC I3 ) ^ppm 1.8 
8-2. 41 (6H, m) , 3. 63-3. 72 (1 
H. m) , 3.81 (3H, s) , 5.76 

(2H. s) , 6. 91-6. 94 (2H, 
m) . 6. 95 (IH. s) . 7. 36-7. 4 
2 (4H. m) . 7. 66-7. 69 ( IH, 
m) , 7. 73 ( 1 H, s) , 7. 74 ( IH. 
d) . 7. 84 (IH. s) . 8. 36 (IH. 
d) . 8. 49 ( IH. s) . 

[0466] (Xg2) N- (3- (2- (4-i/^ 

oyf-^i.— 2 -^ry 'J ;i^) x^-;p) 7xri;p) -4 
- ( iH-rh7y-/u-5-^;u) -2-Y^)y)Vi^ 

N- (3- (2 - (4->'^'nyf-;P-2-^Tyi; 
;^)x^r:;^) 7x-;W) -4- (2- (4-;><h=^f>- 
Ky'J)V) -2\{-TVyV-lV-5-^)V) -2-V 
U7;P^n^f-;KyXT5 K$:llliWliOIS5i:|SI 
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MA 201~205'C (decomp. ) (lfJgS?S 
iJiXr^^y-zW-n-^^-ty) ; IRi/max cm-i 

3280, 2948. 22 16, 1 662. 160 
8. 1 580, 1 538; NMR(400MHz. D 
MSO-de ) dppm 1. 86—2. 31 (6H. 

m) . 3. 63-3. 7 1 (IH, m) , 7. 
44 ( IH, d) , 7. 50 ( IH, t) , 
7. 54 (IH, s) . 7. 72 ( IH, d) . 

8. 03 (IH. d) . 8. 05 (IH. 
s) , 8. 46 ( IH, d) , 8. 48 ( IH, 

s) . 1 0. 93 ( IH. s) ; MS (E I ) 
m/z 4 94 (M* ) ; 7cS:}i-*f<iC24Hn F3 N 
sOSm%m{%) C. 58. 29; H. 3.4 
6;N, 17. 00. m^m{%) C. 58. 1 
1 ; H, 3. 6 1 : N, 1 6. 73. 
[0467] [|lil01Jl57] N-(3-(2-(4 
-i/^'ny^;U-2-f-TVU;^) xf-:i;l/) 7x- 
;|/) -2-7;P:to-4- ( lH-T^9V-;^-5- 
^;^) <yXT5 H : 

(ISl) N- (3- (2- (4-$^^'P7'^;P-2 
-^rVJ^U) xf-ri;l^) y:L-)U) -4 - (2- (4 
-:>ih^y'^y>')U) -2U-ThyY-)l'-5-^ 

-2-7;l'^P^yX75b'0^fiS: 
2-7/l/j}-o-4- (2- (4-^h^S^<y>'>) - 
2H-xb7y'-;P-5-'f;l^) ^E#i!fc3- (2- 
(4-i/^o7'^;P-2-^T^/U;P) x^-;l^) T- 

^fi?>ji 0 4<7)Tn2tmm^z^L. n- 

(3- (2- (4->'^u7^;U-2-f-TVUyU) X 
i-^ijU) 7x-;W) -2-7;U3ro-4- (2 - (4- 
^bdri/^^yi^^) -2U-'rhyY~fl'-5-^)V) 

NMR (400MHz. CDC I3 ) 5ppm 1.9 
1~2. 08 (2H, m) . 2. 29—2. 41 (4 
H. m) , 3. 65-3. 77 ( IH. m) . 
3. 80 (3H, s) , 5. 75 (2H. s) . 

6. 90-6. 92 (2H. m) . 6. 95 (1 
H. s) . 7. 36-7. 4 1 (4H. m) . 
7. 72-7. 74 ( IH. m) . 7.92(1 
H, s) . 7. 97 ( IH, d) , 8. 08 
(IH, dd) . 8. 28 (IH. t) , 8. 
50 ( IH. d) . 

[04681 (1^2) N- (3- (2- (4->'^' 
vy^>V-2-i-7YV)l) x^r:;l/) 7x-;U) -2 
-7;l^:tn-4- (lH-fh9y-/U-5-^;U) 

N- (3- (2- {4-i^^vi:fi-f]^-2-^rYV 
)],) x^-;P) 7x-;t/) -2-7;^7^o-4- (2- 
(4-;<h^i^'<^>'>'» -2H-rh7V-/l^-5- 

^ ;u ) <yXT s H imm 1 oxs 5 b mmiizim 

L.mmmti.WA l 79-181*0 (dec© 



mp. ) {W^mm.i^r3vi^.jUJ^-a:^y-f\^) ; 

IRfc-max cm-i 3268. 2980, 2936, 
2216. 1650. 1606, 1 582, 1 556; 

NMR(400MHz. DMSO-dg ) 5ppm 
1. 86-2. 03 (2H, m) . 2.19-2. 
33 (4H. m) . 3. 63-3. 71 ( IH. 
m) . 7. 43 (IH, d) . 7. 49 (IH. 

t) . 7. 53 ( IH, s ) . 7.78(1 
H. d) . 7. 94 ( IH. t) . 7. 98- 
8. 03 (2H, m) , 8. 08 (IH, s) . 
10. 78(1H, s) ; MS(FAB)m/z4 
45 (M* +1); TcS^^^iiCjsHnFNe OS 
• 0. 75H2 Off)m%m (%) C. 60. 32 ; 
H, 4. 07 ; N. 18. 35. Sl^il (%) 
C, 60. 4 1 ; H. 3. 84 ; N, 1 8. 1 0. 
[0469] [|liSfi»Jl58] N-(3-(2-(4 
-i/^nyf-;W-2-f-7VU;l^) xf-r.;P) 7x::: 
)U) -3-7;P:to-4- ( lH-T^7y-;^-5- 
-f;^) KyXrS: H : 

(X^l) N- (3- (2- (4-i^^a7f-yP-2 
-^TVU^U) :c^-Jl') 7x-;w) -3-7;W:tn- 
4- (2- {4-Mh^i^^y'J)i^) -2H-xh7V 

3-7;l^:to-4- (2- (4-^ h^>"<yi^Vt-) - 
2 H -X h 7 V-;P- 5 -^f ;P) 3 - ( 2 - 

(4-i/^n7"^7l/-2-^rVUyU) x^xyu) T- 
Ui^Sr. IIS60II1 04c7)ie2t[5|«(:^L. N- 

(3 - (2 - (4->'i?o7'f-;l^-2-f-rV';;U) X 
f'-yl') 7x-;P) -3-7;l':tn-4- (2- (4- 
;< h^v'^yv-'/k) -2H-ThyY-fl—5-^/U) 

NMR (400MHz, CDC I3 ) 5ppm 1.9 
0—2. 07 (2H. m) . 2. 27—2. 37 (4 
H, m) . 3. 63-3. 72 (IH, m) . 
3. 79 (3H, s ) . 5. 78 (2H. s) . 

6. 89—6. 91 (2H, m) , 6.95(1 
H. s) , 7. 37-7. 4 1 (4H. m) . 
7. 71-7. 76 (3H. m) . 7.86(1 
H, s) . 8.1 8-8. 22 (2H, m) . 
[0470] (Xg2) N- (3- (2- (4-x^7 
07'f-;l^-2-f-7V'J;P) Xi-=.JU) 7x-;l/) -3 
-7;P:tn-4- ( 1 H-T^h^V-ZU-S-^/W) 
yXTS. K<7)-^fiX 

N- (3- (2- (4-i^:?CJ7'f-;U-2-^7V'; 
/I') xf-x;u) 7x-;P) -3-7;^;t^-4- (2- 
(4-.?< h^v-^yvVP) -2H-rh7V-yl'-5- 
;P X7 S H $-|lli0iJ 1 iOIS 5 i: ISIStJOS 

Wj^ 224-226*0 (decomp. ) dUS^jg 
Ji: ^'DO*y|/A-x^'>'-;W) : I R J/ max cm-' 
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2976, 2940, 2864, 2212. 168 
6, 1 628. 1604, 1 582, 1 548; NM 
R (400MHz, DMSO-dg ) ^ppm 1.8 
6~2. 03 (2H. m) . 2. 21~2. 33 
(4H, m) . 3. 63-3. 71 ( IH. m) . 

7. 43 (IH. d) , 7. 50 ( IH. 
t) . 7. 54 (IH. s) , 7. 87 (IH, 

d) . 8. 03 (IH. d) , 8. 07 ( 1 
H. d) . 8. 14 (IH, s) . 8. 25 (1 

H, t) , 1 0. 63 ( IH. s) ; MS (FA 
B)m/z 44 5 (M* +1); TcS^JfffiCjs 
HnFNg OSF • 0. 2 5H2 0(3Dft^ii {%) 

C. 61. 53 : H, 3. 93 : N, 18. 72, 

ail^^i (%) C. 61. 25 : H, 3. 94 : 
N, 18. 39. 

[0471] [|IS(I0IJ159] N-(3-(2-(4 
-v^'ny^;U-2-f-TyU;U) xf-::i;l/) yj:=. 
;U) -2- (4-7;P^P7xy^>') ^f-;i'-4- 

( lH-rb5y-;i^-5--f;i^) <yXT5.Y 

(isgi) 2- (4-7;l'5ra7xy^i^) p<^;l'- 
4- (2- (2- (hyp<^;Ui^';;P) xhdf>'.><^ 
yw) -2H-f-h7V-;i'-5-^;w) ^-f>#itco^^ 
2- (4-7;P:tn7xy=Jfv-) ^f-;u-4- 

(2- (2- ( hU^^/Ui^'J/t-) xhdfj/^f-;P) - 

2 H - T h 7 v-;i^- 5 - >f ) ^^Mmmimtm 5 6 

i:|5iaicMaL, 2- (4-7;P^n7iy^v) ^f- 
;P-4- (2- (2- (hU^f-yl^i^y^P) xhdfi/^ 
f-;l.) -2H-rb7y-yl^-5— ^S#^5r# 

Bi^l 0 2~1 0 4°C : NMR (400MHz, CD 
Cl3)5ppm -0.01(9H, s). 0. 
97 (2H, t ) . 3. 76 (2H, t) . 
5. 54 (2H, s) , 5. 96 (2H. s) , 

7. 02 (4H, m) . 8. 25 ( IH. d) , 

8. 29 (IH, d) . 8. 65 (IH, 
s) . 

[04721 (IS2) N- (3- (2- (4-1^^' 
o7'f-;I^-2-f-7VU;P) xf-:z;p) 7x-;l^) -2 
- (4-7;l'^D7xy^v) ^^;k-4- ( 1 or 

3-7;W3i-o-4- (2- (2- (h';^f-;Pi^y/W) 
xhdE->'^f-;W-2H-rh7V-;i^-5-^;L') 
#Kt3- (2- (4-v^7nrf-;w-2-^rr'; 

yp) X^r:;W) T-'JySr. mmmi0 4<7)Xm2bm 

Wj^ 9 8-9 9'C (S^faJ^H : ^□PT^;^A-^;5' 
; I Ri/maxcm-» 2216,1674; 
NMR (400MHz. DMSO-dg ) ^ppm 

I. 86-2. 32 (6H. m) . 3. 67 ( 1 



H. quint). 5. 38 (2H. s) , 

6. 99-7. 02 ( 2H. m) . 7.08-7. 
1 2 (2H, m) . 7. 40 ( IH. d) . 

7. 46 ( IH. t) , 7.53 (IH, s) . 
7. 75 ( IH. d) . 7. 89 ( IH. d) . 

8. 06 ( IH. s) . 8. 1 5 ( 1 H. 
d) . 8. 33 (IH. s) , 10.76(1 
H, s ) ; MS (FAB) m/z 551 (M* + 
1) : 7C3R^«f€C3oH23FN6 0^ S- 0. 2 5H 
t Ocnf^nm. (%) C, 64. 91; H,4. 2 
7 ; N. 1 5. 14. aiSffi (%) C. 64. 8 
7 ; H. 4. 30 ; N. 1 5. 19. 
[04733 [HSfiCail 60] N-(3-(2-(4 

-i^^'ay^)V-2-i-rv^))V) x.^-)V) yx.~ 

iU) -3. 5-'J:<h^i^-4- (IH— rh5y-;l^ 
-5-'fyP) ^yXT^\^ : 

(1^1) N- (3- (2- (4-i^^'Dy^;U-2 
-f-TY'iJ/l^) x^-;l/) 7x-;l.) -3, 5->'';<b 
^i/-4- (2- (.4-^h^zyKy'J)U) -2H-r 
h 7V-;P- 5 — <;W) '^^yXT 5 
3. 5-i^?ih^>^-4- {2- {4-?(h^i^<y'J 
)U) -2U-^hyY-)\^-5-^)i') %mmt3- 

(2 - (4-i^^D7"f-;P-2-f-Ty'U;P) x^ri 

;p) T-'j y?:. ii5g««Ji 0 scoxui tmm^zmm 

L, N- (3- (2- (4-i^^'07^f-;l'-2-^ry' 
•J;l/) x^ri;W) 7x^;P) -3. 5-i''.X h^i/-4 
- (2- (4-;<h=3fi^'<yi;;P) -2H-f-b7y- 
5— f ;l^) KyXT^ YUmnmmt LT# 

NMR (400MHz, CDC I3 ) 5ppm 1.8 
8—2. 40 (6H, m) . 3. 46 (6H. 
s) . 3. 65-3. 73 ( IH. m) , 3.7 
3 (3H. s) . 5. 22 (2H. s) . 6. 
71— 6.73 (2H, m) . 6.90-6.92 

(2H. m) . 6. 96 ( IH. s ) , 7.0 
3 (2H. s) . 7. 33-7. 37 ( 2H. 
m) . 7. 66-7. 69 (IH. m) . 8. 1 
7 (IH, s) . 10. 11 (IH. s) . 

[0474] (IS2) N- (3- (2- (4-^/^^ 
o7'^;U-2-f-rV'J;P) x^-zi') 7x-;l/) - 
3, 5-5^'^ h'Jf 1^-4- (lH-Th^V-;l/-5- 
>f;u) KyXT^ Kc7)-^fi£ 
N- (3- (2 - (4-i/^'n7f-;l^-2-^Ty'J 
;U) x^:i;U) 7x:::yU) -3. 5-i^'.J< h^i^3-7 
;P3ro-4- (2- (4-p<b^>'0'>?;P) -2H- 

Wjk 223-226*0 (decomp. ) (SfeSiS 
: ^'OOd^/l'A-X^/— ;l/) ; I Rt/max cm-» 
2940, 2212. 1650. 1606. 157 
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8.1 530; NMR (4 OOMHz . DMSO-d 

6 ) *ppm 1 . 85-2. 33 (6H, m) , 
3. 63~3. 7 1 (IH, m) , 3.85(6 

H, s) , 7.37 (2H, s) , 7.43 
(IH, d) , 7. 51 (IH, t) , 7. 53 
(IH. s) , 7. 89 (IH, d) , 8. 09 
(IH. s) . 10. 50 (IH. s) ; MS 
(FAB)m/z 487 (M* +1); TiM^^ 

ffiCzsHjzNg O3 S-0. 25H2 0<7)§mm(.%) 
C, 61. 15 ; H, 4. 62 ; N, 17. 1 

I, i!l^<i(%) C. 61. 05 : H. 4. 6 
5 : N, 16. 77. 

[04 7 51 [HiSfi^lJl 61] N-(3-(2-(4 
/U)-2. 6-i^'^h=^fv-4- (lH-Th7V-7U 

ixmi) N- (3- (2- (4-i^^uy^)U-2- 

f-TV'J;P) xf--;k) 7x-;i/) -2. 6-i^?( 
1/-4- (2- (4-;<h^S/<yv>) -2H-rh 
yY-fU- 5-^f\^) KyXrS. ¥(0-^^ 
2. 6->f:>(h^i^-4- {2- (A-J^ih^i^Ky^J 
)U) -2H-7-hyY-Jl- 5-^)1) mMMbS- 
(2- (4-i^^07'^;l/-2-f-TyU;P) xf-- 
r-'jySr, HSfeCaji 0 4cOlS2i:l^^{cMa 
U N - <3- (2 - (4-i/^o7'^;l/-2-^rV 
U/l.-) x^riyU) 7x::.;P) -2, 6-'Jy<h^>'-4 
- (2- (4-^ h=5fi^<yi>';P) -2H-Tb7y- 

Sl^ 174-178*0 (dec omp. ) (S^fa^ 
: ^004^;1/A— n-'v^-ify) ; IRj/max cm 
-1 3348, 2940, 2212, 1684. 1 61 

2. 1 584, 1 534. 1 5 1 4 ; NMR ( 4 0 OM 
Hz. CDC13) ^ppml. 89~2. 39 (6 
H. m) , 3. 65~3. 73 ( 1 H, m) . 

3. 74 (3H. s) , 3. 94 (6H, s ) . 
5. 76 (2H. s) . 6. 91-6. 93 (2 

H, m) , 6. 95 (IH. s) . 7.35- 
7. 4 1 (4H. m) . 7. 40 (2H. s) . 

7. 52 ( IH, s ) . 7. 76-7. 79(1 
H, m) . 7. 84 (IH. s) ; MS (E 
I) m/z 606 (M* ) ; TcS^^fUCssHgo N 
6O4 S • 0. 5H2 OOtlSffl (%) C. 6 4. 3 

7 : H, 5. 07 ; N, 1 3. 65, Sll^ii 
(%) C. 64. 63 ; H. 4. 9 1 ; N. 1 
3. 29. 

[04761 (IS2) N- (3- (2- (4-y^ 
^7'^;^-2-^7V•J;^) x^:i;l/) ^x-zU) - 
2. 6->''^h^J/'-4- ( IH— fb7V-;P~5- 

N- (3- (2- (4-i^^o7'^;P-2-^ryj 



;W) xf-ri;l/) 7x:i;U) -2, 6-i^'^ h^v-4- 
(2- (4-;<h=3fi/'<yi^';l') -2H-Th7y-;^ 

-5-^;p) <yxT^¥immmi<^xn5bmmii:. 

16 9-173X; (decomp. ) {Wmm 
U- y—'l'-n—^^^y) ; IRumaxcm-i 

2976, 2940, 22 1 2, 1606, 158 
4,1 554; NMR (400MHz. DMSO-d 
6 ) appm 1. 84-2. 3 1 (6H. m) . 
3. 65-3. 74 ( IH, m) . 3.90(6 
H, s) . 7.37 (IH. d) . 7. 43 
(2H. s) . 7. 44 (IH, t) , 7. 53 
( IH. s) . 7. 73 ( IH. d) , 8. 06 
( IH, s ) , 1 0. 57 ( IH, s ) ; MS 
(FAB) m/z 4 87 (M* +1); 7tM^^ 
ffiCisHzzNj O3 S<r>smm(%) C. 6 1. 7 

1 ; H. 4. 56 : N. 17. 27. fflgffl 
(%) C. 61. 43 ; H. 4. 55 ; N. 17. 
02. 

[0477] [|IS6^J162] N-(3-(2-(4 

-zyi'ayi'ji'-2-i-rY0)U) x^ri;p) 7i- 

;P) -2-:7nD-4- ( 1 H— rh^y-zW- 5->f 
(XSl) N- (3- (2- (4-i^;?o7>;P-2 

-f-ry';;i')x^n;u) 7x-;i/) -2-^^00-4 

- (2- (4-^h^i/'<.y>'';P) -2H— fh^y- 

5-^/1^) <yXT5 
2-:?nD-4- (2- (4-^ h^v^yv-VU) -2 
H-Tb7y-;l'-5->f;H ^-&*i!i:3- (2- 
(4-v^o7'f-;I^-2-f-TyU;W) x^-;U) T- 
'Jy^. HM^Jl 04c7)IS2i:|5]tt(cj!!fflt, N- 
(3- (2- (4-i/-^'o7>;l^-2-^ry'J;P) X 
f--;W) 7x-;l^) -2-i?nn-4- (2 - (4-^ 
h^i^Kyi^fV) -2H-ThyY-)U-5—ffl^) K 

yXTS F$-llfer^;W7rxt ixntz. 

NMR (4 OOMHz. CDC I3 ) ^PPm 1.8 
9-2. 41 (6H. m) . 3. 65-3. 73 
( IH. m) , 3. 8 1 (3H. s ) , 5. 76 
(2H, s) , 6. 91-6. 93 (2H. 
m) . 6. 96 (IH. s) . 7. 39-7. 4 

2 (4H, m) , 7. 72-7. 74 ( IH. 
m) . 7. 88 (IH. s) . 7.89(1 
H, d) , 8. 04 ( IH. s) . 8. 13 

( IH, d) . 8. 24 ( 1 H. s ) . 

[04781 (IS2) N- (3- (2- (4-1^^ 

u-fi-)l'-2-i-TY0Jl') Xi^-JU) yx-JU) -2 

-^^00-4- ( iH—fh7y-;i'-5--f;i') 
xr^vff)^^ 

N- (3- (2 - (4-v^'oy-f;U-2-f-Ty'J 
fU) xf-r:;u) 7x-;U) -2-^'ao-4- (2- 
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U-:>ih^y'^y>'fl') -2H-f b^V-yl^-S- 

■i )v ) ^vxr 5 H ^mm i 5 1 ^\z^ 

UU^i 213~216'C(decomp. ) (SiSfa^ 

; IRj/Baxcm-» 

I'^AA, 22 1 2. 1644, 16 1 2, 1 58 
0, 1 548, 1 502: NMR ( 4 0 OMH z . D 
MSO-ds ) 5ppm 1. 84~2. 33 (6H, 

m) , 3. 63~3. 72 ( IH. m) . 7. 
43 (IH, d) , 7. 50 ( IH, t) . 

7. 54 ( IH. s) . 7. 76 ( IH, d) , 
7. 89 ( IH, d) , 8. 07 ( IH, 

s) . 8. 13 (IH. dd) . 8. 22 ( 1 
H. d) , 10. 87 (IH. s) ; MS (FA 
B)m/z 46 1 (M* +1) ; TcS^'-^f^iCas Hn 
CI Ng 0S^7)ti-»ffi (%) C. 5 9.93: H. 
3. 72 : N, 18. 23, Wm. (%) C, 5 
9.78; H, 3. 79;N, 17. 88. 
[0479] tllilP"Jl63] N-(3-(2-(4 

-i/'7'a':^'i-)V-2-^7V^}}V) -2-7 
;l^^n7i-;l^) -4- ( 1 H-xh7V-;w-5->f 

(ISI) N- (3- (2- (4-x7n7'^;W-2 
-^TVU/U) xf-:x;p) - 2-7;P^a7x:::;l') - 
4- (2 - (4-^h^>"<.yvVU) -2H-rh7y 

5— f ;U) <yxrs Y<n^^ 
4- (2- (4-;<l>^>'<yi'';P-) -2H-Th7V 

5-^/1^) ^,ftSKi:3- (2- (4->-i7D7' 
f-;l/-2-f-TVU;l') -2-7JU:fu7- 

(3- (2 - (4-i^^nyf-;P-2-^ryU;l/) X 
^x;P) -2-7;l^:tn7xx;W) -4 - (2- (4- 
jih^z^Ky'J^U) -2H— fh7V-;l^-5->f;P) 

1 Ri/max cm-i 2216; NMR(400MH 
z. CDCI3 ) appml. 87~2. 45 (6H, 

m) , 3.71 (IH, m) , 3. 81 (3 
H, s) . 5. 77 (2H. s) . 6.92 
(2H, d) , 7. 00 ( IH, s) , 7.2 

2 (IH, t) , 7.34 (IH, m) , 7. 
42 (2H. d) . 7. 99 (2H, d) , 

8. 13(1H, br d) , 8. 25~8. 33 
(2H. m) , 8. 55 ( IH, m) ; MS 
(EI)m/z 5 64 (M* ) ; jtM^^MCaiU 

25FN6 O2S ■ 0. 25H2 OOtfSffi (%) C. 
65.4 1: H ,4.52: N, 14. 77, 
mMmi%) C,64. 96: H, 4. 42: 
N, 15. 0 1. 

[04801(1^2) N- (3- (2- (4-j^^' 
o7'f-;w-2-f-Ty'>J;i/) xf--;u) -2-7;P:to 



ya:~)V) -4- (IH-f h7y-Vl'-5-'f/P) < 

N- (3- (2- (4-i/^'a7>;i^-2— fry; 

;P) Xf-:z;l.') -2-7;P:tn7x-;P) -4- (2- 
(4-;/h^v'<yj^';U) -2H-xh5y-;l'-5- 

it^ 2 4 9~2 5 2X:: IR^^IIax cm-1 330 
0, 2220. 1 650 ; NMR (400MHz. DM 
SO-dg ) 5-ppm 1. 77~2. 35 (6H, 
m) . 3. 68 ( 1 H. m) , 7. 3 5 ( 1 H, 

t) , 7. 58 ( IH. s) , 7.63(1 
H, m) , 7. 7 6 ( IH, m) , 8.22 
(4H, m) , 1 0. 50 ( IH, s ) ; MS 
(FAB) m/z44 5 (M* +1); yiM^VrM 
C23H17FN6 OS -Hi o<Dimw.i%) C, 5 
9. 73 : H, 4. 14 : N, 18. 17, S!S 
m (%) c, 59. 75 : H, 3. 93 : N. 1 
8. 08. 

[048 1] [|IS£0IJ164] N-(3-(2-(4 
-=^^vr^fU-2-i-7Y0JV) x^x;l/) 7xx 
Jl) -5-9uti-2-^^)U-4- (IH-rh^y 

(ISl) N- (3- (2- (4-S/^'ny^;P-2 
-f-7yU;P) x^x;i/) 7x-;U) -5-^'nn-2 

-^f-;l/-4- (2- (4-;><b^>'<y>'';l-) -2H 
-Th7y-;i^-5-'f;p) '<.yXT5 

(2- (4-> h^fvO-i^Vl^) -2 

H-T^7y-;^-5— f;i^) -2-^^;i'S.ftSi8^ 

3 - (2- (4-i^i?oy^;i^-2-^ry';;i-) xf- 
-IV) -2-y/v^uT-uy^. mimio4<Dxm 
2bmmi>z>mL. N- (3- (2- (4-j^^'Dy^ 

;l'-2-f-ryU;l') xf-:zyl^) 7xx;i^) -5-^'o 
n-4- (2- (4-^h^v'<.yi^» -2H-f h 
7y-yl'-5--f;U) -2-;><f-;l/^yXrSh'2r# 

6 7~69'C (decomp. ) (SM^jg^i: 
p<:J'y-;P-7K) ; NMR (4 OOMHz , CDC 1 
3 ) 5ppm 1 . 9 0~2. 0 0 ( 1 H, m) . 
2. 00~2. 1 0 ( IH. m) . 2.20-2. 
40 (4H, m) , 3. 60-3. 70 (IH. 
m) , 3.81 (3H, s) , 4. 1 5 (3H, 
s) , 5. 81 (2H, s) , 6.91(2 
H, d) . 7. 30~7. 40 (2H, m) , 
7. 43 ( IH, d) , 7.71 (IH. s) . 

7. 80 (IH. s) , 7. 85 ( IH, 
d) , 8. 43 ( 1 H, s) . 
[0482] (Xg2) N- (3- (2- (4-S/^ 
nyi-)V-2~i-rYVfU) xf--;|^) 7x-;l') -5 
-^no-2-.?<f-yU-4- (lH-r^9y'-/^-5 
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N- (3- (2- (4-x^n7'^;t^-2-^TVU 
;U) xf-:i;l/) 7x.~)U) -5-^nD-4- (2- 
(4-^h^i^'<y>'» -2H-rh7V-;l^-5- 

-f;i/) -2-^f-;i^yxr5K2:llil0iJi<^xg5fc 

M^^i. 13 0~1 3 3°C (decomp. ) (SMfaJf 

Ri/max cm-' 1604. 1488. 1426. 13 
80. 1286; NMR ( 4 0 OMH z , DMSO- 
dg ) 5ppml. 80~1. 90 (IH. m) . 
1. 9 0~2. 1 0 (IH. m) , 2. 2 0—2. 4 

0 (4H, m) , 3. 60-3. 80 (IH. 
m) . 3. 95 (3H. s) , 7. 42 (IH, 
d) . 7. 48 (IH. t) . 7. 53 (IH, 

s) . 7. 62 ( IH, s) . 7. 78 ( 1 
H. d) . 7. 88 ( IH. s) . 8. 06 
(IH. s) . 10. 52 (IH. br s) : 

MS(FAB)m/z 47 5 (M*+1); 7C* 
^*ffflC24Hi9C 1 Ns OS • H2 OiOfh»ffi (%) 
C. 54. 60 : H. 3. 94 : N. 1 5. 28, 

MSffi (%) C. 54. 87 ; H. 3. 92 : 
N, 15. 18. 

[0483] [|IS£0"J165] N-(3-(2-(4 

)U) -2-^f-;P-f:t-4- (lH-Th9V-;l^-5 

(Xgl) : N- (3- (2- (4-i^:7n7'^;l/-2 
-^TV'J;!') xf-:::;!^) 7xri;l') - 2-^f-;l'f-3r 
-4- (2- (4-;><h^>''<y>'» -2H— rh5 

V-;p- 5 - ^ /i- ) '^yxr 5 KiO-^fiS; 

4- (2- (4-;'<h^v'<.yi^';U) -2H— rh^V 
5 - > f ;u) - 2 -^i-)H-:t^MMmb 3 - ( 2 
- (4-i^:?orf-;l/-2-f-TV'J;W) x^-;P) T 
-U^Sr. ||Jl^ll0 4iOXg2i:|B]:»tcMaL, N- 
(3- (2 - (4->'^'n7'f-;l^-2-f-TV'U;l') X 
^::.;|/) 7x-/P) -4- (2- (4-^h^v"<.>'y 
-2H-Tb5y'-''i^- 5— f;i^) -2-p<f-;l/f- 

NMR (400MHz. CDC I3 ) <?ppm 1.9 
1~2. 08 (2H, m) . 2. 29~2. 38 (4 
H, m) . 2. 58 (3H. s) . 3.65- 
3. 73(1 H, m). 3.80 ( 3H, s ) . 

5. 57 (2H. s) . 6.91 (2H. 
d) . 6. 95 ( IH. s) , 7. 37-7. 4 

1 (4H. m) . 7. 77-7. 84 (2H, 

m) . 7. 98-8. 00 (2H. m), 8.1 
4 (IH, d) . 8. 56 (IH, s) . 
[0484] (Iig2) N- (3- (2- (4-J^i' 
o7'f-/P-2—fTVy>P) x^x;P) 7x-;i/) -2 



->f-;Uf-:t-4- ( IH-rb^y-Zl'-S-^yW) 

N- (3- (2- (4-j^i?n7"^;P-2-f-7V'; 
;P) x^ri;l/) 7x:i;U) -4- (2- (4-^h^>' 
'^yj;;!/) -2H-Th7y*-;l'-5-'f;P) -2-^ 
i-Jl-i-Ti-K yXT S K Srldt^J 1 ffiXU 5 i: HSit j!!^ 

iLiii 1 5 4-1 56'C (dec omp. ) (S^fajS 
: ^nn;Jv;PA-n— N.^-'fy) ; IRi/maxcm 
-1 221 2, 1 650, 1606, 1 582, 1 54 
2: NMR (400MHz, DMSO-dg ) ^PP 
m 1. 86-2. 02 (2H, m) . 2.18- 

2. 31 (4H. m) . 2. 56 (3H. s) , 
3. 62-3. 71 (IH. m) , 7.41(1 

H. d) . 7. 48 ( IH, t) , 7.53 
( IH, s) . 7. 77 ( IH, d) . 7.78 
(IH. d) . 7. 98 (IH. d) . 8. 0 

2 (IH. s) . 8. 07 (IH, s) , 1 
0. 69(1H. s); MS(EI)m/z 47 

3 (M* +1) ; 7tmmmCuHi(,N6 OS2 • 1 
/AHi 0<r>smm(%) C. 60.42; H. 
4.33; N. 17. 62. M^m i%) C. 6 
0.61; H. 4. 39; N, 17. 58. 
[0485] [||S£fi?yi66] N-(3-(2-(4 
- uff-jV'- 2 - f-TV U ) xf-r:;p ) - 6 - 7 
;l/:tn7x-yU) -4- ( 1 H— f^9y-;^-5-'^• 
;^) '^yXrS K : 

(Xgl) N- (3- (2- (4->'j7oy^;l/-2 
-f-TVU/l') x^c:;^) -6-7/l^:ta7xx;p) - 
4- (2- (4-^h^v<yi>VW) -2H— rb^y 

4- (2- (4-^h^i^<yi-";L') -2H-rh7V' 
-;l^-5->f;W) ^.&#®ti:3- (2- (4-i^^o7' 

f-;i^-2-f-ryU;l^) xf--;i/) -6-7;P:tor- 
Uy&. ^M0IJlO4c7)Ig2i:|5]:K{C$!ML. N- 

(3 - (2 - (4-x^'oyf-;^-2-^7'y'J;^) x 

-6-7;W:t07x-;U) -4 - (2 - (4- 

^b^v^yi^vi/) -2H—fh9y-;i'-5— ^/P) 

ilU±[ 1 5 6- 1 5 8'C (S^faiSii : oo*;PA- 
n— Ndt-Hj-y) ; IRj/max cin-» 22 16. 16 
56; NMR (400MHz, CDC I3 ) ^ppm 
1. 9 1-2. 39 (6H. m) . 3.65- 

3. 74 ( IH. m) . 3. 80 (3H. s) . 
5. 76 (2H. s ) . 6. 90-6. 92 (2 
H. m) . 6. 95 ( IH, s) , 7. 33- 

7. 36 ( IH. m) . 7. 39-7. 42 (2 
H, m) , 7. 98-8. 00 (2H, m) . 

8. 09 (IH, d) , 8. 27-8. 29(2 
H. m) , 8.77 (IH. dd) ; MS (F 



(104) 



^mW- 10-195063 



AB)m/z 565 (M* +1) ; TcS^J-Sf^iCgi 
HjjFNe O2 SOth^€ (%) C. 65.94: 
H, 4. 46 ; N. 14. 89, M^M (%) 
C. 65. 90 ; H. 4. 46 ; N. 14. 77. 
[04861 (IS2) N- (3- (2- (4-x:J' 
n7'f-;l'-2-f-TyU;l/) xf-^i;!^) -6-7)U:^u 
7x-;w) -4- ( iH-rN7V-;i'-5->f;i') 

N- (3- (2- (4-x^'nr^;W-2-^rV'J 
yp-) xf-:!;!^) - 6 -7;W;i-D7xX;U) -4- (2- 
(4-;'<h=¥x^>->'» -2H-f h7V-;l'-5- 

ai!^ 2 18~2 2 0'C (decomp. ) (SfefaJ^ 
li: ^no;f:;l/A-X:?y-;I^-n-'\^1?-y) ; I 
R;/max cm-i 2216,1650; NMR(40 
OMHz, DMS0-d6 ) ^ppm 1. 85~2. 
3 1 (6H. m) , 3. 62~3. 7 1 ( IH. 
m) , 7. 44~7. 48 (1 H. m) . 7.5 

3 (IH. s) , 7. 58~7. 62 (IH, 
m) , 7. 98 (IH. dd) . 8. 18~8. 
23 (4H. m) . 10. 46 (IH, s) ; 
MS ( FAB) m/z 445 (M* +1) ; jtM 
^^ffiCjjHnFNg OScOtfSffi (%) C, 62. 1 

4 ; H, 3. 86 ; N. 18. 9 1. M^iS. 
(%) C, 6 1 . 85 : H, 3. 93 : N. 1 
8. 78. 

[0487] [|liS^J167] N-(3-(2-(4 
-v^'nrf-;l'-2-f-TyU;W) xf-x;!^) 7xX 
;i/) -2- (iH-Tb5y-;i/-5— f;i^) -5-e 

(Xgl) N- (3- (2- (4-v-;^or^;P-2 
-f-rV';;P) xf-x;l.) 7xx;P) -1- (2- (4 
-;'<hdf.xyi;;l,) _iH-rh7y'-;l'-5--f 
;U) - 5 - b° U j;y;^;l';j<^-^ S K . SI/ N - ( 3 - 

(2- (4-i/:7Prf-;P-2-f-TV';;l') Xf-x 
;P) 7xx;W) -2- (2- (4-:>(h^'^Kyi^/\,) 
- 2 H -T h 7 V-;P- 5-'f;U)-5-tU 

6 - (2- (4-;^h^v'<.y>'';U) -2H— rh7V 
-)V-5-^)V) X3f-yKfc3- (2- (4-i^^n 
yf-;P-2-f-TV'J;l') x^x;u) rxij^Sr, Htfi 
f?iJl0 3i7)lSlt™:5!iat. N- (3-(2- 
(4-i^^'n7'^;l/-2-^rV'J;l^) xf-x/i^) 7x 
x;l^) -1- (2 - {A-3iV^i^<y'J)V) -IH- 
r b 7 5— f;U)-5-ty i^'y ;&;l'rf<='f 5 
h\ Jlt^N- (3- (2- (4-x^'n7'f-;P-2-^ 
rVyyl.) x^x/P) 7xx;l.) -2- (2- (4-^ 

5-eUj/>;^;UdfdE-t^5H (*!>1 : l<7)ii^) 



Ujil 2 0 8-2 3 O'C (S*SfB}liS5 : i^on^yPA- 
n-A^df-tfy) ; IRj/maxcm-' 1690; N 
MR (400MHz. DMSO-dg )^ppm3. 7 
0 and 3. 75 (3H. each s) . 
5. 97 and6. 13(2H. each s), 
6. 88~6. 98 (2H, m) . 7. 31~7. 
43 (2H. m) , 8.26 and 8.38 
(IH. each d). 8. 45 and 8. 5 
2 ( IH. each dd) , 9.19 and 
9. 31 ( IH. each d) . 13.69(1 
H. br s) ; MS(EI)m/z 311(M 
* ) ; TC^^^fttCisHisNg O3 «Oth^«(%) 
C. 57. 88 ; H, 4. 2 1 6 ; N, 22. 5 
0. )l!l£M(%) C. 58. 24; H, 4. 2 
5 ; N. 22. 55. 

[04881 (Xg2) N- (3- (2- (4->'^' 
D7"^;P-2-f-TV';;P) xf-x;P) 7xX;k) -2 
- {\Yi-ThyV-)V-5-^)V) - 5- f 'J 

Igl<7)^k^^> ^e»Jl«OlS5i;|nI:gltz3!a 

at, mmmtz. 

Si* 14 9-1 53'C (dec omp. ) (BMb^b^ 
: :?'nn;i^;l'A-x^'y— ;l-) ; I Ri/max cm i 
2212.1642; NMR (4 0 OMH z . DM 
SO-dg ) ^ppm 1. 84—2. 35 (6H, 
m) , 3. 65—3. 72 ( IH, m) , 7.4 
4 (IH. d) . 7. 52 ( IH. t) . 7.5 

4 ( IH. s) . 7. 87 ( IH, d) . 8. 
14 ( IH. s) . 8. 4 1 ( IH, d) . 

8. 59 ( IH. dd) . 9. 30 ( IH. 

d) . 1 0. 79 ( IH. s ) ; MS (FAB) 

m/z428 (M* +1) ; TC^^tfffiCzzHnN, 

05 ■ I/4H2 Ocolta:® (%) C. 6 1.17; 
H, 4. 08 ; N. 22. 70. iOSffl (%) 

C, 61. 04 ; H, 4. 14 ; N. 22. 52. 
[04891 [IIJI0IJ1 68] N-(3-(2-(4 
-i^^'o7'^yl/-2-f-ry'J;u) X^x;l/) 7xX 
)V) -2. 6-v^^;l'-4- ( lH-r^7y*--»^- 
5— <;u) KVXT^ H : 

(Xgl) N- (3- (2- (4-j/:?ny-?-;l/-2 
-f-TVU/U) xf■x;^) 7xX;U) -2. 6-S^'^^ 
}V-A- (2- (4-^ h=afv-<yi;;i/) -2H-Th 

4 - (2 - (4-.^h^x<y>'» -2H— fh^y 
-)V-5-A)V) - 2, 6--Jjii-f\ScMMMb3- 
(2- (4-x^nyf-;P-2-f-TyD;P) x^x 
;U) TxUySr. HMMl 0 4i^lS2i:|pI^t3!!m 
N- (3 - (2- (4-i^^oyf-;U-2-^Ty 
Xf-x;|/) 7xx;w) -4- (2- (4-.Xhdf 
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NMR (400MHz, CDC I3 ) ^PPm 1.8 

9~2. 41 (6H, m) , 2. 44 (6H, 

s) . 3. 65-3. 73 ( IH, m) , 3.8 

1 (3H, s) , 5.74 (2H. s ) , 6. 
90~6. 93 (2H. m) , 6. 96 ( IH, 
s) . 7. 36~7. 4 1 (4H. m) . 7.5 

2 (IH. br s) . 7. 67-7. 70 ( 1 
H, m) , 7. 83 (2H. s) . 7.91(1 
H, s) . 

[04901 (IS2) N- (3- (2- (4->'^ 

n7"f-;i'-2-f-rr>J;i') :L^-fV) yx-)V) - 

2, e-V)t.^)V-A- {\Y{-'fVyV-)V-5-^ 

N- (3- (2- (4->'^'nyf-;W-2-f-rVU 

x^-;p) 7x-;l^) -4- (2- (4-;^ h^i^ 
Kyi^'/P) -2H-xh^^/-/l'-5--f/U-) -2, 6 

- ^;Kyxr 5 H immm i cois 5 1 mmizm 

Wj^ 2 18~222'C (decomp. ) 
IK : X:^y-;l/- n-^^1>-y) ; IRi^maxcm-i 
22 1 2,1 656; NMR ( 4 0 OMHz , DM 
SO-de ) dppm 1. 84~2. 35 (6H, 
m) . 2. 40 (6H. s) . 3. 63~3. 7 
1 (IH, m) . 7.42 (IH. d) . 7.4 
8 (IH. t) . 7. 53 (IH, s) . 7. 
76 ( IH. d) . 7. 83 (2H. s) . 
8. 10 (IH. s) . 10. 74 (IH. 
s) ; MS(FAB)m/z 455 (M* + 
1) : Tcgg^^aCjsHzjNs OS • I/2H2 0(7) 
fmMi%) C. 64. 78; H. 5. 00; 
N. 18. 13. (%) C, 65. 02 ; 

H. 5. 03 : N, 1 7. 83. 
[0491] [^Jf6^Jl69] N-(3-(2-(4 
->'^'07'f-;l^-2-f-Ty;;P) xf-ri;U) 7xr: 
;p) -2-7'n^:-4- ( 1 

{JMD ^- (3- {2- (4-i^l^\3ri-)V-2 
-f-rVU/W) xf-r:;w) 7x-;l/) -2-7'Dt-4 

- (2 - (4-^h#j^<yi^'/l/) -2H-Th7y-- 

4- (2- {A-jih^i^Ky'JjU) -2H— fh^y 
-)V-5-^)V) -2-yo^$,tSi!i:3- (2- 
(4-v^uyf-;l^-2-f-Ty'J;l^) x^ri;U) 7- 

yy?:. iisfe<5iji 0AcyjM2mmz^mL. n- 
(3- (2 - (4->'i7Dy^yi'-2— f-TyU;w) X 
-4- (2- (4-^h^>^'<.yi^* 
)V) -2H-fh9Y-)U-5->(fU) -2-yot^ 



yX7S KS:T^;W7 rXt tT#3t. 

NMR (400MHz, CDC I3 ) ?PPm 1.8 

9~2. 41 (6H, m) , 3. 69 (IH, 

m) , 3. 74 (3H. s) . 5. 65 (2H. 

s) . 6. 74~7. 81 ( 13H, m) . 
[0492] (IS2) N- (3- (2- (4-i/^' 
oy^;l^-2-f-Ty';;l^) x^-;|^) yx.~)l.) -2 
-ya^-4- ( IH-f h7y-yi'-5-^yuXy 

N- (3- (2- (4-v'i?D7>;U-2-^7yy 
/W)x^:z;l^) 7x-;L') -4- (2 - (4-^h^x 
'^^y^'Vl/) -2\i-fVy''/-)V-5~^)V) -2-y 
'<yX7 5 H ^rHJfelJI 1 <^XS 5 i: Pl^fc^ia 

1 7 3~1 7 5'C (SfefB?§ii : ^'on*;l/A- 
; IRi/maxcm-i 22 12.166 
2; NMR (400MHz, DMSO-de ) ^PP 
m 1. 88~2. 28(6H, m) , 3. 66 
(IH, m) . 7. 38 ( IH. d) . 7.44 
(IH. t) , 7. 52 (IH. s) . 7.6 
3 ( IH, d) . 7. 74 ( IH. d) . 7. 
96 (2H, s) . 8. 11 (IH, s) . 1 
0. 68(1H. s) ; MS(FAB)m/z 5 
07[(M*+2) +1].505 [(MM + 

11 ;3C3l^^fflC23HnBrN6 OScOimffi (%) 
C. 54. 66 : H, 3. 3 9 ; N, 1 6. 6 

3, aiSfi (%) C. 54. 30 : H. 3. 8 
6 ; N, 16. 42. 

[0493] immilO^ ^i-)V N-(3- 
(2- (4-i^^oy^;W-2--^7yU;l^) x^" 
)V) yaL-)V) T^Ji})V:f^=~)V-3- (lH-rh7 
y-;i^-5-'f;P) ^,&#g!: 
(ISI) Xi')V N- (3- (2- (4->'^'ny 
^)V-2-i-TY^))V) xf-r:;i.) y x.-)V) TtJ:^ 
)\,if.-)V-3- (2- (4-^hdr~/^yi//U) - 2H 
h 7y-;p- 5 - /l-) 

3- (2- (4-^h=^fi^'<.>'i^» -2H- 
T h yV~)V- - 5- ro^ ^.g.#K 1 g . 

3- (2- (4-i/^D7'^;^-2-f-7y';;^) X^ 
7xU>'695ms, 1. 3-t'X (v^7x-;l' 
7:rX7-f /) roA'y52mg, Jll^i? [2] ^'7 
A 2 8 m g h 'J X^;1^7 $ y 5 m 1 atXD M S O 
1 5m 1 $:Jn;t^v:. Km'^^-mimMA'XX'W^L. 

1 2 o'c-ci of^^iiff L;^^:, \^mk. wmm^miL 

ti, h/l'Xyi oom 1 ^Jn;t. vinSrlNigi!, »:v^ 
i?OVh^^7 7-Y- mtii^: n -'s.^H^-y : SSxf- 

;p=3 : 1 ) t-^iSL, x-T;wTfea<l:§-fr. ^f-^l' 

N- (3- (2- (4-i^^nyf-;W-2-f-7yU 
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JU) xf-r:;i/) yx-f\^) T S y 3 - (2 

MA 1 1 2~1 2 or mmikmn : :?Dn*;l/A- 
n-A^df-t^y) ; iRi/maxcm-i 2212, 17 
28; NMR (400MHz, CDC I3 ) ^PPm 

1. 87-2. 44 (6H, m) , 3.70(1 
H, m) , 3.81 (3H, s) , 4.00 
(3H, s) , 5. 78 (2H, s) , 6.9 
3 (2H. d) , 6. 97 ( IH. s) , 7. 
38~7. 45 (4H, m) , 7. 73 ( IH, 
m) , 7. 95 ( IH, br s) , 8.0 1 
(IH, br s) , 8.61 (IH, t) , 
8. 82 (IH, t) , 8. 97 ( IH, t ) ; 

MS(FAB)m/z 605 (IVI*+1); 7iM 
:»-tff<iC33H28Nfi O4 S<Dm%m{%) C. 64. 
58 : H, 4. 76 ; N, 13. 70, M^B 
(%) C, 64. 55 : H, 4. 66 : N, 1 3. 
36. 

[0494] (IS2) N- (3- (2- (4-S/i? 
n7'^;l/-2-^TVU;l') xf-ri;i/) 7x-;i/) -2 
4- ( IH— rh7V-;P-5— 

;<f-;P N- (3- (2- (4-x^'P7■f■;^-2-f• 
ry'y/^) Xf-r.;P) 7x-;u) r$/;<^;u;K-;p-3 

- (2- (4-^ h^i^^yJJl-) -2H-rb^V- 
;t/- 5 - ^ ;W ) ^-&#i!5:^S£0>J 1 <?)XS 5 

mi. mmmf.^. 

190*0 (decomp. ) (S^S?§li:^'o 
a*;l^A-X^y— ;P) ; IRi/max cm-i 22 1 
2,1 730; NMR (400MHz, DMSO-d 
6 ) 5ppm 1. 82~2. 36 (6H, m) , 
3. 68 (IH, m) , 3.99 (3H. s) , 
7. 45 (IH, d) . 7. 52 ( IH, t) , 

7. 54 (IH, s) , 7.91 (IH, 
d) , 8. 15 (IH. s) , 8. 73 (IH, 
s) . 8. 83 ( IH, s) , 8- 93 (IH, 
s) , 1 0. 85 ( IH, s) ; MS (FA 
B)m/z 485 (M* +1); TcSii-fffflCaj 
H20N6 O3 S • 1/2 H2 O^0f^»ffi (%) C, 6 
0. 84 ; H, 4. 29 : N, 17. 03, 
€(%) C. 60. 59 : H, 4. 17 ; N, 1 
6. 85. 

[04 9 5] [||JS«?IJ171] N-(3-(2-(4 
-v^'arf-;l^-2-f-rV'J;l') Xf-^;U) 

-2-xf-/l^-4- 
)l) KyXTi h' 

(ISI) N- (3- (2- (4-i^:J'D7'f-;P-2 
-f-rVU;l') xf-::i;l/) 7x-;P) -2-xf-yP-4 

- (2 - (A-^h^y'^yi^fU) -2H-rh9y- 



4- (2- (4-;<h^>"<y>'';U) -2H-rh7y 

5 - ^ ;P ) - 2 -x^;l^S#i?i: 3 - ( 2 - 
(4-i^^Dyf-;U-2-f-TyU;U) x^riyP) T- 
'j:/^. llifi0iJlO4OIS2i:l3I«{c«yiL. N- 

(3 - (2 - (4-i^^n7'f-;U-2-^ry 'J;W) x 
7x-;l^) -4- (2- (4-;< h^i^^Vi^' 
-2H-xb7y-;l^-5-'fyl/) -2-xf-;K 

NMR(400MHz, CDCI3 ) ^ppm 1. 2 
6 (3H, t) , 1. 91-2. 39 (6H. 
m) , 2. 93 (2H, q) , 3. 69 ( IH, 
m) , 3. 81 ( 3H, s ) , 5.76(2 
H, s) , 6.92 (2H, d) , 6.95 
( IH. s) , 7. 30~8. 1 0 ( 1 OH, 
m) . 

[04963 (IS2) N- (3- (2- (4-v'^' 
ny^;t^- 2 -^ryU/P) y x-jU) -2 

-ji^)V-A - (\\{-fhyY-)V-5--MV)Ky 

N- (3- (2- (4-£^^nyf-;U-2-^TyU 
)V) :3i^~)V) yx.-)V) -4- (2- (4-;<h^>' 
-2H-fhyY-)V-5-4)V) -2-x 

^ivA ^iv^^^yXT s K -^mmm i toxs 5 ^ 

mA 1 6 0~ 1 6 2'C (SMfaVf^E : S^^X^;P- n 
-^^-tfy) : IRi/max cm-i 2216, 165 
2; NMR (400MHz, DMSO-ds ) ^PP 
m 1.26 (3H, t) , 1. 87-2. 33 

(6H, m) , 2. 85 (2H. q) , 3. 67 

(IH, m) , 7.41 (IH, d) , 7. 4 
8 (IH, t) , 7. 53 (IH, s) . 7. 
63 ( IH, d) , 7. 99 ( IH, d) , 
8. 05 (IH, s) , 10. 69 (IH, 
s); MS(FAB)m/z 455(M*+1); 
7mmm.Cz%Hti^^ OS ■ 3/4 H2 OOlt^ffl 

(%) C, 64. 15; H, 5. 06 ; N, 1 
7. 96, Wm (%) C, 64.43; H. 
5.13; N. 1 7. 65. 

[0497] [^0IJ172] N-(3-(2-(4 

-i^^nyf-;i.'-2-^7yy;P) x.^~)V) yji- 
;W) -2-t'::i;i'-4- ( 1 H— r h^y-;!/- 5 — f 

(Xmi) N- (3- (2- (4-i^^'ay^/P-2 
-f-ryj/P) x^ri;l') 7xx;P) -2-b'r^;l'-4 
- (2- (4-p<h^i^<y>'';i/) -2H-rb7y- 

4- (2- (4-.?<hdf>"<.>i/yl/) -2H-Tb5y 

5 _ ^ _ 2 - t'ri;l^,ft#i8i: 3 - ( 2 - 
(4-i^^Dyf-;i/-2-f-7y';;u) Xf-^;l/) 7- 



(107) 



0-19 5063 



(3 - (2 - (4-S^^o7'^;P-2-f-TVU;L') x 
7x-;P) -4- (2- (4-^ h^i^'Ov 
-2H-f-h7y-;l'-5--Y;P) -2-t'::.;t^ 

NMR (40CMHZ, CDC I3 ) 5ppm 1.9 

1~2. 39 (6H. m) . 3. 68 ( IH. 

m) , 3. 81 (3H. s) , 5. 51 (IH. 

d) . 5. 76 (2H. s) . 5. 91 ( 1 
H, d) , 6. 69-8. 3 5 ( 1 4H, m) . 
[0498] (Ig2) N- (3- (2- (4-x^ 
uy^fU-2-^7YV)l') xf-r:;l/) 7x-;l/) -2 
-t'r:;W-4- ( 1 H— fh5V-;^- S-'f;!^) Ky 
XT 5 

N- (3 - (2- (4-v-^n7'^;P-2-^ryy 
)V) 7x-;l/) -4- (2- (4-^ hdfi^ 

'^.yvVP-) -2H— fh^y--'l'-5->f;l^) -2-h' 
-fU^yXT S K 5-|ISfe0« 1 <7)Xm. 5 i: |5l:K{cJ|S U . 

MA 168~172'C (decomp. ) 
U:W^Wt:^i-l\^-n—^^-ty) ; IRvmax cm-» 

2212.1646: NMR ( 4 0 OMH z . DM 
SO-de ) 5ppm 1. 83~2. 34 (6H, 
m) . 3. 67 (IH, m) , 5. 51 (IH, 

d) , 6. 00 ( IH, d) . 7.04(1 

H, dd) , 7. 42 ( IH, d) , 7.48 
( IH, t) , 7. 53 (IH, s) , 7.7 
7~7.80(2H, m) , 8.07-8.10 
(2H, m) , 8. 43 ( IH, s) . 10. 
76(1H, s) : MS(FAB)m/z 453 
(M* +1); TU^^^^ffiCasHzoNg OSOff© 

ffi (%) C. 66. 35 : H, 4. 45 ; N. 1 
8. 1 5, m^m (%) C, 66. 19: H, 
4.44; N, 1 7. 79. 
[04 99] [|llfSPiJl73] N-(3-(2-(4 
-i/:7^7■f-;^-2-^7Vy;^) x^:i;l^) 7x- 
fV)-2. 6->''77PjJ-n-4- ( 1 H-f h^V-yU 

(ISI) N- (3- (2- (4-i^i?07'^;U-2 
-^rVU/P) xf-r:;W) 7x:::;P) -2, 6->''7;l^ 
;rP-4- (2- (4-^b=^f>"<.>'i^';l/) -2H— f 

4- (2- (4-;<h^i/<y>';U) -2H— rb^r 
-yU-5— f;u) -2-2, 6-i^'7;u^oS-&#Ki: 
3- (2- (4-i^:?orf-;l^-2-^7yU;i^) xf- 

7-u , mm 1 0 3<ois 1 k nmizm. 

I. N- (3- (2- (4-x:7cJ7'^;l/-2-^rV 
•J/U) x^:i;U) 7x:i;l') -4- (2- (4-^h^ 
i^'<>yv» -2H—fh7V-;l'-5— fyp) -2, 



St^ 1 5 0-1 5 3^: (Wi^mm : ^uu^/l-i.- 
n-'^^-tfy) ; I Ri/ max cm-' 2216, 16 
58; NMR (400MHz, CDC I3 ) ^ppm 

1. 89-2. 4 1 (6H, m) , 3. 64- 
3. 73 ( IH, m) , 5.75 (2H. s) , 

6. 91-6. 93 (2H, m) , 6.95(1 
H. s ) , 7. 36-7. 4 1 (4H, m) , 

7. 71-7. 73 ( IH, m) , 7.76(2 
H. d) , 7. 87 (2H, s) : MS (E 

1 ) m/z 5 1 2 (M^ ) ; 7ES:5)-5f€C3i H24 F 

2 Ng OzScOftaM (%) C, 6 3.91; H, 
4.15: N , 14. 4 2, i!l^ffl(%) C, 6 
4.14: H, 4. 21 : N, 14. 40. 
[0500] (IS2) N- (3- (2- (4->^^' 
a7'^;l^-2-f-rv'y;l^) xf--;i/) 7x-;U) - 
2, 6-S;=7;l^:tO-4- ( IH-f h7y-;l'-5- 

N- (3- (2- (4-i'^n7"^;l'-2-f-Ty'; 
jl) xf-z^;l^) yx.~)U) -4- (2- (4-;<b^v' 
-2H-Tb7y-;l/-5-^;l/) -2. 6 
-a;7;W:tO'<yXTS h* SrlUfi^lJ 1 iOIg 5 i: 

mk 2 2 7-2 3 3r (decomp. ) (SMa^BJi 
IK : X:?y-;U-n-'\Jf-9-y) ; IRi/maxcm-i 
2212.1664; NMR (4 0 OMHz. DM 
SO-dg ) ^ppm 1. 84 — 2. 31 (6H, 
m) , 3. 63—3. 7 1 (1 H, m) . 7.4 
6 ( IH, d) , 7. 5 1 ( IH, t ) , 7.5 
4 ( IH, s) . 7. 72 ( IH, d) , 7. 
90-7. 92 (2H, m) , 8. 05(1H, 
s) , 1 1. 15 (IH, s) : MS (FAB) 
m/z 4 63 (M* +1); ytm^VimCisHi^ 
F2 Ng OS<0tl«fii (%) C, 59. 73: H, 
3.49; N, 18. 17, Sl^ffi (% ) C , 5 
9.83; H, 3. 60 ; N, 18. 19. 
[0 50 1 ] [|IMe^J174] N-(3-(2-(4 
-i^^u-/i-jl'-2-i-7YVJ\^) x^r:;l/) 7x- 
;^) -2-7;i^:to-6-;<f-;i'f-3j— 4- (IH-r 

(Xei) N- (3- (2- (4-i/:7a7'^;P-2 
-f-TVU/l^) Xf-ri;l,) 7x-;P) -2-7;W:tO- 
6-;»{^;Pf-;j— 4- (2- (4->><h^>"<.yv/l') 
-2H-Tb7y-;i'-5-^;i^) ^yXTS. vc^-^^ 
4- (2- (4-.Xh=^f>"<.y>'';l/) -2H-rh7y 
-;^-5-'^;^) -2-7;i^:to-6-.x-?^;H-:tS,& 
#ijt3- (2- (4-£/^'oy-?-;u-2-f-ry'; 

miz^mi. N- (3 - (2 - (4-i/^Dy^;w-2 

-f-ryj/P) xf-r:;U) 7x:=.;l/) -4- (2- (4 
-.xh^i^'<.y;/;l/) -2H— fh7y-;l'-5-'f 
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JU) -2-7;l'3rD-6-;><^;Pf-3i-^yXr5 HSrH 

NMR (4 OOMHz, CDC I3 ) ^ppm 1.9 
1~2. 40 (6H, m) . 2. 58 (3H, 
s) . 3. 65~3. 73 (IH. m) . 5.7 
6 (2H, s) , 6. 91-6. 93 (2H, 
m) , 6. 96 ( IH, s) , 7. 38~7. 4 
2 (4H, m) . 7. 67~7. 70 ( IH, 
m) . 7. 71-7. 74 (IH. m) , 7.7 
6 ( IH. s) . 7. 87 ( IH. s) . 7. 
90 (IH, s ) . 

[0502] (XS2) N- (3- (2- (4-j^i? 
o7'^;W-2-f'TVJ;l') xf--;W) 7x-;l^) -2 
-7;p3ra-6-p<f-;Pf-:t-4- (IH— rb^V- 
;u-5— <yX75K<o-^jS 
N- (3- (2- (4-j^^o:^^/P-2-^TV'J 

xf-r:yl/) 7x-;|^) -4- (2- (4-;><h^>' 
Kyi^fU) -2H-rb5V--'P-5-^;L') -2-7 
;U:to - 6 f-;Uf-:t<yXr 5 H IrHJi^lJ 1 (DXU 

18 2-18 7*C (decomp. ) (SfeS^ 
: X:J'/— ;l'-^'nn*;l/A) ; I R^/max c m-i 
22 12, 1656; NMR (4 0 OMHz, DM 
SO-dg ) appm 1. 84—2. 33 (6H. 
m) . 2. 62 (3H. s ) . 3. 63-3. 72 
(IH. m) . 7. 44 (IH. d) , 7.5 
0 (IH, t) , 7. 54 (IH, s) . 7. 
71 (IH. d) . 7. 75-7. 78 (IH. 
m) . 7. 86 (IH. s) . 8. 05 (IH. 
. s) . 1 1. 00 (IH. s) : MS (FAB) 
m/z 49 1 (M* +1); 7C^tJJ-^fflC24 H19 
FNg OSj C0ff»:ffl (%) C. 58. 76: H. 
3.90: N. 17. 13. SS^tt (%) C. 5 
8. 61 : H, 4. 12 : N. 17. 36. 
[0503] [IISSPIJ175] N-(3-(2-(4 
->'^o7f-/U-2-f-7y'J/l') xf-:::;!/) 7i- 
;W) -2-7;l^:tO-6-> h^>'-4- (IH-rh 

(Xgl) N- (3- (2- (4-i^^o7^;P-2 
-^rV'J;P) x^c:;P) 7x::^;l') -2-7;t':tn- 
6-^h^i^-4- (2- (4-;>{ h=^f;^'<.:^i^» - 

2H-rh7V-;i'-5-'f;i/) OXrSHc^^ 

4- (2- (4-^h^i/<yi^;P) -2H-f-h7V 

mb3 - (2- (4-s^^or^;i/-2-^TV'J;i') 
xf-::i;W) 7-U>S:, IISt0ll 04«0Ig2i:|S|^{c 
mmi. N- (3- (2- (4-S^^'a7"^;l.-2-f- 
ryiJ/W) x-f-yp) 7xx;l/) -4- (2- (4-;>< 
h^£/'<.yi/» -2H-xh7'/-;U-5-'f;l') - 

2-7;i/?i-o-6-^ hdfj^'^yxrs H^^Hfert 



;W7rXfcL.T#^. 

NMR (400MHz. CDC I3 ) ^Ppm 1.8 
9-2. 4 1 (6H, m) , 3.65-3.74 (1 
H, m) . 3.81 (3H. s) . 4.01 
(3H. s) . 5.76 (2H. s) , 6.9 
1—6. 94 ( 2H, m) , 6. 9 5 ( 1 H. 
s) . 7. 37-7. 39 (2H, m) , 7.3 
9— 7.42(2H. m) . 7.55—7.58 
(IH. m) . 7. 58 ( IH. s) . 7.7 
6-7. 78 ( IH, m) . 7. 84 ( IH. 
s) , 7. 88 (IH, s) . 
[0504] (ig2) N- (3- (2- (4-i^:J' 
vyi'lU-2-i-7Y^JfU) X^x;U) 7x-;U) -2 

-5-^)V) KyXr 5 Y<^^^ 
N- (3- (2- (4-i^^'D7>;U-2-f-Ty'J 
/U) xf-:i;P) 7x::::;l') -4- (2 - (4-^h^-> 
'<.yx;l') -2H-ThyY-)\^-5-^)U) -2-7 
;l^>rn-6-^h^vO-XTS F SrllSI0!1 1 i^XS 5 

fSA 210-213'C(decomp. ) (Silga^ 

y—Jl-'^aat^jUJ^) ; I Ri/iiiax cm-' 
2216,1680: NMR ( 4 0 OMH z . DM 
SO-dfi ) ^ppm 1. 86-2. 33 (6H, 
m) . 3. 63-3. 71 (IH. m) . 3.9 

7 (3H. s) , 7. 42 ( IH, d) , 7.4 

8 ( IH. t) , 7. 53 ( IH, s ) , 7. 
58 (IH. d) , 7. 65 (IH, s) . 

7. 72 ( IH. d) . 8. 05 (IH. s) . 
10.87(1H, s) ; MS(FAB)m/z 
475 (M* +1) : TmmmCziUi^FNe O 
iSmW-m(%) C. 60. 75: H, 4. 0 
4 ; N. 17. 71, jiSffl(%) C, 60. 8 
1 ; H, 4. 25 ; N, 17. 62. 

[0505] [Il*lf?ljl76] N-(3-(2-(4 
-x^a7'^y^-2-^7yU;l^) xf-::x;W) 7x- 
;l/) -2-'f VTn;K='ri^-4- ( 1 H-r h^V-/!/ 
-5-^;P) '<.yX75 F : 

(Xgl) N- (3- (2- (4-S^i?oy^;l.-2 
-^77" 'J ^P) X^r^/P) 7x-;W) -2--< yra;K 
^i^-4- (2- (4-^b='fx^yi^'/l/) -2H-r 
hyV-)V-5-^)i') KyX7^Y<^^^ 
4- (2- (4-^h^S^O'i^» -2H-Tb5y 
5 _ 2 yra.-K^v'S.f.Sigi: 3 - 

(2 - (4-i^i7n:J^^;i'-2-^7y'J;P)x^x 
/w) 7-'jyS:. iiM«^io4<oxg2tisisi:5aa 

L, N- (3- (2- (4-x^ny-f/l/-2-^7y 
U/U) 7xX/l/) -4- (2- (4-^h^ 

i^'<.y>'>) -2H— rh^y-^P- 5 -'f/P) -2- 
y7*D;K=3f£//^yX75 HS:#/^. 
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mA 124~12 5'C(BM^iK: :?00*;Wi.- 
n—^^Vy) : I Rt'inax cm-> 2212, 16 
70: NMR (400MHz, CDC I3 ) appm 

1. 58 (6H. d) , 1. 91~2. 40 (6 
H. m) . 3. 66-3. 74 (IH, m) , 
3. 80 (3H, s) , 4. 97~5. 03(1 
H, m) . 5.75 (2H, s) , 6. 89~ 
6.93 (2H, m) , 6. 96 ( IH, s ) , 

7. 34~7. 4 1 (4H. m) . 7. 76- 
7. 79 ( IH, m) , 7. 84 ( IH. s ) , 

7. 86-7. 88 (2H. m) . 8.39(1 
H, d) , 1 0. 26 ( IH, s ) ; MS (E 
I) m/z 604 (M* ) ; 7cSt«"*f<iC3,H32N 
6O3 Sc7)lh»« (%) C, 6 7. 52 ; H. 5.3 
3 ; N, 13. 90. SISffi (%) C, 67. 4 
7 ; H, 5. 44 ; N. 14. 02. 
[05061 (IS2) N- (3- (2- (4->'^ 
o7'f-;P-2-f-ry'Jyl^) xf--;p) :7x::^;i') -2 
--<yro;K^i/-4- ( lH-Th7y-;I^-5— ^ 

N- (3- (2- (4-v^'nr-f;P-2-f-Ty'; 
/l,-) X^r:;l^) 7x-;P) - 4- (2- (4-P<h^i/ 

-2}i-Thy'-/-)V-5-^)U) 
yrn*f^v<yXTS H$rllj!ife0iJl<^lS5 t|5|«t; 

mA 2 0 7-2 lO'C (decomp. ) (S^a^^ 
■^UVit-jVA) ; IRumv. cm-^ 22 16.1 
672: NMR (400MHz, DMSO-dg ) 5 
ppm 1. 41 (6H. d). 1.86-2.3 
3 (6H. m) . 3. 63-3. 7 1 ( IH, 
m) . 4. 80— 4. 86 ( IH. m) . 7.4 
0 (IH, d) , 7. 48 (IH, t) , 7. 
53 ( IH. s) , 7. 72-7. 76 (2H. 
m) , 7. 79 (IH, s) , 7. 85 (IH. 
d) , 8. 09 ( IH, s ) , 10.38(1 
H, s) ; MS(EI)m/z 484 (MM: 

7cs^^«f€C26H24N6 02 s<m%m{%) C, 6 

3. 27: H. 5. 10: N. 17. 03.S»^ffi 
(%) C. 63. 39 : H, 4. 87 : N. 1 
7. 25. 

[05071 [Ilitl?ijl77] N-(3-(2-(4 
-i^^Dyf-;l'-2-f-Ty'J;l') X^ri;W) 73.- 
)V) -2-t b'ndfi^-4- ( lH-7'h7y-;P-5 
-'fyPXyXTSH : 4- (2- ( 4 -P< h=Sf i^'O' 
iZ/U) -2H— rb7y-;l/-5— -2-'fy7' 
Dd^=Sf i^^c-ftSSg 9 7m gRX/&tTJl' S.~^A53m 
gtcl. 2-v:?oox:J'y2 0m 1 SrJnt. 2 0^^ 
jDfBlsSU^t. EJSEiRS: 1 NJg^3 Om 1 icjo 

SbS 160-1 63*0 (decomp. ) {imSM 



Rj^max cm-' 2212,1644: NMR(40 
OMHz, DMSO-ds ) 5ppm 1. 84-2. 
33 (6H. m) . 3. 63-3. 71 (IH. 
m) . 7. 43 ( IH. d) , 7. 49 (IH. 
t) , 7. 53 ( IH. s ) . 7.63(1 

H, dd) . 7. 71 (IH, d) , 7.81 
( IH. d) . 8. 08 ( 1 H. d) . 8.10 
( IH. s) . 1 0. 58 ( IH. s ) . 1 

I. 83(1H, br s) : MS(FAB)m/ 
z 44 3 (M* + 1) . 

[0 5081 CUSfi^Jl 78] N-(3-(2-(4 
->'^'nrf-;l'-2-f-Ty'J;U) 7x- 
-2--ha-4- ( IH— rh7y-;l'-5-— f 
KyXTS. H : 

(Xgl) N- (3- (2- (4-x:5'nyf-;l/-2 
-f-ryU^U) xf--;U) 7x-yp) -2--fa-4 
- (2- (4-;<h^>^'<.yi^';l/) -2H-Tb9y- 
;l/-5--f;U) <yxr5 Hto-^JS 
4- (2- (4-;><h^i-'<.yi'» -2H-Th7y 
-^P-S-^fyU) -2-:^hn^,&#igi:3- (2- 

(4-i/^pyf-;l/-2-f-Ty'J;U) xf-r:;!/) T- 
'J . mtm 1 0 4 <7)IS2 i: ISItttcMS t , N - 

(3 - (2 - (4-i^^oy^;P-2-f-Ty'J/W) X 
f-r:;P) yx-fV) -4- (2- ( 4 h^Sfv-^yx 
yl') -2n-^Y3V-lV-5-4)l) -2-~\'UK 
yXT 5 K & j?l^lf fer^ ;l'7 rXt Lxnfz . 
NMR (400MHz. CDC I3 ) ^ppm 1.8 
8-2. 40 (6H. m) . 3. 68 (IH, 
m) , 3. 8 1 (3H, s ) , 5. 78 (2H, 
s) . 6. 93 (2H. d) . 6.96(1 
H. s) . 7. 39-7. 83 (8H, m) , 
8. 47 ( IH. d) . 8. 83 ( IH, s) . 

[05091 (JM2) N- (3- (2- (4-i^^' 

u-:r^)v-2-i~rv^))V) yx~iv) -2 

--hD-4- {IH-rVyY-lV'-S-^ )V) Ky 
XT 5 K<^-^^ 

N- (3- (2- (4-i^^oyf-;P-2-^Ty'J 

Xf--;U) 7x-;U) -4- (2- (4-^h^^ 
^yi/^yl^) -2U-r-hyY-)U-5-^/U) -2-- 

fflUS >3 OOr (S^B^?M : ^'DO*;WA-^:5'y 
: IR^/max cm-i 2204, 1658, 1 
584. 1 536, 1 362, 1320: NMR (4 
OOMHz, DMSO-de ) 5ppm 1.84— 
2. 33 (6H. m) , 3. 67 (IH, m) , 
7. 44 ( IH, d) . 7. 50 (IH. t) , 

7. 54 ( IH. s) . 7. 69 ( IH. 
d) , 7. 99 (IH, d) . 8.. 03 (IH, 
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s) , 8. 52 ( IH. d) , 8. 78 ( IH. 
s). ll.OOdH. s); TU^^ffffiCas 
H,7N7 O3 SCOWrM-MiX) C, 5 8. 59: 
H. 3. 63 ; N. 20. 79, jffl^M (%) 
C. 58. 20; H, 3. 86; N, 20. 61. 
[05101 [HSfe^Jl 79] N-(3-(2-(4 
-i^^n7'^;U-2-f-7V'J;l/) x^-;U) 7x- 

-2-rS/-4- (lH-T>-9V'--'P-5--f 
yP) ^yXrS H : 
(Xgl) N- (3- (2- (4-i^^'D7'f-;L'-2 
-^rVU/W) x^:i;P) yj:-;^) -2-757-4 
- (2- (4-P< b^j^'^yi^Vl/) -2H-Th7y- 

N- (3- (2- (4-J/^o7'f-;l^-2-f-7VU 
;p) xf--;P) 7x-;l/) -2-:iho-4- (2- 

(4-7 h^i^'^yJ^VP) -2H-Tb7V-;l'-5- 
>f;U) <yX75 }it:mmi7bmmz9mi. N- 

(3- (2- (4-i^^n7'^;P-2--?-7y'iJyP) X 
i'-^U) ya:.-fV) -4- (2- (4-7h^v<y>'' 
-2U-TVyV-)V-5-^ >V) -2-75 7^ 
>X7S K^^3lfe7t;l'7 rXfc tT#:t, 
NMR (400MHz, CDC I3 ) 5ppm 1.9 
0~2. 4 1 (6H, m) , 3. 68 ( IH, 
m) , 3. 80 (3H, s) , 5.67 (2H. 

br) . 5. 75 (2H, s) . 6.91(2 
H, d) . 6. 96 (IH, s) . 7. 3 8~ 
7.56 (8H, m) . 

[0511] (Xg2) N- (3- (2- (4-i^i? 

orf•;^-2-^7Vy;^) 3:i--)V) 7x-;u) -2 

-7Sy-4- ( IH-rb^V-ZW-S-^/U) 

X7$ K«-^^ 

N- (3- (2- (4->'r?o7'f-;P-2-^7VU 
;P) xf-:z;P) 7x-;I^) -4- (2- (4-7 h^v- 
'^yi^Vl/) - 2\i-TVyV-)V-5-^)V) -2-7 

5 7 < y X7 5 K SrHSStRI 1 ^OIS 5 i: t . 

MA 16 4-1 68*C (SiS^aJ: ^'OD;^;l^A- 
7:?7-yl') ; NMR(400MHz. DMSO-d 

6 ) 5ppm 1 . 84-2. 33 (6H, m) , 
3. 67 ( IH. m) , 7. 22 ( IH, d) . 

7. 39 (IH, t) . 7. 51 (IH. 
s) , 7. 53 (IH, s) . 7. 80 (IH, 
d) , 7. 85 ( IH, d) , 8.11(1 

H, s) , 1 0. 32 ( IH, s) ; MS (F 
AB)m/z 442 (M* +1) ; TC^^^ffflCja 

H19N7 OS • 3/4H2 OOtWii (%) C. 6 
0. 7 1 ; H, 4. 54 : N, 2 1 . 55. gll^ffi 
(%) C. 60. 88 ; H, 4. 23 ; N, 2 

I. 33. 

[05121 [|lit0lJl8O] N-(3-(2-(4 



->'^'07'^;U-2-f-7y"y;W) x^:::;!^) 7x::: 
)V) -2--f;f H-4- ( lH—fb7V-;P-5— f 

)V) <yX7SH : 

(ISI) N- (3- (2- (4->':?n7'-f/P-2 
-f-7yy;l^) X^:i;U) 7x-;l^) -2— f:tH-4 
- (2- (4-7h^i/<y>'» -2H-rh7V- 

;i/-5— ^/u) ^yXT^ Ycn-^^ 

4- (2- (4-7 h=3fi/'<.y>'';l') -2H-xb7y 
-;U-5-^;l-) -2-'f:tH$,&Si?i:3- (2- 

(4-i^i?oyf-yl.-2-^7V'J;^) Xf--;!^) 7- 
'JySr, ^Sfi^l 04<7)lS2i:|5|^tcMaU, N- 

(3 - (2 - (4-i/^n7'-?-;l^-2-^7y'J;i^) x 
ys.~)V) -4- (2- (4-7h^i/'<.yi/' 
;P) -2H-7-VyV-)V-5-^)V) -2->{tY^ 
yX7^ Yir^)VyrXhLXWz. 

NMR (400MHz, CDC I3 ) 5ppm 1.8 

4~2. 39 (6H. m) , 3. 67 ( IH, 

m) , 3. 81 (3H, s) , 5.75 (2H. 

s) , 6.92 (2H, d) , 6.94(1 
H, s) . 7. 39-7. 4 1 (4H, m) , 
7. 61 (IH, d) . 7. 67 (IH. m) , 

7. 72-7. 74 ( IH, m) . 7.89(1 
H, s) , 8. 18 (IH, d) , 8. 67 (1 
H, s ) . 

[05131 (IS2) N- (3- (2- (4-^^^^ 

uy^)V-2-i-T'r'))v) 7x-;i/) -2 

-Ai^Y-A- ( IH— rh7V'-/P-5--<;P) '<.y 
X75HC0-^^ 

N- (3- (2- (4-i'^nr-f;l'-2-^7yU 

Xf--;U) 7x-;U) -4- (2 - (4-7h^>- 

^yi/VU) -2H-Tb7y-;u-5-^;P) -2->f 
it H^yX75 HS:^5S0!1 1 C7)IM5 i:|5l«tJ!ifi|L. 

mA 1 52-1 54r(decomp. ) (S^^b?§ 
ii: ^'oo;^;l^i.-7:J'7-;P) ; NMR(400M 
Hz, DMS0-d6 ) 5ppm 1. 84—2. 34 
(6H, m) . 3. 67 (IH, m) . 7. 4 
3 ( IH. d) , 7. 50 ( IH, t ) . 7. 
54 (IH, s) , 7. 76 (2H. d) . 8. 
07 ( IH. s) . 8. 18 ( IH. d) . 

8. 58 (IH. s) , 10. 77 (IH, s) ; 
7uS^«f<iC23Hi7 I Ne OS • I/4H2 Om% 

li (%) C, 49. 6 1 ; H. 3. 1 7 ; N, 1 
5. 09. mm. (%) C, 49. 45 ; H, 
3.42; N, 1 5. 02. 

[05141 [|lit0<Jl81] N-(3-(2-(4 
-i/9uy^)V-2-^7Y^})V) y x~ 

)V) -2-7h^>'-6-7^;U-4- ( IH-f h7 
y-yP- 5-A)V)K yX7 S Y 

(ISl) N- (3- (2- (4-v^oy^;l/-2 
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6-;<^y^-4- (2- (4-^hdfi^<^x>) -2 
H-Th7V-/U-5--</P) '<.yXTS HiO'^^ 
4- (2- (4-;^h^>"<>'i^» -2H-xh9V 
-/U-S-'f;!^) -2-;><h^j^-6-^^;l^SSIg 
i:3- (2- (4-v^o7*f-;W-2-^rv'U;W) X 
f - - ) T- 'J y ^ . HifSC^J 1 0 4 (7)Xg 2 h lal^tcM 
SL> N- (3- (2- (4-x^o7"f-;l^-2-^7 
Vy;l/) Xf--;|/) 7xx;l/) -4 - (2 - (4-^b 
dfv-'^^y^'^) -2H-Tb7V'-;l'- 5-^/1^) -2 

iUSi 7 5-7 7'C (Sigfa^^«:*-X:5'/-;U) ; 

NMR (400MHz. CDC I3 ) ^Ppm 1. 
90~2. 30(6H. m) . 2. 34(3H. 
s) , 3. 60-3. 70 ( IH, m) . 3.7 
6 (3H. s) , 3. 88 (3H. s) . 5. 
93 (2H. s) , 6. 97 (2H, d) . 6. 
98 ( IH, s) . 7. 39~8. 08 (8H. 
m) . 

[0515] (IS2) N- (3- (2- (4-i/i? 
a7'f-;l^-2-f-TVy;W) x^x/P) 7xx;u) -2 
-^h=^fi^-6-;<^;k-4- ( IH-xh^y-^P- 
S-^/W) <yXT5 HO^fiS; 
N- (3- (2- (4-v^?nrf-;P-2-f-ry<J 
;U) xf-ri;l.) 7x-;l^) -4- (2- (4-;>< h^Jf-i^ 

^yv'VW) -2H-Tb7V-;i'-5-'f;t') -2-^ 
h ^ 5/ - 6 - ^ ^/w^y XT s H ^HiSffiJ 1 <r)xm 5 

jsj^ 1 8 1 ~ 1 8 4^: mm&mm ^ no*;PA- 

; NMR (400MHz, DMSO-d 
6 ) dppm 1. 90~2. 30 (6H, m) , 
2. 34 (3H, s) , 3. 60~3. 70(1 
H. m) . 3.76 (3H, s) , 3.88 
(3H. s) , 7. 39 ( IH. t ) . 7. 45 
( IH. d) . 7. 53~8. 08 ( 5H, 
m) . 10. 52 (IH. br s) ; MS (F 
AB)m/z 47 1 (M* +1) ; TiM^Vfi&Cif, 
H22N6 O2 S • 1/lOHj O«0tf»ffl (%) C, 
6 1.61; H, 4. 56 ; N, 1 6. 97. S!l 
^ffl(%) C, 61. 87 ; H. 4. 80 : N. 
16. 62. 

[0 5 16] [|ISfi<?1182] N-(3-(2-(4 
-i/^'07'^;l/-2-f-Tyj;l') x^r:;w) 7x:i 

-2-:7nn-6-7;P:to-4- ( 1 or 2 
H—fh7y-;l'-5->f;l<') 'C.yXTSH : 

(ISI) N- (3- (2- (4->'^'o7'f-;l'-2 
-f-TVU/U) x^r:;!/) 7x-;P) -2-^^00-6 
-7;P^D-4- (2- (4-;'<h=3fi^'<.>'>'VU) -2 
H-r h5V-;P-5— f/l') Kyxri\^<^!^ 
4- (2- (4->h^v'<>yi^;l/) -2H-Th9V 



-)V-5-4)V) -2-:;!'on-6-7/U3i-n^,tSi? 
i:3 - (2 - (4-x7o7'^;l'-2-f-rV';;P) x 
^ - ) T- y Ir , HMfi^J 1 0 4 Ol^g 2 ISISlcM 
aL. N- (3- (2- (4-i^i?a7'f-;P-2-f-r 
V'Jyl') xf-x;k) 7x-;l^) -4-(2-(4-;>{h 
^v^yi/;!/) -2W-TVyY-)V-5--i)V) -2 
-^ao-6-7;w^r o'^.yXT 5HS:7t;l^7TXi: 

NMR (400MHz. CDC I3 ) ^ppm 1.9 
0—2. 30 (6H, m) , 3. 60~3. 70 (1 
H. m) . 3. 76 (3H. s) . 5. 93 
(2H. s) , 6. 97 (2H. d) , 6.9 
8 (IH, s) . 7. 39-8. 08 (9H. 
m) . 

[0517] (XS2) N- ( 3- (2- (4-S^^ 
u:/^)V-2-^7V^))V) 7xr^yP) -2 

-^'OD-6-7;l/-:tn-4- (lH-rb7V-;U- 
5-4 )V) KyX7^ Hc7)-^b£ 
N- (3- (2- (4-i^^a7"^;L'-2-^TV''J 

Xf-c^^l-) 7x-;l^) -4- (2- (4-^ h^v- 
Kyi^VU) -2H-xh7y-;U-5-'f;l') -2-:?' 
00 - 6 - 7;Wjj-n'< yXT 5 b' SrHSfeCT 1 <OXn 5 i: 

2 1 6~2 3 6-C (Si^B^BJgiE : ^oa^-^/UA- 
; NMR (400MHz. DMSO-d 
6 ) 5ppm 1. 90~2. 30 (6H, m) , 
2. 34 (3H, s ) , 3. 60-3. 70(1 
H, m) , 3.76 (3H. s) . 7.39 
(IH. t) . 7. 45 (IH, d) . 7. 54 
— 8. 08(5H, m) , 10. 52 (1H, b 
r s) ; MS (FAB) m/z 479 (M* + 
1) . 

[05 18] [Ilifi0ljl83] N-(3-(2-(4 
-te r t-yf-;W-2-f-Ty';;l^) xf-r:;!/) 7x 
-2-7)V^u-A- {in-'fVyV-)V-5 
-4)\/) A^yXrSh' : 

(ISI) N- (3- (2- (4-te r t-y^;U 

-2-f-ryy-'l^) x^-;l/) 7x-;l/) -2-7;l':t 
D-4- (2- (4-^h^v-<y>';^) -2H— rb 

4- (2- (4-^b^5/^yi/» -2H-Tb5y 

-;i/-5--f;i/) -2-y>u^u^mmt3- (2- 
(4-te r t-yf-;l'-2-f-Ty'J/l^) xf-r:;P) 
TxijySr, IIM«?1J1 04c0lS2i:|iimc«iaL. N 

- (3- (2- (4-t e rt-y^yp- 2 -^ry 'J 

;P) JL^OV) 7x-;l/) -4- (2- (4-^h^v 
Ky'JjV) -2W-7-VyV-)\^-5-A)V) -2-7 
;W:toALyXT5 HSr#Jt. 

MA 2 1 2-2 1 3X: (Si^a^ii : ^'no^/PA- 
n-A^dr-^-y) ; IRt/naxcm-' 2212. 16 
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58; NMR (400MHz, CDC I3 ) ^ppm 

1. 38 (9H. s) , 3.80 (3H, 
s) . 5. 76 (2H, s) . 6. 90-6. 9 
3 (2H. m) . 6. 97 (IH. s) , 7. 
36~7. 42 (4H, m) . 7.71-7.74 
(IH, m) , 7. 93 ( IH. s) , 7.9 

7 (IH, dd) , 8. 08 (IH, dd) , 
8. 28 ( IH, t) . 8. 50 ( IH, d) ; 

MS (FAB) m/z 567 (M* +1): 7C 

{%) C. 65. 19 ; H, 4. 85 ; N. 1 
4.71. m^m (%) C, 64. 96 ; H, 
4. 80 ; N. 14. 57. 

[0519] (IS2) N- (3- (2- (4-te 

-2-y)V:^U-A- ( lH-rh7V-;U-5--^ 

N-(3-(2-(4-te rt-y^)V-2-^TV 
y;U) x^-yl-) 7x-;l^) -4- (2- (4-;<h^ 
i/^yi/)V) -2V{-ThvV-)V-5-^)V) -2- 

yjutuKyXT s K ^HMM 1 ^ois 5 k mmizm. 

Wj^ 2 14~2 1 6'C (decomp. ) (H^^jf 
^:i?nn*;l/A) ; NMR (400MHz, DMSO 
-de ) ^PPm 1.32(9H. s),7. 47 
~7. 50 (IH, m) , 7. 50 (IH. 
s) . 7. 77 (IH. d) , 7. 94 (IH. 
t) , 7. 98~8. 03 (2H, m) , 8. 0 

8 ( IH. s) , 1 0. 77 ( IH, s) : M 
S (EI) m/z 446 (M» ) -.Ttm^mmCisH 
igFNg OS ■ I/4H2 OiOH-^ffi (%) C, 6 
1.25; H, 4. 36 ; N, 18. 6 3, MM 
« (%) C, 6 1. 36 ; H, 4. 42 ; N, 1 
8. 52. 

[0 5 20] [^i6«?IJl84] N-(3-(2-(4 
-iy^Ziri-)\^-2-i-TY0)l) 7x- 
;l/) -2-7'o^-4- ( lH-Tb5y-;l'-5— ^ 
^l') ^yX75 K : 

ixni) N- (3- (2- (4-vi?a7'^;l.-2 
-^TVU;!^) xf•:z;^) 7x-;l') -5-^0^-3 
- (2- (4-->( h^v-Kyv'/P) -2H-Tb5y'- 

3- (2- -2H-Th7V 
-;l/-5— f;P) -5-7'om&#i?i:3- (2- 
(4-S^^n:/f-;l/-2-f-ryj;P) xf-::i;i/) T- 
U>S:. |ISfe0)l 0 3C0XSli:l^i^l:JISL, N- 

(3- (2- (4-i'^'or-f;i^-2-f-rvu;p) X 

f-r:;!.) 73.-fV) -3- (2- (4-^ hdfi/'^>i; 
;P) -2H-Tb7V-;W-5— f/P) -5-7'at^ 



UUS 1 6 7-1 7 4r mt^^Bmm ■. ^'oa*;Wi.- 
n-A,dfHf>-) ; I Rt/max cm-i 2212; N 
MR (4 0 OMHz, CDC I3 ) 5ppm 1.87 
-2. 44 (6H, m) , 3. 70 ( IH, 
m) , 3. 80 (3H, s) . 5.75 (2H. 

s) , 6. 92 ( 2H, d) . 6.96(1 
H, s ) , 7.3 6~7. 4 2 (4H, m) , 
7. 73 (IH, m) , 7. 90 (IH. br 
s) , 8. 07 (IH, br s) , 8. 15 (1 
H, t) , 8. 45 (IH. t) , 8. 49 
(IH, br s) ; MS(FAB)m/z 625 
(M* +1) ; 7cS:«-«ffiC3iH25BrN6 Oj S 
■ U2 Off^mm. {%) C. 57.85; H. 3. 
70; N, 13. 06. M^M (%) C, 58. 
11: H. 4. 26 ;N. 13. 31. 
[052 1 ] (IS2) N- (3- (2- (4-i/:? 
o:/f-;W-2-f-Ty>;;U) x^-/l^) ^x:::;!/-) -5 

-7"o^-3- ( IH— f^5V-/^-5-'^;^) 

N- (3 - (2 - (4-i^^'ny^;l--2-^Ty''; 
;W) xf--;U) 7x:i;l') -3- (2- (4-;<h^>' 
'^yi^Vl') -2H-rh7V-;^-5-'f;l') -5-7' 
o^r^yXTS H2r^ififiajl<7)XS5i:|5l«ic3!jmt. 

21 7-222^ (decomp. ) (lf|gfB>§ 
^: ^nn*;l/A-n-^=^f-9-y) : NMR (400 
MHz. DMSO-dg ) 5ppm 1. 85—2. 3 
8 (6H, m) , 3. 68 ( IH, m) , 7. 
32 (IH, s) , 7. 37 (IH, d) , 
7. 44 (IH, t) , 7. 88 (IH, br 
d) , 8. 15 (IH, br t) , 8. 36 
( IH, brt) , 8. 44 ( IH, br 
t) , 8. 72 ( IH, br t) , 1 0. 63 
(IH, s) ; MS(FAB)m/z 505 
[(M*+2)+l].503[(MM+l]; 
7C*^*fffiC23HnBrN6 OS • 3/4H2 OC0ft» 
m {%) C, 53. 23 ; H, 3. 59 : N. 1 
6.20.SM(%) C. 53. 54: H. 3. 
6 5; N, 1 5. 7 2. 

[0522] [|IS£fi?iJ185] N-(3-(2-(4 
-i^9U'f^)V-2-i'r^/^))V)S.^-}V) 7x- 
)V) -2-t Ko^>'-6-^f-;P-4- ( lH-r^ 
^y_;^_5_^yXrS^' : 
N- (3- (2- {A-i^^uy^)\/-2-^TV^) 

7x-;l') -2-}<Y^i^-b-i^'i-)V 
-A- ( lH-xh7y-;l.-5-<yXrSH^IIife 

mA 2 14-2 18°C (decomp. ) (S^b^b?§ 
jK: ^oa*;WA-^^'/-;P) : NMR (400M 
Hz, DMSO-de ) 5ppm 1. 90-2. 30 
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(6H, m) , 2. 34 (3H. s) . 3.6 
0—3. 70 (1 H. m) . 7. 3 5 (IH. 
t) . 7. 49 (IH, d) . 7. 53 (IH, 

s) . 7. 55 (IH. s) . 7. 62 ( 1 
H, s) , 7. 82 ( IH, d) , 8.08(1 
H. s) , 10. 43 (IH, s) , 10. 52 

(IH, s) ; MS(FAB)m/z 471 (M 
^ +1) . 

[0 5 23] [|lit^Jl86] N-(3-(2-(4 

-iy^'ar^)V-2-^TY'))V) x.i-=~)V) 7x- 
)V) -N-t h'D^i'-4- (lH-rh7y-;P-5 

(Xgl) N- (3- (2- (4-i^:?oy^yt'-2 
-f-TV'J;P) xf--;l/) ^i-yp) -N-t Ko^i/ 
-4- (2- (4-;'(h^i^'<.>'v'» -2H-Th9 

y-;i^- 5 - ^ ;u ) 'syxr s ho-^E 

N- ( 3— f Jj-H7x-;U) -N-tKodf>'-4- 
(2- (4-;< h=3fi^^>'x» -2H-f-h7y-;P 
-5--f;U) OXrS Hi:4-5^^?n7'f-;l'-2-x 

N- (3- (2- (4-j^i5'D7'^;U-2-^Ty'; 
;P) xf-r:;U) y -N-t h'odfi^-4- ( 2 

- {4-?^h^i^Ky=J)\^) -2H-Thy'/-)U-5 

NMR (400MHz. CDC I3 ) ^PPm 1.9 
0~2. 40 (6H. m) , 3. 60~3. 70 (1 
H, m) , 3. 80 (3H, s ) , 5.7 5 

(2H, s) , 6. 90 (2H, d) , 7.3 
5~8. 30 ( 1 2H. m) . 

[0524] (IS2) N- (3- (2- (4-i^^ 
uri-)V-2-^TV^))V) x^:z;P) 7x-;U) -N 
-tHa^v— 4- ( IH— fh7y->'l'-5-^;l/) 

N- (3- (2- (4-i/^oyf-;i^-2-^Tyi; 

)V) Xf-r:;l/) 7x-;U) -N-h KDdfi/-4- (2 

- {A-^V^'y^yJlV) -2H— rh7y-;^-5 

-^)V) ^yx7 5 H ^mm 1 oxg 5 b mk\,zm. 

167~170*C(decomp. ) (S^fsJg 
iSE:»i?xf-;l/-p<:?/-;l') : NMR(400MH 
z. DMSO-ds ) 5ppm 1. 90~2. 40 
(6H, m) . 3. 60~3. 70 ( IH, 
m) , 7. 53 (IH. s) . 7. 64 (IH, 
t) , 7.87 (IH. d) . 7. 92 ( 1 
H. s) . 8. 07 ( IH. d) . 8.3 0- 
8. 40(5H, m); MS(FAB)m/'z 44 
3 (M* +1 ) . 

[0 5 2 5] [|ISI«?IJ187] N-(4-(lH-T 
Vy^/-)V-5->{)V) yji-fV) -3- (2- (4- 
v^' nyf-;l/- 2 -f-ry 'J /W) xf-x;i.) <yXT5 



K : 

(1^1) N- (4- (2- (4-;<h^i^'<yx 
y^) -2H-Th7y-;P-5-^;i/) 7x::::;U) -3 
- (2- (4->'^'07>;U-2-f-ry'J/l') x^x 

3- (2- (4-i^:7nyf-;P-2-f-TyU;l') X^ 
x;l.) 4 - ( 2 - ( 4 h^i^Kyiy)U) 

-2H-rb7y-;P-5->f;w) Txyy^rHSfefiajl 
0 3<^lSli:|SIWc«ML. N- (4- (2- (4- 
^h^i^^yi^'yl/) -2n-TVyV-)l-5-^)V) 
yx~)V) -3- (2 - (4-S/:J'oy^;W-2— 
ytj;U) x^x;i^) <yX7S 
MA 1 7 9- 1 8 ox: (SSfa^ii : ^nn;fv;|.A- 
n-A,^1^y) ; I Rj/max c m-i 2216. 16 
62; NMR (400MHz, CDC I3 ) (^ppm 

1 . 94~2. 40 (6H, m) . 3.66~ 
3. 73 ( IH, m) , 3. 80 (3H. s) . 
5. 73 ( 2H, s ) . 6. 89~6. 92(2 
H, m) , 6. 99 ( IH, s) , 7. 38~ 
7. 40 ( 2H, m) . 7. 52 ( IH, t ) , 

7. 75 (IH. d) . 7. 80 (2H, 
d) . 7. 93 ( 1 H, d) . 8. 03 ( IH, 

s) , 8. 06 (IH. s) , 8. 1 5 (2H, 

d) ; MS (FAB) m/z 547 (M* +1 ) ; 

T^^a-flfMCsiHjgNe ©2 S(m%W.{%) C. 
68.11; H, 4. 79 ; N, 1 5. 38, M 
•m. (%) C. 67. 79 ; H, 4. 8 1 : N. 
15. 24. 

[0526] (Xg2) N- (4- (IH-xh^y 
-)V-5-^)V) 7xx;P) -3- (2- (4-i^:J'n 

y^;p-2-f-ryu;u) x^x;p) '^yxrs k<?)-^ 

N- (4- (2- (4-^h=5ri^'<yj^» -2H-r 
h7y-;P-5--<;W) 7xX;l/) -3- (2- (4- 
>-^nyf-;U-2-f-ry'J;U) x^xyi/) <yXTS 
K SrHidC^iJ 1 <7)Xe 5 i: ISI^ICMS t . m!!i^mfz . 
UlA 24 5~246X; (decomp. ) (I^h^b^ 
: ^00:^;^A-x^'/— ;P) : I Rt/max cm-i 
2216,1654; NMR ( 4 0 OMH z , DM 
SO-dg ) ^ppm 1. 96-2. 32 (6H, 
m) . 3. 64-3. 72 ( IH. m) . 7.5 
■5 (IH, s) , 7. 67 (IH. t) , 7.8 
9 ( IH, d) . 8.0 1-8. 04 ( 3H. 
m) , 8. 07 (2H, d) , 8. 29 (IH. 

s) . 10. 65 ( IH. s) ; MS (FA 
B)in/z 4 27 (M* +1): 7^4J-*fttC23 
HisNe OS - 1/4 Hz Omnm {%) C, 6 
4.10; H.4. 33: N. 19. 50, 
m. (%) C. 63. 89 ; H. 4. 25 ; N. 1 
9. 37. 
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[0 5 27] [|IM«flJl88] N-(3-(lH-T 

h7V-;i'-5-'f;i^) 7x-;i') -3- (2- (4- 
£/^'ay^;l^-2— ?-TV'J;U) J^i'-J\^) O-XTS 

(ISI) N- (3- (2- (4-^h=Jri^'<yS^' 

-2H-Th5y*-;u-5-^;w) 7x-;i<-) -3 

- (2 - (4-i/i?P7'f-;U-2-^7yU;W) Xf-:z 

3- (2- (4-v'^07'^;l'-2-f-Ty'y/P) Xf- 

^.mmt 3 - ( 2 - ( 4 h=5f i/^yv-vi/) 

- 2 H -f - h 7 V-;w- 5 - ;P > T- 'J y SrHJiPiJ 1 
04<^XS2i:|5l:KtC«fflL. N- (3- (2- (4- 

^h^v'^yj^';!/) -2H— fh7V-yi^-5-^;i^) 

7x-;P) -3- (2- (4-i^^o7'f-;l/-2-f-T 

WA 1 8 5~ 1 8 6r m^BBmm ■. ^ Da;^;UA- 
n-^^^y) ; I Rt/max cm-i 2216, 16 
58; NMR (4 OOMHz. CDC I3 ) 5ppin 

1. 92~2. 40 (6H. m) . 3. 69- 
3. 73 ( IH, m) . 3. 79 (3H, s) . 
5. 72 (2H, s) , 6. 88~6. 90 (2 
H. m) . 6. 99 (IH. s) , 7. 37~ 
7.39 (2H, m) , 7. 46~7. 5 1(2 
H, m) , 7. 72-7. 74 ( IH. m) . 

7. 92~7. 96 (3H. m) . 8. 07 ( 1 
H. s) , 8. 17 (IH, br s) , 8. 
29(1H, s) : MS(FAB)m/z 547 
(M* +1) ; jS^^^fflCsiHasNs Oj sm 

%m (%) C, 68. 1 1 : H. 4. 79 : N. 

15. 38, aiStt (%) C, 67. 73 ; H, 
4.86: N, 1 5. 22. 

[0528] (XS2) N- (3- ( IH-rh^y 
_;^_5_^y^) 7x-;l/) -3- (2- (4->'^n 

N- (3- (2- (4-^h=¥j^^i^>'» -2H-r 
y=7Y-)V-5--i)V) ^x-ZW) -3- (2- (4- 
v^'n7'f-;t'-2-f-7VU;l^) xf-:i;l/) '<yX75 

H 1 coxu 5 h is]^{c«ia t , mimntz . 

SL^i 162~164'C(decomp. ) (S^^S 

2216,1662; NMR (4 0 OMHz , DM 
SO-dg ) 5ppm 1. 87—2. 34 (6H, 
m) , 3. 64-3. 72 ( IH, m) , 7.5 
5 (IH. s) , 7. 6 1 (IH, t) , 7.6 
7 (IH. t) , 7. 77 (IH, d) . 7. 
89 ( IH. d) , 7. 98 ( IH, d) , 

8. 1 0 ( IH. d) . 8. 32 ( IH, s ) . 
8. 62 ( IH. s) , 10. 63 ( IH. 

s) ; MS (FAB) m/z 427 (M* +1); 



7^4j-5fffiC23Hi8N6 OS - 1/4H2 omnm. 

{%) C. 64. 1 0 : H. 4. 33 ; N, 1 
9. 50. mm. {%) C. 64. 38 ; H. 
4.33; N. 1 9. 45. 

[05293 [|lttfi?IJ1893 N-(4-(lH-T 

V=yV-}V-5-^)V) -2-^ h^v7x-7l') -3 

- (2 - (4-i^i?orf-;l^-2-^7y'J;l') x^r: 

(Xei) N- (4- (2- (4-^h='fv'<.:^v 

-2H-rh9V'-/W-5--f;W) -2-.><h=3fj/ 
7x-;l^) -3- (2- (4-i-^a7'f-;W-2-^7 

3 - (2 - (4-i^^'ny^;P-2-^7yy;l/) x^ 

=~)V) 2 h^->- 4 - ( 2 - ( 4 h 

^i^Ky=J)V) -2n-'fV'yV-)V-5-^>V) 7- 
'Jy^^^^iJl 0 3<7)ISltTOtMSL. N- (4 

- (2- (4-J>{h^i^O'S/>) -2H-rh5y- 
;l/-5— -2-^ h^i^7x:i;P) -3- (2- 

( 4 - Dy^;l^- 2 -i-7V^))V) :ii^=~)V) KV 
X7S KSr7^:;t'7rXi:L.Tf#3t, 
NMR (400MHz. CDC I3 ) $ppin 1.9 
0-2. 42 (6H. m) . 3. 6 7-3. 75 (1 
H. m) , 3. 80 (3H, s ) , 4.06 
(3H, s ) , 5.74 (2H, s ) , 6.9 
1 (2H, d) . 6. 99 ( IH. s) . 7. 
40 (2H, d) . 7. 53 ( IH, t ) , 7. 
72 ( IH, d) , 7. 77 ( IH, d) , 

7. 81 ( IH, dd) , 7. 96 (IH, 

d) , 8. 08 (IH, s) , 8. 63 (IH, 

s) , 8. 65 ( IH, d) . 
[0530] (IS2) N- (4- ( IH-xh^y 
_;^_5_^;p) -2-;<h^i'7x-;U) -3- (2 

- (4-i/^ny^;U-2-f-7yU;l') xf-:::;!/) ^ 
yX75h'0^^ 

N- (4- (2- (4-^h=^r>'<y>'VU) -2H-r 
h7y-;P-5-'f;P) -2-;< h^i^7x-;l.) -3 

- (2- (4-i^^'oyf-;l^-2-f-7yy;P) xf-::: 
;t/) '<yX75 h'5:lliSCTliOlS5i:|pI«t:*!!iaL, 

WA 220-22 I'C (dec omp. ) (SSS^b?! 
iJ: ^'nn;J:;l/A-n— N^f-'fy) ; IRvmaxcm 
-1 22 1 6, 1 682, 1656; NMR(400 
MHz. DMSO-de ) 5ppm 1. 89 — 2. 2 
9 (6H. m) . 3. 66-3. 72 ( IH, 
m) . 3. 97 (3H. s) , 7. 55 ( IH. 

s) , 7. 64 ( IH, d) , 7.67(1 
H, t) . 7. 74 ( IH, s) . 7. 88 ( 1 
H. d) , 8. 04 ( IH. d) . 8.05- 

8. 08 ( IH. m) . 8. 27 ( IH. s) , 
9. 86(1H. s) ; MS(FAB)m/z 
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427 (M* +1) : Ttm^VrmCuHi^Ne O2 S 
• I/2H2 0<7)|fSM (%) C. 6 1.92: 
H. 4. 55 ; N, 18. 05. M^W. (%) 
C. 62. 21 : H. 4. 42 ; N, 17. 94. 
[053 1] [^ifi0IJ19O] N-(4-(lH-T 

(2- (4-j^:7n7'f-;P-2-f-Ty!;;l') 

(ISI) N- {4- {2- (A-^h^i^^yJ 
jU) -2ii-Th^Y-JV-5-^JU) 7x-;l^) -N 
(2- {4-i^^nri-)U-2-^7Y 

3- (2- (4-i^:7oy^;U-2-^ryj;l/) xf- 

mMmtN-?(i-)U-4- (2 - (4-^h^ 

i/^yi^';!/) -2H-Th7V-;i^-5-> f;u) T-'J 
>'^^SSWl0 4c7)XS2i:|S|«tcJ!^U. N- (4- 
(2- (4-P<h^v"<.yi^';U) -2H-Th7V-;W 
-5--f;t/) 7x-;l^) -N-^^/l—S- (2- (4 
-v^'Drf-;U-2-f-TV'J;l^) x^r:;l^) O'XT 

NMR (400MHz, CDC I3 ) ^ppm 1.8 
7~2. 4 1 (6H, m) , 3.53 (3H, 
s) , 3. 68 ( IH, m) , 3. 79 (3H, 
s) , 5. 70 (2H, s) , 6. 88 (2 
H. d) , 6. 94 (IH, s) . 7. 1 3 
( IH, d) , 7. 1 5 ( IH, t) , 7. 24 
( IH. d) , 7. 36 (2H, d) . 7.4 
5 ( IH. d) , 7. 6 2 ( IH, s) , 8. 
01 (IH. d) . 

[05321(1^2) N- (4- ( IH-rh^V' 
-;l/-5-'f;U) 7x-;l/) -N-p<f-;l/-3- (2- 

(4->-^'orf-;u-2-^Ty't»;p) x.^-Ji^) 
XT 5 

N- (4- (2- (4-?(h^>"<.y=J)\^) -2H— r 
hyV'-J\^- 5-^)1-) 7x-;u) -N-^f-;i^-3- 
(2- (4-i/^'n7'f-;P-2-^rV'J/l^) x^ri 
JU) KyX7 s H S-Hififlsi 1 coig 5 PI^^tCJMI 

1 14~1 17'C (decomp. ) ; IRu 
max cm- 1 22 16.1650: NMR(400M 
Hz. DMS0-d6 ) ^ppm 1. 83—2. 32 
(6H. m) , 3. 44 (3H, s) , 3.6 
5 (IH, m) , 7. 33 (IH, t) , 7. 
36 ( IH, d) . 7. 46 (2H, d) . 7. 
52 ( IH, s ) , 7. 58 ( IH. d) , 
7. 63 (IH, s) . 7. 93 (2H. d) ; 
MS(FAB)m/z 441 (M* +1): 7C 

^^«ffflC24H2oN6 OS - 1/2H2 o<r)m.m 

(%) C. 64. 12 : H. 4. 71 ; N, 18. 
70. mm (%) C, 64. 13: H. 4. 9 



2 ; N, 1 9. 1 7. 

[0533] [IIJI0IJ191] N-(4-(lH-r 
h7V-;W-5--^;U) yx-)U) -3- ( 2- (4- 
v^o7'f-;l^-2-^Ty'J;l^) xf-Ji/U) -6-^^ 
;^'<.>'XT5 H :|fnBi:l§I«l:LTff<5il^, N- (4 

- (2 - (4-^h^>''<.yi/';i^) -2H-f-h5y- 

fU-5-^)U) 7x-;l^) -3- (2- (4-i':?'o7" 
i-)V-2-^7YV)\^) Xf--)U) -6-^i-JUKyX 

mM 22 5~228'C (decomp. ) (SS^vW 
|g : ^'nn4^;WjU-X:?y-;l') : NMR(400M 
Hz. DMSO-ds ) <Jppm 1. 80~2. 40 
(6H. m) . 2.46 (3H, s ) . 3.6 
0-3. 80 (IH, m) , 7. 45 ( IH, 
d) , 7. 52 (IH, s) , 7. 69 (IH, 
d), 7.82(1H, s), 7.97(2 
H, d) , 8. 04 (2H, d) , 10.72 
(IH, br s) ; MS ( FAB) m/z44 1 
(M* +1) : TtmmmCiiH^^Ns OS - 1/ 
2H2 Oc?)thffii(%) C, 64. 12 : H, 4. 7 

1 : N. 18. 69, (%) C. 6 3. 9 

2 ; H, 4. 65 : N, 18. 58. 

[0 534] [^}fi0iJ192] N-(4-(lH-T 
hyY-)i'-5--tJl') 7x-;U) -3- (2- (4- 
i^^oy^;l/-2-f-TV'U;U) X^rL;U) -2-^f- 

;i^'<yxTs F : mibnmizixn(>tifz. n- (4 

- (2- (4-/<h=¥i^^yv;k) -2H-Tb7y- 
;t-5— f;U) 7x::x;l^) -3- (2- (4-zyi'^jy 
f-;W-2-^TV'y;P) xf-ri;U) -2-;<f-;KyX 

it^S 184~186r (decomp. ) (SiKb^b^ 
JSJ : ^D07^;PX.-p(:?/— yp) ; I R i/ max c m" i 

1664: NMR (400MHz, DMSO-d 
6 ) 5ppm 1. 80-2. 40 (6H, m) , 
2. 56(3H, s), 3.60~3.80(1H, 

m) , 7. 44 ( IH, t ) , 7.55(1 
H, s) , 7. 61 (IH, d) . 7. 77 
(IH, d) , 7. 97 (2H, d) . 8. 0 
4 (2H, d) , 1 0. 78 ( IH, br 
s) : MS(FAB)m/z 441(M*-fl); 
7C3g^fffflC24H2oN8 OS - 1/2H2 OCOm.m 
{%) 0,64.12: H, 4. 7 1 : N, 1 
8. 69, imm. (%) C. 64. 12: H. 
4. 62 ; N, 18. 52. 

[0535] [|QS«ajl93] N-(4-(lH-x 
VyV-)V-5-4>V) -2-:>i^)V7x-)V) -3- 
(2- {4->-^^-r^)V-2-^TV^))V) Ji^- 
)V) KyX7^ Y : msitm.l<zLXnhiXtz. N- 
(4- (2- (4-^ V^=^Kyi;)V) -2H-fb7 
Y-)V-5-^)V) -2-^'i-)Vy3.-lV) - 3- (2 
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1 35-1 38°C (decomp. ) (Hi^fa?^ 
ii: :J'^D;^;^A-;<^'y-;^-n-'s^-9-y) ; n 
MR (400MHz. DMSO-de ) ^ppml. 8 
0—2. 40 (6H. m) , 2. 38 (3H, 
s) . 3. 60~3. 80 ( IH. m) . 7.5 
5 ( IH, s) , 7. 60~7. 70 (2H, 
m) , 7. 80~7. 90 (2H. m) . 8.0 
0 (IH, s) . 8. 09 (IH. d) . 8.3 
0 (IH, s) . 10. 20 (IH. s) ; M 

5 (FAB) m/z 44 1 (M* + 1 ) . 

[0 5 36] [Ilit«?!ll94] N-(4-(lH-r 
h7y'-/P-5--^;l') ya:-)\^) -3- (2- (4- 
i/:?\:iyi->V-2-^TYV)\^) xf-z:;!.') -2-7;U 
^rn'^yXTSH :fil2i:|SI«tL-Ct#'^ii/i. N- 
(4- (2- {4-j(h^i^Ky'Jf\^) -2H-Th7 
V'-;P-5-^;p) 7x:::;U) -3- (2- (4-j^^' 
o7'f-;i/-2-f-ry'y;l^) xf--;u) -2-7;l':tn 

Mfk 2 22-2 2 6t: (decomp. ) Cmm 
jSSE : ^'noT^/l/A-^:?/— ; IRvmaxcm-i 
1682; NMR (40 OMHz, DMSO-d 

6 ) ^Ppm 1. 90~2. 40 (6H. m) , 
3. 60~3. 80 (IH. m) . 7.51(1 
H. t) . 7. 54 (IH, s) , 7. 90 

(IH. d) . 7.91 (IH, d) , 7.9 
5 (2H. d) . 8. 05 (2H, d) , 1 
0. 86(1H, s) ; MS(FAB)in/z 4 
4 5 (M* +1 ) . 

[0537] [HSfeWl 95] N-(4-(lH-T 
h7y-;U-5--<;P) 7X-/U) -3- (2- (4- 

;to<yxr5 K : mmbmmi>zLxn(>tifz. n- 

(4- (2- {4-^h^>'<y-J)\^) -2H-rh7 
y'-;l'-5-'f;P) 7x::^/l^) -3- (2- (4-x^ 
D7'-?-;l'-2-^TVi;;l/) xf-:::;!/) -6-7;P:to 

MA 226~2 29'C (decomp. ) (ff^^?i 
: ^^OD^/l'A-pt:?^--;!/) : NMR(400M 

Hz, DMS0-d6 ) 5ppm 1. 90~2. 40 
(6H. m) . 3. 60~3. 80 ( IH. 

m) . 7. 45 (IH. d) . 7. 48 (IH, 
s). 7. 6 0(1 H, s). 7.83(1 

H. dd) , 7. 95 (2H. d) . 8. 05 
(2H. d) . 10. 88 (IH. s) ; MS 
(FAB) m/z 4 4 5 ( M» + 1 ) : 7C«^*f<iC 

jsHnFNe OS • 1/2H2 OOfi-^ffl (%) C, 

60.92: H. 4. 00 : N. 1 8. 53. M 

mi (%) C. 60. 73 : H. 4. 1 2 ; N. 



18. 29. 

[0538] [|ISS<?IJ196] N-(4-(lH-x 
b7V'-;l^-5— ^;l/) -2-7;l^:t07x-;l/) -3 
- (2- (4-i^^7D7'^;^-2-^Ty'J;l^) xf-a 
;P) KyXTS. H : |friBi:l§I«fcUTt#4>n^. N- 

(4 - (2 - (4-;< h^i^Ky'Jfl-) -2H-7-hy 
'/-)V-5—i)V) -2-7>U:^a7ji~)U) -3- 

(2- (4->'^ny^;l/-2-f-TyUyl^) x^r: 

;P) <yxrs h'SrPl^fcrlBiffiilL. mfmintz. 
St4 23 6~239*C (dec omp. ) (S^^b^ 
ji: ^ao4-^;l/A-;^:5'y-;P) : NMR(400M 
Hz. DMSO-dg ) 5ppm 1. 90—2. 40 
(6H. m) . 3. 60-3. 80 ( IH. 
m) , 7. 55 ( 1 H, s) , 7. 68 ( IH. 

t ) . 7. 90-8. 00 ( 5H. m) , 8. 
09 (IH. d) , 8. 31 (IH. s) . 1 
0. 54(1H. s) ; MS(FAB)m/z 4 

4 5 (M* +1 ) . 

[0 539] [^jt£^ji9 7] wmm:m\<Dm^ 

X<^WLfzmmicr>it-^l 0 0 0ms . ?LSi59 
OOmg. itea-fe;l^n-X (MCC) 200 0mg. <g 
S^Jgt Va^i^r^rtt'/l-fzlUn-X ( LH PC) 10 
OOmg. Xy-rVyM'T^^^i^'y^lOOmsiXK 

ii^ L . mmmmizx i ^ i o o m g 'i>m&t-^m i 

{i7 ^ b SrSfeL-C«l35c^tX7 -f 

[0540] [iisie?iji98] mm:miff)wm. 
iKf^vt^Ltimtmi 5 70'ft-^ioooing. fim 

5 9 00mg. ^^b'^JIu-X (MCC) 2 000m 
g. iSSMmt.Vu^ly7°vt')U-t)UV-X (LHP 
C) lOOOmg. XTTllyK'7^''^vj^'>A10 0m 
g^J:<^^L. K«fl-^^fel::T1^10 0mg4'B>ilB 
it-^m 1 0 m g S:ir^t-|>S^$:S?)t L/^, i^Siilc 
|g3S<t^v!{47 ^;PA3-hSr]ilt-C^3!<i^lX7 

[0 54 1] [mmmi9 9-i mim-.i^r-^mtr) 
ai^ryry {^-yx-?-^) 3000ing. ?lM6 

9 0 0mg. ^^B-t;PO-X (MCC) lOOOmg, 
X-fT 'J A 1 0 0 m g ^ J: < LT 1 

;<?r-fe;W 1 2 0 m g cfBUie-ft:-^ 10m s'k^Mth^ 

[05421 [||«60IJ2OO] S8?J^J:;&7--fe;t#J<7) 

J:<^^L7t||JfiWl 5 7O'(b-^%10 0 0mg. 
^Eoai^T'yry ia-yx^-i-) 3000mg. ?L 
lB6 9 0 0mg. tefa-fe;H3-X (MCC) 1000m 
gs Xrry >'Kv/;^j^':7A 1 OOmgS:a:<SfnL 



(117) 



0-1 950 6 3 



X 1 :^7'-t/l' 12 0 mgtmsHt^ 1 0 m g ^-^^Tt 

[0 54 3] [mmm2oi'\ mmm w<m<r)mi^ 

y ;Ut':? y :t I'- b 5 0 m g 2r 5 m 1 XTV-;Uffl 

jinm^L. Mmmx'^<)Uj^t:'ffLyi'^y-i2 a 

m\i%m-fh. liSltlOO/zlJ>:t»)HtflB^^!B!ll 
m&i:%^-th^mffi^Km (MD I) SrlStL 

[0 544] [|IS£«?IJ202] ^J0lJ : ©AlPJ^OiSt 
y;l^h':5' / :t h50mgSr5ml xTy-;l^ffl 

7;l-5^^tCgBXt. 1 m 1 $:Jp;tT^ji 

1 7t . i < f;)'^, IfeM L/i*)tfiM 1 5 7 iO-fl:-^ 5 0m 

smtm^m^mLx'ff^^^z. i o om i 

Af<>}V:r^Wi L . Jnff«t^TA;i/:^S::rt- 1^^ y-1 
2 4ml&5E«-ri.o li«Ml 0 0// 1 SiTtOfflB-ft^ 
%lmg&^^rr^^l^cO©A^i (MD I ) SrISi 

[ 0 5 4 5 ] 5C ( 1 ) xm^fih^w^<r)^-^m.xf^ 

ixh<r)mi. mumm-m.^mm^'&^^Lxio 

'Srmf iW^^Ji: LTWffl-CJ)!.. *^b^<7)s\: (DO 

CO 54 6] immu t;^^>y^^s^^llsIliSrfflv^ 
^. mtm^a^Ltz. mii^-i'-i. 5cmff)^^\.zm 

3R- 5 ) mtz Ltz'?i''^:mf,zmm L 

^f^. lgS:fi?tL^. tX^J'Sy (10-«M)T3- 
4lsIIRi^^•^^5^w^^> LTD4 <7)iR^KiE*i^^UT*»'o 

LTD4 ff)'mt<zm-hmm%(r>mim^Lfz, m 

«:TD-i 12S) $:-ftixi'^-y- immm^: 
R-64VS) iz§mLti.wm^mi'Jy(i-f^:^/\^y 



(DMso) mmu LTD4 immmi 

0-8M) ^jD5rJi-f)l;:vi/7;^'ti*il::jDi.y'c. fi^Iti. 

wi-m^ximnmuzLTD^ i,zx?>W(r>i\^miM 
mkL. ^msnmrnLfzLTD iizxi,mmimi: 
mtxmimim. «i$ii$o-i^iiifflE*8*><5«k/h 
zmmzx 0 5 oxmrnm ( i C50 ) ^icmu^^. 
[0547] [M®sc^j2] tx^s.ymmm\m. 

Sp rague-Dawl ey^SI149"yh (2 50~ 

3 5 0 g ) mmmm^-^ti^k. 5 u/m 1 <7)^vj 

y^-t^-fhmo d ified-Tyrode?g[Na 
CI 1 24mM, KC 1 4mM, CaC 1 2 1.0 
mM, MgClj 0. 5mM, NaHj PO4 • 
00. 64mM, NaHCOa lOmM. Guluc 
ose5. 6 mM, Gelatin 0.05% (w/ 
v) ] 2 0ml 5:9 vMMrttcaAUc. mmso 

tz.mmim'^miisoxg, 4x:. 5m)t 

XWzMM^. ySr-^t^Vimo d i f i e d- 

Ty r o d emx\ 2 mdiWUz. ^KoMtmtiimmm 
mmmmb lx^i o^ c e 1 1 s/m i ) icso/z 
\<mDi^p-igEtm^iiui37'cx3 0i^my 
^a.K-h-fi^tizx'ommmm^mf^ifz. ^(o 
mmmmmmiztttimmmmm^ax i o^ 

cell s/mUZ^lXoi,Z^'^Oy^tt^j:\'^mo 
di f ied-Tyrode?g^jD;cT^L)^. 

mm^mm2 50m\ ^ztm mmmms o n g/m 

1 ) 2^-^t^M^?i?S^ 50 u\ mHalX 3 7-CT'5^S 

^ ydf 3 y L/ifJ^. mi¥±m [ N a c 1 1 

2 0mM, KCl 5mM, EDTA ImM, Tri 
s-HCl (pH = 7. 4) 25mM, BSA 200 

g/m 1 ] 2 0 0// 1 SrjDi.RJESr<?jl:$-<i-7t. -eo 
f^s S'C^:a-gl(2 50xg, 4-C. 5j^m) IX^Z^ 
?f2 5 0A£ l+f^tXrJ'SyiijgSrShoreiijeD^a 

m^bzMmzx r}W.\iaifz5 o%mmm& (i Cjo) x 

[0548] ^ju^'yVi^tammm^^fzLTD^ tm 
i*i^i>'t 5 ymmmimnzmimmmit-^ 

CO I C5offi{±JaTi03iOt'J)o/t. 
[0549] 



(iii6M#^) (I C50 ) ffli^jf^ffl (I C50 ) 



1 3. 6xi0-« 6. 5xi0-« 

4 1. 9X10-* 1. 2X10-7 

5 2. 8X10-8 1. 5x10-7 

6 3. 0xl0-« 1. 2X10-7 



( 1 18) 



iNFiB¥10-19 5063 



7 


1 . 


2x10"^ 


9. 


9X1 0*9 


1 7 


1 . 


2X10-^ 


7 . 


5X10-'' 


2 0 


1 . 


3X10"*^ 


2, 


2X1 0"'' 


2 3 


2. 


OX 1 0"' 


1 . 


5X10*'' 


2 5 


1 . 


7X10""' 


1 . 


2X10-"' 


2 6 


2. 


8X10"'' 


1 . 


1 X 1 0"9 


3 5 


1 . 


1X10"'' 


1 . 


0X10"'' 


3 9 


1 . 


3X1 0"^ 


1 . 


7X1 0*'' 


4 0 


6. 


6x10-5 


2. 


8x 1 0-'' 


4 1 


7 . 


9x 1 0"^ 


3 . 


1 X 1 0"'' 


4 2 


2 . 


7X 1 0-» 


2. 


OX 1 0"^ 


4 5 


4 . 


1 X 1 0"^ 


1 . 


8x10'^ 


68 


7. 


3X10-9 


3. 


5X10-9 


6 9 


7. 


8X10-9 


1 . 


1X10-'' 


70 


1 . 


5x10-9 


7. 


1X10-'' 


76 


1 . 


1X10-9 


2. 


4X10-'' 


78 


2. 


6x10-9 


5. 


5X 1 O-*? 


10 1 


2. 


2X10-9 


5. 


4X10"'' 


10 3 


1 . 


5X10-9 


1 . 


2X10-9 


104 


4 . 


9x10-9 


1 . 


5x10-9 


110 


3. 


2X10-9 


1 . 


3X1 0"'' 


12 5 


2 . 


OX 1 0"9 


2 . 


7X1 0-9 


12 6 


1 . 


9X10-9 


2. 


6X10"'' 


127 


1 . 


8X 1 0-9 


3. 


8X10"'' 


129 


7. 


0X10-9 


7. 


0X10-'' 


1-3 1 


8. 


5X10-9 


1 . 


7X10-'' 


14 1 


9. 


4X1 O-^o 


5. 


9X10-9 


14 2 


1 . 


9X10-9 


5. 


4X10-'' 


15 2 


2. 


5X1 0-1^ 


1 . 


5X10-9 


153 


5. 


4X1 0"^^ 


7. 


4 X 1 0~ 9 


15 5 


1 . 


OX 1 0^9 


7 . 


4x10-9 


157 


5. 


7X1 0-^^ 


9. 


3x10-9 


16 1 


2. 


3X1 O-io 


7. 


0x10-9 


16 2 


7. 


9X1 O-io 


1 . 


8X10^9 


16 3 


1 . 


1X1 0-9 


8. 


2x1 0-9 


164 


2 . 


6X10-9 


1 . 


0X10-'' 


16 5 


1 . 


OX 1 0"9 


9. 


4X 1 0"9 


16 7 


4 . 


5X1 0"9 


1 . 


0X1 0-'' 


168 


8. 


2 X 1 O-^*' 


3. 


1 X 1 0"9 


17 2 


1 . 


6X10-9 


4. 


7X1 0^" 


17 3 


6. 


4X1 0-^^ 


4. 


1X10-9 


174 


6. 


6X1 O'lo 


4. 


OX 1 0-9 


17 5 


2 . 


0x10"^° 


1 


. 8X10-9 


17 9 


2. 


6X1 0-9 


8. 


1X10-9 


180 


2. 


3x 1 O-io 


2. 


5x10-9 


181 


1. 


ixlO-io 


5. 


9x10-9 


182 


2. 


3x10-9 


2. 


6x10-9 


183 


1. 


8x 1 0-9 


5. 


5x10-9 


189 


1. 


2X10-9 


1. 


7x10-9 


196 


4. 


2X10-9 


7. 


8x10-9 
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[0 5 50] [t«ii<?!i3] LTDi mmMmm 



(1. 5g/5inl/kg. i. p. ) IC^'g*-*- 

0®/■!^i■X'^Xl^^&^:'€'^i■z, LTD4 
^J-ffCror^yn-zl' ( l mg/kg ) . Si^Mtit:^ 
( Img/kg, il|iifi8iSr<?±$-ti:S 
$/^lC2i)-Byt=^>'HP<:5'i^i^ ( 2mg/kg) 

OcmHa O 

/1/sec. i:'5:SJ:aiCi)i85L^^, LTD4 (4 
;izg/kg) SrSMrta^fC^uiirag^r^^-ttfc, 



mmna. O. 5%;&;l-;K^i^^^;l/-b;Wn-x (C 

Mc) izmmixmmm(r>mMi^^^uzunik^L 
Wzimm^^i^s>!bfz, fi^smfp$ij^<^-B#iHi!ifsi8*^ 

<?>ii/JM:ma{cJ; O^i^/iS 0%WJffl* (I D50) X' 

ilSjrp$iJcol^mra{itt®i!i^S:SPtS4 ( 1 Omg/k 
g ) 8 Bt^^/iJi 1 2 B#^f^iOjfp$iJ¥2:iUg tTt:. 
[05511 
[Sl2] 





ID50 


(mg/kg) 


attj^ig[10ing/kg(p.o.)] 








8h 1 2h 


1 


1 . 


. 1 


75% 


4 


1, 


. 3 


60% 


5 


2, 


. 6 




6 


2, 


. 4 


76% 


1 7 


4, 


. 1 




20 


3, 


. 1 




39 


1, 


. 3 


67% 


42 


2 


. 7 




45 


1 


. 9 




78 


5 


. 1 




125 


3 


. 8 


75% 


127 


1 


. 9 




150 


3 


. 0 




15 2 


0 


. 7 




15 5 


2 


. 0 




157 


0 


. 4 


81% 



[0 5 5 2] [S«®ifi«j4] PCA(Passive 
cutaneous anaphylaxis) R)CJt|I 



Sprague-Dawl e y^M147 -yh (17 0~ 
2 2 0 g ) iOWaJSrl?^ L^cfi. 4aW:feiS*t'l 5© 
iZ^^SHbtz. ijie g g a 1 bum i n^-y hJfiLJH (^ 
•yh4 8l^faPCA t i ter : 514^) $:WSB2 
;^m(C^I^aftf ( 5 0/z 1 /s i t e ) LTSf^LfCo 
JSf^^4 8^SlC5/mg(7)e gg a 1 burning: 

-^tf 0 . 5 %ju<yxf)i'-±m6fit&Ai imi^nm 
irmx'&Mm^<7)f^{:mmmtt:, mm^ 

(4. 0. 5%;<r;l'd?=^E->';<f-;H:;Ua-;^t:SSLT^ 



) x'^^Ltz, pcAmicoiD^oiiimTcm^x' 

[0553] 
[«3] 



(IIM^J#^) 



( ID50) 



1 

4 
5 
6 
7 



1. 5 

2. 3 

3. 6 
2. 4 
0. 5 



(120) 



IfSI^l 0-1 95 063 



19 0. 6 

39 2. 3 
1 25 3. 1 

153 4. 1 

157 3. 8 



[0 5 54] [M®<?ij5] ^^mmm 
mmmmm^ i o g/m i tc^ri. i ^ ic^ ^ y- 

mi^i 5 m 1 (nmmA'yX^yyjl^lfZ 3 m 1 

i, 3-*(4«lffi# (m3BT : 1 0 0 0 I X 

(%) =3t.^U>:§5f4c7)h-^ffi«/jE7tU>: 
g?i|StiOt-:?ffl«x 1 0 0 

I. ■»Vi:^^MtM±M\JG-120 {4. 6mm^x 



2 5 0mm) S:fflV\ ^mUi 0 . 0 1 % b U 7;l^;j- 
a»e*^^ : :>(^y-fU= 2 : 1 ( v/v ) cO?M5r 

[0555] mmmim^. 2ats^^^ 

[ (E) -4- ( (3- (2- (4-i/:?n7'^;l.-2 
-^rVJ/l/) Xt-;U) 7x-;P) TSy ) -2. 2 
- i^'x^/l^- 4 -5r=^ y T'^^W^ ( R o 2 4 - 5 9 1 
3) «tra¥2-69468#)JlV^(E) -2- 

( (3 - (2- (4->':?o7'f-yU-2-f-rVU/l^) 
xf--;i^) 7x-;WT5y) -2-jJ-^yx^;U) ^.t 
#K (#gB¥6 - 8 0 6 5 4-t ) ] <^s??$*^'-efL-eix 

5 5. 5%at^5 6. 4%-CJ)o/>:<7)tMt. 3®£-& 
-fb-^tl [^Sfe^lJl. 14 1. 14 22ill>"18 7c7)-fb^ 

lOOlx. 3I^S) &a4lC^-r. 

[0556] 

[^4 J 



mm {%) m&mi 



m.m\<r>\t^'^ 10 1.4 315nm 

mimiA\<D\t-^^ 100. 4 253nm 

IU6B»J14 2<?)-fb-&% 9 9. 9 3 1 2nm 

HM^J 18 7(0^1:^ 9 9. 9 300nm 

IBSii^t.^* 5 5. 5 24 0nm 
^tll¥6-8 0 6 54-f^f8{C 

IBt!l<0-ft;^8 5 6. 4 2 3 5nm 



A: (E)-4-((3-(2- {A-iy^^Zf^)V-2-^7Y')lV) Xr- 
;i/) 7x-;P) rsy) -2, 2->'*Xf-;l<'-4-:t=^y7'f-;H? (Ro24- 
59 13) 

B: (E)-2-((3-(2- (A-'y^uzr^)V-2-^7Y^})V) x-f- 

;l/) 7x-;pr5y) -2-jj-^yx^;P) 
[0 5 57] [IS®iM6] ^ttl5®i 5 0mg/kgS:14B^PS-^U^i:C:^, V^-fil 

Sprague-Dawle yi^5 >y h IC. ^Jfe^J 1 , <^it-^W>tk^\iZii\^X t> . 5Et:0iJli:^'oiX^*»o 
4, 6, 7, 3 9, atXl 5 7cO<li-&tll:lSlia, 2 /c. 



7nyh'>?.->''coi!# 



(51)lnt.C1.6 
A6 1K 31/53 
C0 7D 277/24 
277/26 
277/28 
277/34 
277/36 



ACD 



F I 

A61K 31/53 
C 0 7 D 277/24 
277/26 
277/28 
277/34 
277/36 



ACD 



(121) 



mm^l 0-195063 



277/38 




277/38 




277/56 




277/56 




417/10 


213 


417/10 


2 13 




25 5 




2 5 5 




25 7 




2 57 




26 1 




26 1 




26 3 




263 




27 1 




27 1 




3 11 




3 1 1 


417/14 


2 13 


417/14 


2 13 




239 




239 




257 




257 


471/04 


1 1 7 


471/04 


1 17A 



m^MiLp mums IT memn^ t 



«^mFJl||S4li®I51T@16#13-t w, 
m^ll5a:Fjl|E^tSffilTS16#13^ w. 



